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(54) Title: CARBOXYLIC ACID DERIVATIVES AND DRUGS CONTAINING THE SAME 

(54) nw<D%&: ±)U7F>mmmi*t$&if*<Dmmm^ts:zmm 

I (57) Abstract: Novel carboxylic acid derivatives of general formula (I), 

R salts of the same, esters thereof, or hydrates of them, which are useful as 

Y— Lr-=X"T"~T ^" tM — W / 1\ insulin resistance improvers; and drugs containing the derivatives as the 
\^ J \ I ) active ingredient. In said formula, R 1 is hydrogen, hydroxy 1, alkyl, or the 

*^ like; L is a single bond, a double bond, alkylene, or the like; M is a single 

bond, alkylene, or the like; T is a single bond, alkylene, or the like; W is 
carboxyl, -CON(R wl )R W2 , or the like; T7Z7 represents a single or double bond; X is oxygen, alkenylene, or the like; Y is an aromatic 
hydrocarbon group which may contain a heteroatom, or the like; and Z is an aromatic hydrocarbon group which may contain a 
heteroatom. 
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T/W^>^S7i if& ; MttmJS^, T/u* if ; 

Ttt^^#, T/V"* U^Sfc if & ; Wtt*/W7t?^r -CON(R ,l )R" 

-e^ *-*v*s--a if «r ; r .wu *■ * ; xizmmm 

*\ T?v>r~ if $r ; Y t f ^tUtv^-Cb i^, 3£ 

i& & ffc 7k l{t g & -fc it ft^-fo 3 -C'* $ it 5 # /wtf v&^ag# N * <D 
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mmffi (Diabetes mellitus) tel*|gH£-r >X U > mm<D? >¥)W\ >7g /3 

(insulin dependent diabetes mellitus: IDDM : £^>7>V># 
{kftH^mffi (non insulin dependent diabetes mellitus: NIDDM : m—m.%§mffi) 

^omommm (-&&wmm -.mommo— o©t«tbTii« 
&\z±ft<Di&tt4uzm\ M-k. Mm^&tz&z&mmurfi&mis. *t&mm 

tftoTl^. im&3E.\Z'WM\zm&-TZ><D\z$iV. NIDuMte-^C^W^ 

ms&<mmm%.m<D*:i$ft$:&®z>o m.fcwummz±m(D£?tsLm&. mm 
ciOct e> tcst^i;:^ n u -(Dmmmw£mwrf&iz±&mffi&m& ur^ 
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>/j: < h'0fc'^7t'f k (bo mteZrf&mznT^zrf. mm\(Dmm(Dwm^ 

»/> (Troglitazone) , (Piogl i tazone) > Uzslfy&V> 

(Rosiglitazone) &£©^7VU V>^MW\3.-i >X 'J >Jg£ittft#3£<hMn, 

(peroxisome proliferator-activated receptor gamma : lift&affl^SO^'fblCfiM/cj: 
fefBf) ^LTWffl^ILTt^Ct^oTffe (J. Biol. Chem. , 
.270. P12953-12956. 1995) „ Z<Dmmffifflm<Dft<tlZ& OTNF a , FFA&<fcZ>*lept in 

#fePPARr ©agonist £ UTfPffl U < >X U >*£^tt&S^m£3g§iLT^3 0 
i:C15T% PPARfC^T^MH^o:, 0 ft£ H < O^O-tf^'^-f »l^tlTfe 

(D^n^n^4iLbfeTO^SoT^^t#AbtlT^^o ifi^PPARrttLPL, 
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acyl-CoA carboxylase, GPDHfc£©3tfi^#©f6£*5t£ U M&W8M\z%:z.ftffi 

k> &&x.zf s t<DmtizMm Ltzmfc^mv^mzmw is&n&ttm-rzmn&it 

PPAR r Jktf a Odua 1 agon i s t Tab £ ^ 7 v/ U 5> >mm& £ LT tt^BB¥9-4877 1 

<o^©fc^t)^2D£tiT^& (Current Pharmaceutical Design. 2. No. 1, p85-102. 
1996; Bioorganic & Medicinal Chemistry Letters, 6. No. 17. p2 12 1-2 126. 1996) * 
L# U PPAR r agon i s t ©-g&O^TteJFF Ht^^Snx & 0 £ fcfc 0 

£ E £ t) ± rfr £nTV>&^. $ £> 5 frfb-£4fctfPPARr &£c* a ©dual 

agonists VT&m~egZ>Z\£\*m&tfU<. JlT^r> a, isic>'j3 ©triple 
agonistftUBJc:?^Ttt£<&e>nTlr>fc^. L*>U ±IB-CSE^fcJ: 5&PPARr 
agonistOS1t«5 1 7yU^>B^^S^T^^W© : b©tV^«iJ : b$. , 9, 

z:n^T"©^«M5S{l:<!:SW c J:Kii^^-r^ I f''ltflgM (TG : Triglyceride) 

$ e>cppARjs ttiii»aajia^b©sii»^ffl*^e»nT*3 o (J. Bioi. chem. . 274. 

No. 31, P21920-2 1925) , ZftizJ: K> u IsTsTU—frtfiteTFt* CI £ 

(W09904815), $ £tC Z.Wff't 7lC#T£agonistf£14£*>WT£fl;£ > &£ 

±12© * ^ ^mnrzmm<Dmm^mt nwz. 
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•7)v*)v?-jrm. ii^i/«!:^b60/w FD^y7ji/+M, mmmu^vm^ 
-i HD^r~>TjuD^->s, mmmm^&<D/\^ Ho^yj^j^ts, Mtsigc 
i^^L6c7)T5y j^&i&^L6©7i$y7;u=i^:>«, ^m^i^ 

)i*)im. mmmt^'ui(Diy!pu7)v^)v^^r^m. m.mmtz^isi<Di/o 07 

mte^isb<D7 w.mmtt^~cb<D7 )i*-)vtt&, mmm 

^■)V7')-)Vir^-^m. vzmmt±^v\%<D7 >*;u7 mmmtt^ 
u is©7 ?)i*)im. mmwiu^ ui8(D7 ^;^;i/^-^->a=b l < teE*?!igc7&n 

^r-l^>S^L<ttj^^^27ii:V^L6^7;^^l/>S^ ; M ££te^n 




(I) 
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xh^\ mmmt&^(D7)v*)vm, mmmtz^\si(DmffiM7>')vm. 
<\tmmmu^\$<D?i5mm7i/)vm**n^nm-t) x^n^m^-r. m. 

L, ±IS<Z)^{C43^T, Wf^nT'cbD, 4 - v t ^ V ^7 ^ U y > - 5 - 

asss-cq- i^z.xm^m^^rcnmm^^T) , -cqnr*- (^^itq«hu 

wc&&i^ mmmti^^<D7 )\>*)vm, mmmta^v7<Dm^m7^)um. 
*l <\tj%mmte^vi9<Di&mm7 isfrm&^n^n^-r) , -nr*cq- (ci^m 
R x «-€-n-^tiBfiis^*ci5ii;a^^r) > -so 2 nr*- (^cT-RHitufB^s^iwics 
&7jk-?) . -nr x so 2 - m$mttmizmv&&m-t) , & u < nr^'cqnr* 2 — (ci 
dT'QfifitjfE^^(cipic«^> w i ttm*H$^n?nm-£fztemte^T7kmmT. 

7)i*)v&. mmmt^i,i(Dmmm7^)v^ hv<\tmmmt^vi9(D^m 
m7is)im& j tn j en7jk-t) T-^$n^>s^^:-r 0 <bu ±$^<D^m\z^x. t 

Y-L— X-T — 
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R 1 

PPARa, Q &£tfr V> h V 7°)V7 hftm\zm-3<mmx$>Z>m$ZV>mm ;< 

*&w\z, ±ib-^s: (i) T'^^n^^b^, ^t>b<^©x7f^ 

^fcte^ti <b ©7Kfn^<D§IS^±^S£0#K&# UTPPAR a &<£Zf r 0)^. 
=l7)V7zS~7. hf£ffl£fctePPARa. /343£tfr <D h U 7>Trf~X hffUS** 

#l^PPARa^ci:Z»©x3-7;i-7=r^:^ hfl2JB £ tePPAR a , <3:feJ;tfrcDh 
*^0^©l*l^«±sBt^L^:t*5OTfe^^ $f^b< te±IB— (I) 

7K?d^t^d (i) jc&^t, w^n^n\u±(Dmm&^vx^T^ 
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(i) k*$i>t, Y^m±(Dmmm^Lx^xh^, fcmmtz^vn 

fmr&O (I) \Z&^T. R l ^n^ r m^±(Dg^S^WLT^T : bct 

X^*-^^-CQNR x - (ddT'Q, R x ^f2^«^|WlDS^^-r) ££te-NR x CQ- (d 

g&X^bT^Tfccfc^^^giTr&th X^-flS^-CQNR*- (ddT'Q, R'te 

r 1 , w, r\ r s| , &&m* 2 mu±<vwWkmz^LT^x*£^mmmti:^LS(D 
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1- ^>^;ua, sec-^>5";u». t-^>3\>u*. *^-^,>5 t ;w*. l-^^^^u 

>^s> i. i-^^^j^^us, l. 2-^^^;i/^5 1 ^*, 2. 2->^^:/^;us, 
l. 3-5?^^-;u^;wi» 2. 3->>*3\M/:7*5f;us, m- s j**)V7?-)\&. i-x^;u 
2-x^7*5 1 ;w*, l, i. 2- h u * 3^:70 l. 2, 2- h i) 

mnzn. »^u<«, x^;ua, n-^otr^s, i-^atr^s, n-y 

sec-^>^;u*. t-^>5 L ;u*» **^>^)i&. \-*^)Vzf^)v^ 

n-y^;i^S, i-y^;i/S, sec-y^us, t-y^;u*> n-^>^;ua, i-^ 
sec-^>^;ws. t-^>5 L ;us, **^>^;i^ l-^^^ji/S, 

2- ^)vy^-)vm. i, l-^^^^ptf^s, l, 2-^^^yDh°;us, $e>{c» 
^i^te^^s, x^;i/*. n-yaif^s, i-^ohr;i/*, n-y^x, 

-;n ; - h □! ; u y i ; ^t^;^ u / i ; 7 ^ iif > rn.mw.i-, & 
)v^-u^^)im, hU7Mo^f;n, 7;^Dx^;ws^<i:cD/NDyy 7;mp 
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7JW75;l;y^W5;l, ^^xW5 7S, yiW5/l 

<t£0^7;p*;u7'5>'* ; 7$.y*?)vm. 7$;x5 i jh ) 7 5y:/ot:;i/g 

&£©7 5y7.MrJl/ai ; #JU;*^->g ; ;* h^^^xjwg. xh3r~>;&;u# 
x;i/S, 7*D^^iy^;i/#x;us^:t*©7;ui3^~>*;u^x;PS ; ^ h=¥->;fr;i/# 

x^;PS^<H©7;i/33^->^J^x;i/7;i/^S ; ^)V^~y^^)V%. *3-)V 

^->x^;ws, x^^-^^^^i/*, x^^^r^x^PS^t'cDT;^;^ 
^v-7;u*;us ; ywt/?M, ^^^-x^g. x^i^^^g. 

#-;M-=^>g. x^;i/^;^-;u^-^->S, V7*o tf;i^;i/#x;i^^>g& 
E(D7)v*)Vji)v#-)\,-**r=/m ; ^fy^^g, ^>> ? ;u^-^~>x5 1 ;^^r-> 

X^^S^<i:©7 l J-;P7;H3^'>7;U=i^~>7;i/^S ; t KP^yXfM^ 

; ^>^;i/^-^->^5 1 JUS. ^>v?;^^>-x^;v», ^i/^^iyya t: 
;USfcCif07U-^7>'l/Xi^r~>7^^r;US ; hU^5 L ;V7> ; EX^-S, ^^;ux^ 

)v^^)V7>^^m. b v ^)V7 > : £-j-mt££<vnmm7 y'E-^-m 

u7)V*)Vm ; ist7U7°us<-)Vm. yy07"fxJH, n^>-7--;Ug, -> 
^a^-fe-^g&^v^ ny^-jug ; 7i-JbS> tf'J-yxjI/g, ^xx 
;ug* h'nu^g&^'cDy'J-jug ; *^;u3^g. jL^ji^m. 7° 
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& $ nt V>T t> J: ^ d t ZMM?Z> . 

sM^US* 7571, 7^^75 71, y7JV^7Syl, jJUW^-r JUS, 

f£7;up ^*»i-6©it««bu<tt»tt««©7;n3+->s* 

h^v'S, ih^yl, n-7°a^^->»> i-"7'a^^->S, n-^*h^->*> i- 
^h+yi, sec-?* h^v-S* n-^^M^yi, i-'O^M" 

3r*>£» Sec-'O^M^V'S* t-^>^^^-^F->», ^*^>^*^r->*» 1~ 

^^;W7>^->S, 2-^^;u^'h^->s, l. i-v?^^;uya l. i-vu- 

h^->S. U-v/Wh^yS, 2. 2-^*^:7* h 4^ ->S, 1, 3-y^fJl/7> 
2-x^;y^h^~>S, I, U-h'J^5 1 Jl'7 , D^yS, 

~>», l-i^-l-^Wo^yl, l-X^;U-2-*^:/n3l^->g££;&* 
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£. i-^>W+yi, sec-^>^;M"*~>S, t-^>3MM-*~>S, **^> 
~>S> l. l-i?*3-)V7w&*is& % n-^^->;u^-^->S, i-'\4s^;i'*4 L ->S"r* 

n-7*h*yi, \-y'h=¥i^m. sec-7*h^i>S, t-7*h^yl, n-^>^;U^-^-> 

», i-i>3-)\rttz/& sec-^>^;u^-^->S> t-^>^;^^~>s, 
^Jl/^yS, l-^Wh + yi. 2-*3MW:/l^->*, 1, l-y^fJI/ya^ 
->S. 1. 2-:/* ^y^o 3: L < tt* h^r^S* xh*->3£, n- 

yo3j?^">I, i-7'o^*yl, n-^h + yS. i-7>+yl, sec-?* h*->S, 
t-7*H^->«, fe-^i^K h^>S, ih^yl, n-ya^yl, i- 
yo^ySTfeS. 

i-y^U^g, sec-^;i/^^*, .t-^;y3^S, n-'O^Jy? 
i-^>^;y^*, sec-^>^;y^^-S. t-^>^WS, **^>^;U 

\-^^-)vy^)v^^m. 1, l-y^^DW 

si-*, 1, 2-^3^ tfJl/^-^-S, n-A+y;i/f^"I, i-'MfvJy^g, 

^;y^>^;y^«, 2-^^;y^>^;y^^-», 3-^^;w^>^^^-s. 1. 1-5? 

^Jy^Jy? 1 *^ 1. 2- 3^:7*3^1^:**, 2. 2-^^^;y7'^;y^^"», 1. 3- 

^^^Jy^;^^-*, 2, 3-s?^^;i/y^-;^*as, 3. 3-5?^?;u^;^**, 

l-x^Jyy^^^-S, 2-X^Jyy^;y^^-S, 1. 1. 2- h U ^Jy^n t'Jy^S, 
l. 2. 2-h'J^^;>7°Df;u^a, l-i^-l-^^yafjl/ftl. l-x^y 

sec-y^;y^^S, t-r/^jy^S, n-^>^ L ;U5 L *S, i-^^Jy^*. sec- 
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i>?)vtt&* {-^>3-)i3-jrm. tto^ju^^-m. 

sec-y^JW^^S, . l-ttfrttg. n-1>^)l>^*m> i-^>^J^^r 
sec-^>3MI^3-g. t-^>5P;i^:*g, ^t^yfJVftl, i-*^;u:/^ 

i-^D tf;i/^^S, n-^jP^g, i-^^J^tS^ sec-^;^^S> t-^ . 
mSTfeD, ^it)^b< tt^^P^^X. X^JP^^-S, n-yaW 

R'*<l«±©Slft**HrUTUTt>«J;^*»:l«:^L/6©A>r KD^yJW 
g£*m§-£> i/WKD^y7^;HtH ±l2^gcl~6©itlMt)b<« 

s^r. Mwca^^^w Ko+y^^n, 2-a< kd^v-x^us, i-a 

->7JPD + 5/SS^-r*^ i/WHo + y7;^^yltH ±IB^*^C 1 ~ 6 

o + yiTli$nfcS^,Tt. ft#«l:tt«!Atf/W Ha^fy^f Jl'f ti, 2- 
A-f Ko+yxf^tS, l-A< Ka^v-x^U^S^^fA^tf ens. 
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|WU£ \Z X^XW 1 JW±cD«M L T l> T J; t^fSlgt lfc to L 60 7 ^ y 7JU 

n^->s^^r«^. K7$y7;nj^->s<h&> ±fSMm^ci~6©i£iit)L,< 

r 1 #1 ^ ± oy £ w u t i» t =b <t v ^ ^ i tz ^ l 6 (D a □ y b 7 

s^^o ^^TAoy>m^t«7^^ji^ i&mwL"?. nntnc^ B^mm.^ 
t±E*^? 0 ^wmztem^tyfr-tn^ivm. hU7^to^^;n, 2-7)1 
* a 3L^)vm. \-7)i*n jL^jimta £&mj e>n& 0 

7)\s3*ism*7F-fm'£, MADy>-fb7;ni^->«t^ ±te^^ 1 - 6 <dw. 
mt>is<w&&m&<D7)i'n*ismzte^x, mm^mtt^mmu±<D/\n^> 
w^xw&zntcmz*?. ^wmz\%m7L\%7)v*u* b^->g, h>j7Mo 

l^#{rLTR'*M^±cDS^S^^LT^T : b t t^^^cl/cj:ViL6(DAD>r>-fb 
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£^"fii£\ i7i^4y7^Sill ±IB^ic 1 ~ 6 CDB:$j!t> L < 

g, 2-xh*vx^;i,£&^ngtfsn.&. 

^il: LTR'^l^Ottl^f LT^tfei^TO^ L 122)7 
7;io*->S£^-f i7^+y7;^+yliH ±ISj^^^ 1 - 6 CD® 

at l< tt4j-tt«tto7;m^->a£ic*^T. s&T*fig&aH£#Jt8E&*»: 1 ~ 6 
©iSigt)U< te#&m#c97;io^»T«&$n;t8£^t\ M,&mz\zmx\£ 

j*h*v*h*->«, ih^y^h^yl, W^yih^yl, 2-* h^->x 

h + vl, 1-lh + yXh^vi, 2-Xh^r->Xh^r->X^t"*5#frfe.n*. 
H«fCUTR'^im±©«lftS*WbT^Tt)«k^**2^^U12©7;U33 4 i ^ 

i ~ 6 <ow.m% v < \tft&m&<D7 )vz2*^m^wwki£ntz.m*m-?. &wmz\x 

2-* h^X^U^S, l-lh^ylfJWI« 2-XH^->X5 L ;U5 L ^S^<h* 

^>>i7D7J^;i/St^ j^^^3~7cds^cd7;u^;u»^S'*l, JMfc 
<D7)^jvmiz^x. ^<Djfcmz&mm z ?-tfi&'£Lfc%<Drft§mv, m&mzu 

Mz-lf. ->^D7'd£JU:*4^>S. ->^ay^;^^^S, y^D^^M+y 
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a, y^aT'nf^ts. >'^p^;^^s, ->^p^>5 l ;p^s, 

S7;^-;usttt» ^^2~6©iiii : t>b<«^ii«©7;i'^z:;ua^^ 
u ±iEK*m^±©7;p^;i/S4 , fc2a^$^--rs'fk^«i3SS*vi-5. jy^eu 

\-7t->-\-' ovm. i-7t>-2-i >-3-< Jim. 1-7*7 
>-4-<;us, 2-^>-i--r;«, 2-y^>-2-i';u*x i-*5\>wi-yn^>-i- 
-r;us> 2-^^i-7*a<>-K i-*^;i/-2-yn^>-i— oua, 2-^^ 

;h2-7'o^>-i-r;n, i-/f;hi-7r>-i-'f ;WS> 2-^^;u-i-y*7>-i-f 
;i/S, 3-^^;u-i-y r 7>-i--r;ps> i-^^;w2-^>-i— r;PS, 2-^^;w2- 
^>-i--r;u*> 3-^?;w2-yx>-i--i';ws, i-^^;u-3-^>-i— r;i/«, 
2-^fjH-7*T>i-'fM, 3-^^;u-3-y^>-i— r;i^> i-x^-i-> r x> 
-l-^owau 2-x5 L ;wi-y^>-i-'r ;ws» 3-x^;w-i-:7^>-i-f jps* i-x^ 
;i/-2-^5r>-i— r;us, 2-x3 L ;u-2-:/5 L >-i-i';us, 3-x^;p-2-^>-i-<jw 
a, i-x5 L ;i/-3-7*x>-i-'f;i'S, 2-^)V-z-zfry-\-^ )vm. 3-x^;u-3-:/ 
7->"i--f;i/*» 1. i-^^;u-i-7^>-i— nvm. \,i- s J^)V-\-zf^>-\-^( 
)vm. i. i-z?*?-)\r\-7T>-\-'i )vm* i,i-^^)v-\-zf7->-\-< 3.3- 

y^f;hi-7 , r>-Km 1. i-^^^;w2-y^>-i— t;ps> 1. 2-:^;*3^>^- 
2-:7*7 L >-l-'^;^a, \,l-i?*3-)\r-l-'?7->-\-'1)V&* 2, 2-^*^)1-2-7'^- >- 

i-r;us, 3. 3-^*^;w-2-:7>>-w;us, 1. i-^^5P;u-3-^T->-i--f;u*. 
1. 2-^^5 L ;u-3-7*5 1 >-i-'f 1. 3-i/*5F;i/-3-:7*5 : ->-i--f 2. 2-> ? ;*^- 
;^-3-y r 7>-l— r 3. z- s J*?)V-i-y'7'>-\-'t )^m. i-^>^>-i— r;us> 
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-2— r;us. 2-^>x>-2-<;u*. 3-^>7->-2-f;ug, 4-^>^>-2— r;i/». 

-1— oi^a, 3-^>^>-i-<;us> 4-^>7->-i-<;us, i-^>-x->-2— r;i/g, 
2-^>x>-2-<;us, 3-^>x>-2-< 4-^>^>-2-oua> i-^>^> 
-3-<;ua. 2-^>x>-3--f;u*. i-*?^-i-^>^>-i— oi-s. 2-*^;u-i- 
^>x>-i—nu«, 3-*^;i/-i-^>-r>-w 4-*^;u-i-^>^>-i—f 
;ws, i-^^;u-2-^>x>-i--f 2-^^;u-2-^>-r->-i— vvm* 
-2-^>^>-i-f;i/S, 4-^^;w2-^>-r>-i— ops, \-^^-)v-z-^>y-y-\- 
-r;i^ 2-^^;i/-3-^>^>-i--r;us> 3-^^;u-3-^>^>-i--f 4-^3*- 
;w-3-^>7=->-i-<;p»> i-^^ju-4-^>^>-i— r^*, 2-*^;i/-4-^>^> 
-l-fjua, 3-*? i ;i-4-^>^>-w;i'S. 4-*^;i-4--s>^>-mju^ 1- 
^^;wi-^>-r>-2-^;i/S, 2-^^;wi-^^>-2— oum. z-*^)v-\-^> 
^>-2-oi<m, 4-^^;w-i-^>^>-2— (jum. i-^^;u-2-^>^>-2— r 
2-^^;u-2-^<>^>-2— r;w*> 3-^^-2-^ >-x>-2--r 4-^^;w2-^< 
>^>-2— r;i/S, i-^^;u-3-^>^>-2— 01^ 2-^;w3-^>^>-2— r;i/ 
3-^^;u-3-^>x>-2— r;i/», 4-^^-3-^>^>-2— OVM. \-*=5-)V- 
4-^>-r>-2-f;ug, 2-^^;i^-4-^>7 L >-2--f 3-^^;w4-^>^>-2- 
-r 4-^^;w4-^>5^>-2— r;w*. i-^^;u-i-^>^>-3--i';^, 2-^5^ 
;u-i-^>^>-3-f;i-s, 3-^^;p-i-^>^>-3-r;ua, 4-^^;wi-^>5^> 
-3— r;i/S, i-*3 L ;i/-2-'<>^>-3— r;u», 2-^^;w2-^>^>-3-f;«. 3- 
^^;i/-2-^>x>-3— r;ws, 4-^^;u-2-^>x>-3— r^s* i-^\=^-tz ^-1 — r 
i-^-fe>-2-^;ws. l-^iz^s-f^s, i-^ii>-4— r;us, 

3p-fe>-5— Ol'S. l-^^iz>-6 — r;i/S, 2-^\=Hz>-l— f 2-'\^-fc>-2-< 

jps, 2-^-b>-3— r;w»> 2-^-tr>-4— t;ps, >-5— r jum. 2-^\ 
^-fe>-6—r 3-^\^-t>-i-i';i/a> 3-^\^r-t>-2-f;i/S, 3-^11 >-3--r 

3-7*D^>-i--r Ji/S> i-7*^>-i-i';i'S, l-y-r- ^--oi'g, i-y 
■7">-3--r;us, i-7*^>-4-^;us, 2-7*7 >-i-oi^ 2-7*7- >-2— r^s, 1- 
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2- ^5 1 ;u-i-7>>-i— oi&. )vm. i-^^;u-2-y^> 
-l-ou*, 2-^^;w2-y^>-i-i';us, s-^ji^-^t^-i-oi/S, 1-^^ 
;u-3-:/x>-i— oi/S* 2-^^;i^-3-7>>-i-<;i/S, 3-^^;p-3-7*^>-i— op 
a, l-x^-i-y^-i—oug, 2-ji^)i-\-y^>.-\-^ 3-x^-i-7* 
t->-i--t;us, i-x5 L ;i'-2-y^>-i— owa. 2-x^-2-y-r->-i-<;u*, 3- 
x^;i/-2-:/x>-i— r ;ua, i-x^-3-7*x>-i--r;us^ 2-x^;i/-3-y^>-i- 
-r;i-s, 3-x^;u-3-^>-i-r;i/S, i. i-^^^u-i-^^i-yjus, 1.2-5; 

^JP-l-y^-l— f 1. 3-v f ^5 L ;i--l-^>-l-i';US. 2.2-vpWl-l- 

^>-i-i'^s, 3, z-j^)v-\-yy-y-\-i \,\-v>*^)v-2-7v->-\- 
-r;i/«, 1, 2-v/^;i/-2-y^>-i--r^s> 1. i-'j^)V-i-y^>-\--( 2, 2- 
^^^;u-2-7>>-i— r;i/S> 3, 3-> f ^5 1 ;w2-^>-i-i';i/«, 

3- ^>-i-t;ws, 1. 2-> ? y^;u-3-^>-i-r;PS, 1. 3-^*3 1 ;u-3-:/-7 : ->- 

1- ops. 2. 2-i/^5 L ;u-3-^>-i-<;i'a, 3. z-^^^-z-y^y-x-^ 

1- 7*x>-4-<JU*. 2-7>>-l— r^*> 2-^>-2-<;i^». \-*^)l>-\-7° 

□^>-i-<;us, 2-^5 1 ;w-i-ya^>-i— r;us, i-^^;w2-ya^>-i— r;p 

2- *5MW-2-:/n^>-i~i';i,g, i-*3 L ;u-i->^>-i-'f jug, 2-^^;u-i- 
y^>-i-<ji/S> 3-^5^^-1-7*^ >-i--r;ux, l-^ji^-r/^-i-ous, 

2- ^^w2-y^>-i-<;u*. s-^^^-y^^i— r ;ug, i-^^;u-3-y^> 
-i--r;i/S, 2-^^;w3-7*^>-i— r^s, 3-*3^i/-3-:7*-x->-i-'r;usT&o, 

feot^Kttir^H, l-^o^V-H 2-y'a^>-\-i ;ug, 3- 
7°o^>-i--r;i,a, i-yf>-i--f^S, i-7>>-2— OUS, i-7*^>-3-<;i/», 
i-7>>-4--r;i/S, 2-7^>-i--f;ws, 2-> r 7 : ->-2-'f;i'S-e&3o 
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mfc& : )lzteMX&x.7--)l,jr*ism. \-y'n^y-i-^( ;u^-^>>S, 2-7°d^>-1- 
-OM-*->S, 3-7'o^>-i--OM-^>g, 1-7*7- >-l-< ;M-*~>S> l-7^"-> 

-2— r;i/^-^r>'». i-7*x>-3— f;M-*->s, i-yT>-WM^yi, 2-7*5=- 
>-i-f jm-^vS, 2-y^>-2--f ;i/^-^->s, i-^^-i-7°D^>-i—f;^+ 

2-/^;i/-l-yo^>-l-fjl/^yS, l-*^-2-7a^>-l~l' ;i/;*^-> 

2-*5^-2-7°a^>-i-'f ;M-^->g, i-^^;u-i-7*^>-i-^;^^->«, 

2- ^^;wi-7*^>-i-<;^+->s. 3-^f;hl-yf>l-<M+yS, l-*^ 
;u-2-7>>-i— r;^^i>s, 2-^5^-2- 7*5=- >-i-<;m-^:>s, 3-;*5*-;u-2- 

7>>-l— r;U^^->S. l-^5 1 ;U-3-7*^>-l— r;W^-^Fi>», 2-* 5^-3-7*5=- > 

-i-om-^v-s, 3-^^;p-3-7*-^>-i--r;w^^s, i-x5 1 ;wi-7^>-i— r 
;k**->*, 2-x?^- 1-7*5^ >-w;i^*5>g, 3-x^-i-7'^>-i-i';i'^-^ 
->a, i-x^;i'-2-75 : ->-i~i';]/:t*~>*, 2-x^-2-7>>-i— r;u^-^r->a, 

3- x5 1 ;W2-7'^>-l-'1';^^->S, l-X5"^-3-7 r 5 : ->-l--Y;M-*S'g, 2-X5"- 

;i--3-7>>-i-i';^^->s, 3-x^-3-7*^>-i--f ;i/^-^>-s, 1, l-v**^ 
-i-7T>i-fmyi, 1. 2-s^ 3^-1-7*^ >-i— r;M-*->a, 1.3-^^5^ 
;i/-i-75r>-i— om-4^>s, 2. 2-5**5\)im-7*5">-i-<;m-*->s. 3,3-5** 
5 : Jhi-7'T>-i^M^yi, 1. i-^^^;i--2-7^>-i— r;^^->s> 1.2-5* 
* 5^-2-7*^ >-i-<;^*->s, 1. 3-7^5 L ^-2-7>>-i--r;i/^-^v'a, 2.2- 
5;* 5^-2-7*5- >h--t;m-*->s, 3, 3-5**3^-2- 7*^ >-i-<;u^=^>«, 
1, l-^^ju-s^'T^-i-f ;i/^-+->s, 1. 2-5**5^-3-7*^ >-wju^->s, 

1. 3-5** 5^-3-75=- >-l-<;M"* 5^ 2. 2- 5?* 5^-3- 7*5=- >-l— f ;l^^~>S, 

>-i— om-^s, 3-^>7 L >-i— r;u^->a, 4-^>t->-i-^ r;M-*->s, 
l-^Ox >-2-< ->1, 2-^>5r>-2— rM+yi, 3-^>5^>-2— om- 
^•>1, 4-^>t->-2— fJM-*->«, l-^>5 u >-3--r;^^->». 2-^>5">- 

3— OM-=^->a, i-^>^>-i-<;M-*->ak 2-^>^>-i— 3-^ 
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ju^>>s, i-^>-^>-3--r ;i^*->s, 2-^>x>-3--r;i/^-4 i ->s, 
-i-^>x>-i-<;m-*->S> 2-^?-;u-i-^>^>-i-<ju^-^i>*, z-*^)v- 

X-^yJ-y-X-^M^y^ 4-^^-I-^>t>-HM+vS, l-*^;U-2- 

>x>-i--r;^^->s. 4-^^-2-^>^>-i-r;^^->s, i-^^;u-3-^> 
-1— r;M-*->«, 2-j*3\^-4-^>^>-i--f 3-^^;w-4-^>^>- 

-fM^yl, 2-*5^Wl-^>-x>-2— fJM-3r->g, 3-^3^-1-^ >^>-2— f 

M*yS, 4-^^;wi-^>^>-2--f ;i/^-^>-s> i-^^;i/-2-^>^>-2—r;w 

t+yS, 2-*7JI>-2-*>-t>-2-4 JVtt5s&* 3-*^>-2-^>^>-2— f ;M" 

*>s, 4-^^;w-2-^>7 : ->-2-< ;m-^~>s, i-^^;w-3-^>^>-2—r;i/^ 

2-/f;i/-3-^>T>-2--fJ^+yS. 3-*? L ;U-3-^>^>-2— f )V** : y 
S. 4-*3 L ;i/-3-^>^>-2— fM+yl, l-^;i/-4-^>^>-2-^;M-^>S 4 
2-^5 1 ;i/-4-^>x>-2-<;^^>'*. 3-^^-4-^>^>-2-<;i/^£y». 4- 

^;u-i-^>^>-3-<;u^i/S, 3-^^;u-i-^>^>-3— r;^^->s, 4-^5^ 

-2-^>^>-3— fji/t+yl. 3-*^u-2-^>^>-3-r;M-*->s, 4-*3Mu- 

2-^>f>3--fM*yS, l-'v*-fc>-l— Ok*-*->S, l-^-fe>-2— f ;U^- 

*->S, i-^-fe>-3-<;M-*:>S, i-^-fe>-4--f ;m-*->«, i-^\^-t>- 

Jl^r^rym. \-^*±.>-b-f )\s**~ym> 2-^iz >-l--f ;M-3r->£. 
+t>-2-f;i/t*yl. 2-^ir>-3-<J^^iya, 2-A^t>4--f;my 
S, 2-^-fe>-5-<;i/^->S. 2-^^t>-6-rM^yS, 3-^\^-fe>-l--r 

;m-^->», 3--^+-fe>-2-< ;w^>>s, 3- y \^-fe>-3--f ;^^->s-7^t*^tf 
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>-i--r;^^>'S, 2-yf>2-<M*->i, i-^^-i-/D^>-i-f;^ 
->a, 2-^^;i/-i-77°n^>-i-i';i,^~>s> i-^^;p-2-yo^>-i— r;u^-^-> 
2-^3^-2- :/d^>-i-<;u:**->^ i-*3^-i-:/^>-i--f^:**->S, 

2- ^^-i-^>-i— r;M-*>-a> 3-*^-i-:/^>h-^;m-*->*. i-*? 1 

M-yr>-l-fM+>'l, 2-^3^-2-:7>>-l-<;M-^:>S, 3-* 3^-2- 
>-l—f )l**~>m, \-^^)V-Z-fr>-\-^ ;M-=^>g, 2-^^;U-3-^t-> 

-w;m-3^>s> 3-^5^;u-3-y^>-i— r;i^^-^->», l-x^^-l-7*^>-W 
j^**>s, 2-x^;p-i-y^>-i-< ;u^-^->s, 3-x^;u-i-y^>-w;u3-* 
->S* i-x^;u-2-^>-i-<;u^-^>'S, 2-x^;u-2-y^r>-i-'r;i/^-^->a, 

3- x3\>w2-:7x>-M;i^*->s, i-x^;p-3-^>-i--r;^^i>*, 2-x^ 

-\-7t>-\-' ov**ism> 1. 2-^^5 L ;u-i-^>-i-r;w^">«, 1.3-^^.^ 
jwi-^»-i--r;i/^->a, 2, 2-> f ^^-i-^>-i-r;^=iF->s> 3.3-^^ 
^;w-i-^>-i-<;^^i>^ 1. i-v>*5P;u-2-y^r>-i— r;M-*->*> 1.2-5? 
^5 L ;w2-^>-i-r;u^-^vS, 1. 3-^^^;u-2-^>-i--r jk*-*->g, 2,2- 
y*3MU-2-:/*^>-i— r ;u3-^->s, 3. 3->*;*3^u-2-:7*^>-i-<;u;t3r>'a, 
1. i-^^^;u-3-y^>-i-f;^^->a, 1. 2->?^^^-3-7»-i-<;i/^-^->a, 
1. 3-^^^;w-3-> r ^>-i-'f ;k**->s, 2, 2-^^^;u-3-^>>-i--i'ju^^->*. 

3. 3-y/f;H-7f>l-fM^yST"St), £ DOT £ b < tex^x;M-*->S, 
\-zfu^>-\— f ;^^->s. 2-7°d^>-i— r;u^-^->S, 3-yn^>-i— r;M- 

l-7r>-l-fM+yI> l-^>-2— r;^^iy*. l-!7*5 L >-3-'f 
**->S> l-7'f>-'l-<JW+yS, 2-:/^>-l— OM-*:>S. 2-^>-2— T 

jm-^->s, \-^j-)i-\--fu^>-\-^ r;M-^>-s, 2-/5 1 jhi-7 , P^>-i-'f^ 

^->&> 1-^ ^Jl/^-^D ^ >- 1-< i/S. 2-*^;U-2--7*n^>-l-<JM- 

3-^^;u-i-7*^>-i-f;i/^-^->s, i-^^;u-2->'^>-i-i';u^-^i>s. 2-*^ 
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7T>-l--f^vS« 2-^fM-^f>-l-fM+yS, 3-*3"-;U-3-7x7 
;M-*7S-?&9, L<tex^-;M-*7S, l-7n^7-l-f ;u 

;**7S, 2-7d^7-i— r;M-*7«. 3-7 <, D^>-i-f;u^-^>'», 1-7*7" 7- 

1- f;M-*7S, 1-7^7-2-f ;M-=£7S, l-7*7"-7-3— f;M"*7S, l-7r> 

t>^> £*>»£L<teX7--xjM-^7g, l-7D^>-l-fM^yl, 2-7°o^7 
-1— OM-*->S. 3-7*o^7-l-^;U:t^7ST&£o 

t^S^T^, SJJ^-Jl'ftltlt ±ieMmm2~6 0il$IfeU<«^ 
3-7°P^>-l-f^^S, l-7*^>-l-<J^^S\ \-Zf^>-2--( 

X, i-7*x7-3-f i-7^>-4-f;i/5 1 ^-S, 2-7-*r>-i— oi^^S. 

2- 7»-2— r;^^-*. i-^^;p-i-^P^>-i-r;i/^^-s, 2-^^;wi-yD^ 
7-1— oi^^s,' i-*-*"-;u-2-yn^7-i~-f 2-^^;u-2-7*o^>-i- 
-r;u^a, i-^^;u-i-7»-i— r;^^-a, 2-^^;wi-y^>-i— r^^ta. 

3- ^^;wi-7>>-i— r;^^-s, i-^^;i/-2-7*5 L >-i-i';^^-». 2-^^;w 

2- 7*7- 7-1-f Jl^^S, Z-*^)Is-2-7~t>-\-' T 1-^^-3- 7*7~-7- 

l-oi^**, 2-/fji/-j-7r>-i-<;i'5 1 ^l, 3-* 7^-3-7*7"- 7- i--<;i^*f- 
X, i-xf;v-i-7T>-i--fMts> 2-x^;u-i-7^>-i-f ji^^S, 3-x^ 
)v-\-y^->-\-^ )v^m, i-x^;u-2-:7>>-w ji^*-*, 2-x^;w2-y-^ 
>-i— ov^m. 3-if;H-^f>-i-' owt^s, i-x^;i/-3-> r T->-i-<;i/ 

T^S. 2-x^;W3-7*t->-1-<;U^^"S, 3-X5 L ;k3-7f>-l-^^5 1 tS, 1. 1- 

7^7^-1-7*7-- 7-i-f jv^m. l. 2-7^^;wi-7*^>-i-<;u^^s. 1,3-7 
^^;k-i-7*^>-i-<ju^^s. 2. 2- 7* 7^- 1-7*7-- 7- 1-< 3.3-7* 

5 : ;I/-1-7t>-1-^^^I, 1, l-7*^-2-7*^>-l-f 1. 2-7^5=- 

;i/-2-7'x7-l--1';U5 L ^-S> 1,3-7^^^-2-7*^7-1-^;^^-®, 2, 2-7^5^^ 
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3- 7*T->-i-r 1, 2-5;* 3^-3-:/^ >-i--r;i/^3-s, 1.3-^^-^-3- 

7x>-i— ovttm, 2.2-i?*3 L )l-l-Z?T>-\-1 3, 3-^*^-3-7 

7^>-i-f;i^*-g, ]-^>^>-i--f ;^^-s> 2-^>x>-i--r;i'^s, 3-^ 
>T->-i--f;^^-*^ 4-^>^>-i--r;u^^s, i-^>T>2-fHts, 2- 
^>x>-2-f ;i^*s, 3-^>x>-2-r;i/^^-». 4-^>-^>-2~f )i^m, 

1- ^>x>-3-<;^*s, 2-^>^>-3-r;i/^s, i-^>-r>-i--r ju^s. 

2- ^>x>-i--r^^-s, 3-^>^>-i—r 4-^>x>-i--r 
i-^>x>-2— r;^^a, 2-^>^>-2— o^*m. 3-^>-x>-2-r;u^^-», 

4- ^>x>-2-<;i/5 1 ^-S> l-^>^>-3—f;i'3 L ;rS> 2-^>5=->-3--Ol^:**, 

1- *3\)i/-i-^>x>-i—oi^:ta, 2-^^;i/-i-^>^>-i— oi^Ttm. 3-^^ 
;u-i-^>^>-i-<;u^:*^ 4-*?Mi/-i-^>^>-w;i^;*-s, i-^^;u-2- 
^>^>-i-i';^^-s, 2-^^;w-2-^>^>-i— oi^^-a, 3-^5 L ;u-2-^>^ 
>-i-<;^^-5, 4-^^-2-^>7=->-i— ou^s, i-^^;u-3-^>^>-i- 
-fji^a-g* 2-y^ji/-3-^>^>-i— r^^a, 3-*? 1 ;i/-3-^>^>-i-'i'ji^ 

2- ^^;w-4-^>^>-i— r;i/^^-a, 3-^^-4-^>^>-i— r;^^-a, 4-^ 
^>^>-2-< ;i^3-s> 3-*^;wi-^>5^>-2— r )v^m. a-*t)v-\-^.>t 

>-2-^)V^m. \-*^)V-2-^>y->-2— 2-* ^;W2-^>^>-2- 

-oi^^s-, 3-^^;u-2-^>^>-2— oi^xm. a-*?-)v-2-^>5->-2-^ 
^-s> i-*^;w-3-'<>5 i >-2-'Oi/^:*a, 2-*^;U-3-^>-r->-2-< 

3- ^^-3-^>x>-2--r 4-^^;i^-3-^>^>-2— r;i/^a, 1-^^ 

;i/-4-^>^>-2— UV^m. 2- *3-)V-A-^>7- 3-^^;U-4- 
>-3-<JU^^S, 2-^5 1 ;U-l-^>x>-3-r;^^-S, 3-*^JU-l-^>^>-3- 

-r;^^-S, 4-^^;u-i-^>^>-3-<;i/5 L ^-S. i-*^;u-2-^>7->-3-<;i/3 1 
^2, 2-^^;i/-2-^>x>-3—r;^^-s, 3-^^;i/-2-^>^>-3-r;P5 : -^-s, 
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4-^^;u-2-^>x>-3--r;u^^-*. i-^*±>-\-' nvj-^m. i-^\^-tr >-2 — r 
)i^*m. i-^\^riz>-3-<;u^^-s> i-^-fe>-4--r;i/^s, i-^-tz>-5- 

2- <;u^^-S, 2-^-fe>-3--f 2-^-t >-4— r ji/^S, 2-^-ti> 

2-^\^-t>-6--i';i/^^-s> 3-^\^-fe>-i-r 3-^-fc: 
>-2--r;i^:*-a, 3-^-t >-3-< ;u^s&<>:>^tf£>n> $?£L<tex^x;u 
\-y'u^y-\-^ 2-y°u^y-\-^ 3-yo^>-i--f 

7'7->-\-<)V^*&. 2-*^)V-\-7'7->-\-'i )VJ-*m. 3-^f;hl-^r>l- 

-oi^s. \-^^)v-2-y^>-\-^ 2-^)V-2-y'y->-\-^ 

3- ^>-l— f JUttM. %-^=f-)Wl-y^-y-\-i \-3L^)V-\-7'y->- 

i-<;^^-*> 2-x5 L ;wi-y^>-i— m^*^ 3-x5 l ;ki-yT>-i-rj^t 
i-i?;h2-^f>i- r;^^-s> 2-x^;i/-2-:/^>-i-f 3-x^ 
)V-2-y'y->-\-^( )V^m. i-x^;u-3-^>-i— f JVftl, 2-x^;w3-^ 
>-i— r;^*s» 3-x5 1 ;u-3-> r ^>-i— ou^ts, i. i-y^fjhi-7r>i- 
-oi^^X, l. 2-v f ^^-i-y-r>-i--r;i/^S^ 1. 3-^^f;v-i-^f>-H 
i.i-itt^fr-x-zr?- >-\--< 3. 3-^^^;i/-i-^>-i— r ;u 

1. l-v^^l^-:/-^-!— T \,l-^^)V-2--^r>-\^< 
\.Z-*s*?-)l>-2-'77->-\-'f)Vtt&* 2, 2-iS*?-)l-2-7^ >-\-1 fr^Jr 

2. Z-y^fJW-yTV-l-fMtl, 3, 3-> ? ^^Jl/-3-y^>-l-1'JU^STfe 
l-y°u^y-\-^ )V^m. \-7t->-1— \-zfr>-2-^ )V 
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s> \-^)V-\-zfu^y-\-^ )i^m> 2-^^;u-i-7' 

3-^^-i-7>>-i--f )v^*m. \-^^)v-2-yv->-\-^ )v^m, 2-/ 

2-^0 ^>-i-r;^^-*, 3-ya^>-i— (ju^m. i-^>-i— r 

R 1 ^M^±(DS^S^WLxTViTfe<tl^^^2/ t j:ViU6(D7;U^x;i/S^^,-r^ 

(c^ja^x^-^s, i-yatr>-i—r;i/», 2-:/Dtf>-i— 01^, 3-yot:> 
-w;us, i-y^>-i— r;u*. i-y^>-2— r;u*. i-:/^>-3— 1-^ 
>-4-oug, 2-y^>-i--f;w*. 2-y^>-2— r;ug, >-i- 
-ous, 2-^5 1 ;i/-i-yotf>-i-<;u*, i-^^u-2-yptf>-i--f ;ua, 2-^^ 
ji-2-7 a t: >-i-< i-^^;p-i-y^>-i— r;i/«, .2-^^;wi-^>-i-r 
;ps. 3-^^;i/-i-^>-i— r;u«, i-^^;w2-^>-i--r;i/a, 2-*^;u-2- 
y^>-i-<;PS, 3-^5 L ;u-2-y^>-i--i';ua. i-^^;i/-3-7*^>-i— r;i/», 

2-^^-3-7*^>-l-f 3-^^;U-3-^>-l— f JUS, l-X3^-l-^> 

2-x^;u-i-7*^>-i— r;ws, 3-x^;wi-y^>-i—r^s. l-x^ 1 
;i/-2-^>-i-r;us, 2-x5 L ;w2-y5 L >-i-r;i/», 3-x^;i/-2-y^>-i-<;u 
i-x^;i/-3-7*^>-i~f jus. 2-x5 L ;p-3-y^>-i— r;us. 3-x^;w-3-7 

^>-l-<;US, 1. l-ix^^;u-l->'*5 L >-l-l';PS, 1. 2->**3Ml/-l-:/^>-l-<r 
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3. 1. i-s?^^;i/-3-^>-i--f 

1. 2-^/^-3-7>>-i-r;u»> 1. 3-v^3Mi/-3-^>-i-f ;us, 2. 2-^*^ 
;p-3-y^>-i-f^S> 3. 3-v^^;u-3-^>-i-r;u*, i-^>^>-i--r;u», 
2-^>^>-i--r^s. 3-^>^>-i-< 4-^>^>-i— r;^s, i-^>^> 
-2-01^ 2-^>3 L >-2-ous> 3-^>^>-2--oug, 4-^>^>-2-< ji-s> 

1- ^>5^>-3-<;u*, 2-^>^>-3-< l-^>5 1 >-l—fJU*. 2-^>^> 

-i--r;wx, 3-^>^>-i-r;^ 4-^>^>-i--r;i/*> i-^>^>-2— uvm. 

)vm, 3-^>^>-2—r 4-^>^>-2— r;PSs i-^>5^> 
-3--f;wgx 2-^>^>-3— r;u*, \-^^)V-\-^>^>-\-< jvm. 2-pWW-i- 
^>^>-i-r;i/S, 3-^^;u-i-^>^>-i--f 4-^^;u-i-^>^>-i--r 

l-^^;W2-^>5 1 >-l-f )Vm> 2-*^)V-2-^>J->-\--i Z-*^)V 
-2-^>^>-l-<Jl/S, 4-^^-2-^>5 1 >-l-'l'^S, l-^;l/-3-^>^>-l- 

-r;ps, 2-^ww3-^>^>-w;i^ 3-^^-3-^>^>-i--r;^ 4-^^ 
;i/-3-^>5r>-i-r i-^^;w-4-^>^>-i--r;u». 2-^^;w-4-^>^> 
-w^g, 3-^5 L ;w4-^>5 l >-i-<;w», a-^)v-a-^>^>-\-^ 1- 
^^;u-i-^>^>-2— r;i^s, 2-.*3 l ;i/-i-^>5 i >-2— r;i^ 3-*^-i-^> 
^>-2-<;ps, 4-*^-i-^>^>-2"Y;ug, i-*^;i/-2-^>^>-2— r>s, 

2- /5 L ;w2-^>5 L >-2— r;i^ 3-^^;w2-^>^>-2— r;us. 4-*^;u-2-^. 
>^>-2-fji/S, i-^^;w3-^>5 L >-2-r;i/», 2-*^)u-z-^>3 L >-2— uv 

3-^^;i/-3-^>^>-2— r;us, 4-^^;u-3-^>5 1 >-2— r;i<*, i-^ju- 

4-^>^>-2-f Jl^S. 2-^^^-4-^>^>-2-TJl^S. 3-*5PJU-4-^>^>-2- 

-f jug, 4-^5 1 ;u-4-^>5 L >-2-r;i/S, i-^^;i/-i-^>^>-3-< 2-*?- 
;u-i-^>^>-3-f ;ug, 3-^5^;u-i-^>5 1 >-3— r;p». 4-^;u-i-^>^> 
-3-rjws, \-^^-)v-2-^>^->-z-^ jug, 2-/^;u-2-^>^>-3--r;ua, 3- 
^5 1 ;i'-2-^>^>-3-'i';ws^ 4-^5 L ;w2-^>5 L >-3-r;ws, i-^->>-i— r 
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jvm. i-^->>-2--tju», i-^*-»-3-^;wat, i-^+*»-4--f;us, l-'v 
^->>-5-r;us, i-^\^v>-6-<;i/S, 2-^-»-i--r ;us, 2-^v >-2-< 

2-^->>-3--OUS, 2-^->>-4--f 2-^-»-5— 2-^ 
*~>>-6-1'JUX, 3- / \+->>-l--1' JUS, 3-^\^r->>-2— r;PS, 3-^^-3-Y 
bti, #£L<tex^-;i/S> i-^Dtf>-K;«, 2-yotr> 
-i-ous> 3-ype>-i— r;us, i-^>-i— r;ua, i-y^>-2--r;i/S, 1-7* 
^>-3-^a. i-7*^>-4-f;w«\ 2-^>-i--r;u», 2-^>-2-r;us> 1- 
^^;u-i-7°Dtf>-i-<;w*. 2-*? 1 ;u-i-:/pH>-i~f i-^^-2-yn 
t?>-i—r;pg, i-^;u-i->^>-i--ous, 

2- *^;u-i-:/^>-w;i^ 3-^^;wi-^>-i--f 1-^^-2-^ > 
-wji/g, 2-^^-;w2-^>-i-f;wK, 3-^^;w2-y^>-i-< 1-*^ 
;p-3-y?>-i— 01^ 2-^5 L ;w3-^>-i--r;i^s, 3-^^;u-3-y^>-i-i';u 

i-x^-;wi-^>-i-f;wi, 2-x^ju-i-^>-i--r;us, 3-x^;u-i-y 
^>-i-<;i^ i-x^-;u-2-^>-w;i/», 2-x^;w2-y^>-i— ovm. 3- 
x^;u-2-^>-i-r;p*> i-x^;w3-:/^>-i— ops, 2-^;w-3-7*5 1 >-i- 
-r;i^, 3-x^ji/-3-^>-i-<^S, 1. l-v^^u-i-y^-w^s, 1,2-5? 
^)v-\-y^y-\-^ \,%-i?*^)v-\-zr^>-\-^ )im. 2.2-^^^-1- 

-ijim. 1. 2-^^5 l ;u-2-y^>-i-r;i/S, 1. 3->*;*3 l ;i/-2-:/3 i >-i-<;us, 2. 2- 
> ? ^^-2-y*5 1 >-i-i';ws> 3. z-J^)V-i-zf^y-\-^ 1. l-^^u- 

3- ^>-i— f;uai, 1, 2-v^^;u-3-y5 L >-i— r;i^s, 1. 3-5?^^-;p-3-y5=->- 
i--f;us, 2, 2-> ? ^^;u-3-y?>-i— r;us, 3, 3-^^5=-jw3-^>-i— r jut- 

3-^otr>-i-<;ua, i-y^>-i— r;uSs i-y^>-2— r;u», i-y^>-3-<;u 

1- ^>-4--f;us, 2-7>>-i-<;u», 2-^ r 5 L >-2— r;ws, 

□ e>-i-r;ua, 2-^^^-i-7°p t?>-i— r;us. i-*^ju-2-yD tr>-i— r;u 

2- ^^;i/-2-7'Dt 4 >-i-f jus. i-*^;u-i-y^>-i— r;us> 2-*^;wi- 
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2-*3MU-3-:73 1 >-i-'OUS, 3->^;u-3-^>-i— ousts 0, 
$e.i:^u<fii?-;H, i-^o e>-i--r;p*, 2-^otf>-i-r 3-y 
□ tf>-i— r;u», i-y^>-i— ou«, l-y^^—oux, i-7*^>-3-<jus. 

1- y^>-4-f;us, 2-^>-i--r;i/S, 2-y3 L >-2-ougT&o, &o£t># 
£b<«x^x;i/g, tr>-i--r;i/S, 2-yptf>-i— ous> i-ztu\z>- 

•f;M-*->2k 3-^atf>-i— fM+vi, t-y^>-w;i/^-^>-S. i-y^> 
-2~f;M-*->s, i-^>-3--r ;m-=^>«> i-y^>-4— oi^*->s, i--?^ 

>-l— Ol^^S. 2-y'^>-2— OM-*->S, \-*3-)V-\-7u\z.y-\-^ )Vjr* 
->S, 2-/^;Wl-yDh:>-l-^;U^>'S, l-/W^Dky-HM+y 

2-^^-2-yntf>-i— om-*->*> i-^^-i-^>-w;^^i>*, 

2- ^^;p-i-7*5 l >-i-f;V'^-^>'*: 3-*5\>u-i-:/3 1 >-i-'OM-3fs^ l-*^- 
)v-i-y?>-\-^ )i>7t*ism. 2-^5^;u-2-^>-i-i';^^->*, 3-*^;u-2- 
7*^>-i— r;w^->s, l-^eoi^-y^-i— om-*~>s, 2-^5 L ;u-3-^> 

-HM+yl, 3-*^;i/-3-:7'^>-l-'OM-*v'S, l-x^;i/-l-y^>-l-1' 

;m-*->«, 2-x5 L ju-i-^>-i-f s-x^jwi-y^^i— r;w^^r 
~>S, \-JL^)i-2-y'^ >-\--( ju**->S, 2-x^;i/-2-^>-i— r;i/^-^r->S. 
s-x^ju^-^'^-^i-r^^^s, i-x^;w-3-> r ^>-i-i'^^^->s, 2-x^ 
;w3-y5 L >-i-<;u^-^->s, 3-x3mu-3--7*^>-i— om-*->s, 1.1-^^^ 
-i-7'^>-i-<;u^->a^ i, 2-v^^jb-i-y^>-i-i'^^-^->^ 1.3-^3=- 
ju-i-y^>-i— tju^-^v-s, 2. 2->?^^;p-i->'*^>-i-f ;m-*->s, 3. 3-v^ 

5=-;W-l-^>-l--f Jl'sj-^S/X. 1, l-i?^?;k2-^>-KM*yS, 1,2-5?- 

^^jw-2-^>-i--r;u^-^^s, i. 3-^^^ju-2-y^>-i— om-*->s, 2.2- 
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l. \-i>*^)V-l-7?->-\-^ l, 2->^^;u-3-y5P>-i--r;M-*->8. 
3. 3-^^^;u-3-7*5 1 >-i-i';u^+->s, i-^>^>-i—OM-^->g, 2-^>^ 

>-l-OI/3-=£:>S> 3-^ >^>-l--f;M- 4-^>^>-l-f;M-^>g, 

i-^>^>-2— r;u^-^->s. 2-^>5 1 >-2— r;u3-4^>s, 3-^>^>-2--i*;^ 
^~>g> 4-^>5^>-2-< ;u^-^r->s, i-^>5 L >-3— r;u^->s. 2-^>^>- 
3— om-^->s> i-^>^>-i-<;m-^:>s, 2-^>^>-i— ou^^a, 3-^ 
>5 L >-i--f;u^-^->*, 4-^>? L >-i— r ;u3-^->^ i-^>-^>-2-< ;m-4^> 

2-^>?>-2-^;i/t+yl. 3-^>^>-2— r;W^^->«, 4-^>^>-2-< 

)\>-**ism. i-^>^>-3-<;M-^:>S, 2-^>^>-3-<;^^v'S, i-^^;u 
-i-^>5">-i-<;i/^->a, 2-^^;u-i-^>^>-i-<;^^->s, 3-^^;u- 

^>^>-i-^;u^-^'>s, 2-^^;i/-2-^>5 1 >-i— f;^^->s, s-^^ 1 ;^-^ 
>^>-i-f ju**^*, 4-^^;i/-2-^>^>-i-i';^^->», i-j*3^-3-^>. 
f>-l-^M+yl, 2-^^-;W3-^>^>-l—f;^^'>S, 3-*^-3-^>?- 

>-i— f ji/^-^v'S, 4-^^;w-3-^>5 L >-i— f;M-^->s> i-^^;u-4-^>^> 
-l— r;i/^->S, 2-^5 L ;i/-4-^>^>-i-r;u^-^^>s, 3-^;w4-^>^>- 

1— OM-^a. 4-*5^-4-^>? l >-i— f ;m-^~>s, i-^5 L ;i'-i-^>^>-2- 

2-^^ju-i-^>^>-2— oi^-^-^m, z-^^)v-\-^>^y-2~- r 
jm-^->S, 4-^^;u-i-^>^>-2—f ;^^->s, i-^5 L ;i^-2-^>5 1 >-2-r;u 
^-^r->S, 2-^^;u-2-^>^>-2-<;u^-^'>s, 3-^^;u-2-^>^>-2--r;u^- 
^->X, 4-^^ 1 ;u-2-^>5 : ->-2-'f;b^-^>'S, i-^^;u-3-^>^>-2— r ;u^-^ 
2-^^;u-3-^>5 L >-2-r ;u^->s, 3-^^;u-3-^>^>-2— r;^^~> 
S, 4-/^;u-3-^>^>-2-r;i/^^->s, i-*^;p-4-^>^>-2— oi^^s, 

2- *3^-4-^>^>-2--f ;M-*->s, 3-^^;u-4-^>^>-2-<;u^-^f>s, 4- 
^fjM-^>f>-2-^;w+yi. i-*5^-i-^>^>-3-- r;M-^>-s, 2-* 
^ju-i-^ >^ >-3— f >>u^-^ ->s, 3-^^;w-i-^>^>-3— r;u^i/a, 4-*^ 
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-2-^>^>-3-r;^^vS, 3-^5 i ;u-2-^>5 1 >-3-i';w^->s, 4-*^;u- 
2-^>^>-3--<;u^-^i>S, l-^^-i—f ;M-*->a, i-^^->>-2-f 

5—om-^>s> i-^\^->>-6— rju^^->*, 2-^\^->>-i-i';i/^-^>'», 2-^\ 

+ y>-2--fM+yS, 2-^->>-3--f ;k**:>g> 2-^^rv>-4-< ;U^-^-> 
2-^v>-5— r;u^->a, 2-^^r->>-6-r;^^->S, 3-^->>-l--f 
;l^*->*, 3-^\+->>-2--f;U^->a, 3-^->>-3-r>)^^'>S^^^tf 
£>*u $?£L<tex^x;u*^:>S. l-7'obf>-i-i';^^5>S, 2-yot°>-i- 
<;m-*->», 3-^at:>-i— r;^^~>s, l-y^-i-nt-;*^*, i-7*^> 
-2— o^^vS. i-y^>-3— oM-*->2k i-^>-4-<;w**->*» 2-:/^ 
>-\-4)Vtt*s& 2-7*^>-2-f;M-*->s, i-^^;i/-i-^ot?>-w;u^ 

~>X. 2-^ fJk 1-7'd f >- ]-< yS, l-^^-2-yDhf>-l— f JlrttSs 
2-/fJh2-7'of>-l-'fJ^+yS, l-^^JU-l-^>-l-f J^^S>S, 

2- ^^;i/-i-^>-i--i';^^->s, 3-^^;i/-i-7*^>-i-<j^^r->*. 1-^ 
;u-2-7*^>-i-i-;u^-^i>s, 2-^^jp-2-y^>-i-r;u^^v«, 3-^^-2- 
:/3^>-m;m-*v'S, i-^^;w3-y5 1 >-i-i'JU^->S, 2-^^;w-3-^> 
-i-<;i/^-^r->«, 3-^^;u-3-^>-i— r;i^-^>s, i-x^;wi-^>-i-< 
^^->s, 2-x^^-i-y^>-i-<;u^->s, 3-x3^u-i-:/^>-i--om-^ 
->x. i-x^ju-2-7*;p>-i— r;M-*->S, 2-x^-2-7*9 1 >-i-'r;^^~>a, 

3- x^-2-^>-i--r;^^^>s, l-x^-jiz-s-y-^-i— r;i/^-^s/S, 2-x^ 
;w3-y^>-i--r;^^->s, 3-x^u-3-:7*3 i >-i-'i';M-^v'g, 1. 
-\--J3-y-\-t jm-^~>s, 1, 2-^^5 1 ;wi-^>-i— rji^^s, 1,3-^^^ 
;u-i-y^>-i--r;^^i>«. 2. 2-^^^;w-i-y5 L >-i--f ;^^->s. 3. z-v* 
^)V-\-^>-\-^)V^r^-iy&. 1. i-^^^;u-2-y^>-i-<;u^-^->», 1.2-5? 
^^)i-2-y'^>-\-i)^^->&. LZ-iSt^jM-y'^y-i-^ 2.2- 

1, i-> j ^^;u-3-^>-i-<;^^->s, 1. 2-v^^;u-3-y^>-i-<^^-^'>Ss 
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3. 3-7/5'-;u-3-7*5'->-i~f ;m-*->st$> o . cfc o^f^ u< ttx^-;i/^-^->s, 
i-7"Dt°>-i-OM-*>'S, 2-yot?>-i-< ;m-*->s, 3-7n¥>-\-^ ji,* 
^->S. i-7*5"->-i-<jm-*->s, 1-7*5*- ^--oM-^vg, i-7*5"->-3— r;i/ 
*^->s, i-7*5-->-4-f ;m-*->s, 2-y^>-i— r;u^-^->*, 2-7*5*- >-2-r 
;i^*->*> \-*3-)V-\--?u\z>-\->( 2-^f;i/-i-yotf>-i-<;i/ 
*^>g, i-^f;H-^o t:>i-<;v*+'>s, 2-*5*-;i'-2-7'atf>-i--i';M- 

3-*5\U/-i-7*5*->-i-<;m-*>'S, i-^^;u-2-y^>-i— r;u^^>*> 2-/5 1 
;i/-2-:7*^>-i--OM-*->g, 3-^ 5^-2-7*5"- >-i-<;P3-^->g, i-^^;w3- 
7*5"->-i--f ji^*->*. 2-* 5^-3-7*5*- >-i-<;i^-^~>s, 3-/5MW3- 7*5*-> 

^yi, 2-^°Dt:'>-i-i';^^->a, 3-7*0 tr>-i~f;M-*:>g, i-y^>- 

1- om-^v-s, 1-7*5*- >-2-r;i/:*-^>g, i-7*5"->-3— f;^3r>-g, i-7*5"-> 
-4-<;^^->s, 2-7*5*->-i-oi^*:>g, 2-7*5~->-2— r;^^->«T-$>D, 

-1— r;M-*->*, 3-7'n t°>-i--f ;^^>-*-tr^.-g)o 

l^«tLTR'^M^±(Dfl^S^WbT^T : bct^j^m^2^ViL6(Dy;i/^-;U 

•^Wtc^JA^x^x;^^-*, i-7'oh°>-i— r;^^-», 2-7'otr>-i-^;u.5 : - 

^"S. 3-7"nti>-l-f;i'^^S, 1-7*5"- >-l--f \-y^>-2-^ 

g. 1-75"- >-3— O^Xm. 1-7*5*- >-4— ()U^Jr&, 2-75"->-l— Hl^^g* 

2- 7*5^ >-2--OU5*-:rg, l-^fJhl-^Dt^-l-f^l, 2-*5 L ;u-i-7nh° 

>-i--f;u^^-», i-^5"-;u-2-7Dt:>-i-f ^xr-g, 2-^^;i/-2-7*a tr>-i- 
-oi^^-g* i-^^;wi-7*^>-i— r;^^-s, 2-*5"-;u-i-7*5"->-i— r 

3- ^^-1-7*5^ >-l-< \-*^)V-2-Zf?->-\-^ 2-^^)1- 
2-Z/3 L >-\-^)l^*m. 3-^5^;W2-7*5 L >-l— Ol^^S, l-*5"-;W-3-75"->- 
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i-x^u-i-7*^>-i-f;^^s, 2-x^;u-i-^>-i--r;P5 l *a. 3-x^ 

^l-oi/^*^ 3-x^;u-2-^>-i— r;^^-s, l-x^-s-y^^i-r^ 
2-x^;p-3->'*^>-i-i';u^^-S^ 3-x5 L ;i/-3-y^>-i-<;P5 1 ^-S> 1. 1- 
v^^;u-i-7*^>-i-r;^^-Ss 1. 2-s?^^ju-i-y^->-i-f;^*s» 1. 3-^ 

^;u-i-^>-i-r;^^-S, l. i-^^5=-;w2-^>-i-^^^-*, 1.2-^^5=- 

;U-2-y5 L >-l--f^5 L ^-», 1. Z-z?*7')\r-2-'7?->-\-4)Vtt& 2,2-^^^)1 
-2-7?- >-l-f 3. 3-^*3^2-:^ ^-l-'OI/^ak 1. l-v^^^U- 

3- y^>-i-<;^**, l. 2-s>^5 1 ;w3-y9 1 >-i-r;^^-a, l, 3-e^>*^u-3- 

y^>-l-<^^S, 2. 2-i^3\>W3--/3 L >-l— r;U^*S, 3.3-^^^-3-^ 

^>-i-<;^^-*> i-^>5 i >-i— ovttm* 2-^>^>-i—r 3-^ 
>5 1 >-i-<;^^-a. 4-^>^>-i— r;^^-». i-^>^>-2—r;w^», 2- 
^>^>-2— nittm. 3-^>^>-2-< ;i/^^-s, 4-^>5 1 >-2— r;^^-*, 

1- ^>^>-3--nu^*s, 2-^>^>-3—oi^3-g, i-^>^>-w 

2- ^>^>-i-r;u^s^ 3-^>^>-i-r;i/^s, 4-^>^>-i--f 
i-^>^>-2— ni^^s, 2-^>^>-2--f )Vtt^. 3-^>^>-2— r;^^», 

4- ^>^>-2-r j^^-s. i-^>^>-3--r jittM, 2-^>^>-3— r;u^^-»> 

1- ^^;p-i-^>^>-i--f ju^s, 2-^^;i/-i-^>^>-i-r;u^^-*, 3-^^ 
;b-i-^>^>-i— ni^^-a, 4-*3 L ;i/-i-^>^>-i—ou3 1 ?i-», i-*^;i/-2- 
^>^>-i--r;u^», 2-^;u-2-^>^>-i—f>>i^:3-gs 3-^^;u-2-^>^ 
>-i— ou^x, 4-^5 1 ;i'-2-^>^>-i— ou^a-* i-^^;u-3-^>5 1 >-i- 

2-^^ju-3-^>^>-i--r;u5 1 ^-a> 3-/^;u-3-^>^>-i-<;^ 

2- *^)l-4-^>^>-\-( )l^*M. 3-;*9 L ;U-4-^>5 1 >-l-< A-*3- 

;i/-4-^>^>-i-f;u5 1 ^-a> i-^^;u-i-^>^>-2-f;^^-S, 2-*3 L ;i/-i- 

^>5 L >-2— Ol^m. 3-^^JU-l-^>^>-2— r;i/^^-s» 4-*^-l-^>^ 
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-ui>?*m, 3-*3MU-2-^>^>-2— Ol/f^S, 4-^?-;w-2-'<>^->-2-f;^ 

1- *7))r-Z-*>?->-2-4 2-^^-3-^>^>-2— OHF-**, 

3- ^5 1 ;u-3-^>^>-2— oi^^s* 4-^^;u-3-^>^>-2-<;i/^^-s, l-;*? 1 

>-Z~i 2-^5 1 ;W-l-^>^>-3-f )Vtt&. 3-^5 L ;Wl-^>5 1 >-3- 

-nu^s, 4-^^;w-i-^>5 1 >-3— oi^m, i-*^;i/-2-^>^>-3-<ji^ 

2- ^^;p-2-^>5 1 >-3— r;u^^-s> 3-^^;u-2-^>^>-3— op^s, 

4- ^;u-2-^>^>-3--f ;u?=-:<t-s> i-^^>-w;^*a6» l-^-»-2— f 
frttm. i-^-»-3-r;i/^^-*, i-^^-»-4— r;^^-s, i-^-»-5- 
-ou^ak i-^->>-6— ovttm, 2-^-»-i--f 2--\*->>- 

2- ^;^^"Ss 2-^\*->>-3— 01^:*a> 2-^>->-4— fJU^S, 2-^:>> 

-5— ou^s^ 2-^**»-6~f jp^s* 3-^s»-i— r;u^^-x, 3-^-> 
>-2-r;^^-a, 3-^^"»-3--f ;^tf-*fc&o*#tf€>*u #£b<tex^x;u 

l-^Df>-l-<;WS, 2-yntr>-l-<;U5 1 ^S, 3-yatf>-l-< 

i-^>-i-<;u^», i-y^>-2-f i-y^>-3--i';^ 
i-^>-4-r;i/^^-*, 2-^>-i-f;i^-**, 2-^>-2--<;u^^-», 
i-^^u-i-^d tf>-i— r 2-*?-)v-\-zfu\i>-\-^)Vttm. \-** 

)V-2-y'u )lttm. 2-;*3\>W-2-yotf>-l-<;U5^*, 

y^>-i— r^**, 2-^^;w-i-^>-i-r;i/5 1 ^-s» 3-^^-i-y^>-i- 
-oi^g. i-^^-2-^>-i— ni^**, 2-*3-)v-2-73->-\-'()Vtt^ 
i-^)V-2--y'^-y-\-^ Ji^m. \-*=f-)V-%-73->-\-< 2-*^;i/- 

3- ^>-i-< 3-^^;u-3-^>-i-<;u^^-s> i-x^;wi-y^>- 
i— oittm. 2-jL^-)v-\-zf^>-\— oi^m. 3-x^;u-i-^>-i-<;^^- 

S, l-x^;U-2-:7*^>-l-Ol/^a, 2-x^;U-2-7^>-l-'OU-9 1 :*S, 3-x^ 

;u-2-7*^>-i--rjU5 L ^8, i-x^;u-3-y^>-i--f ju^s, 2-x^;u-3-> r ? 
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-f;i^*£, l. 2-^^^;u-i-^>-i--f )V?-*&. l, >-i--f 

3^8, i. i-v^^;i/-2-y^>-i-f ;u^^s, 1. 2-^^^JW-2-y5 1 >-l-f;U5 : - 
^-S, 1. 3-^3\>U-2-73 1 >-l--f';U3^S, 2. 2-i/^5 1 ;U-2-7*5 L >-l-f JVtt 

g. 3. s-v^^^-y^v-i— ni^^s, i, i-^;*?^i/-3-:/^>-i-f ju^s, 

1. 2-> ; ^^;u-3-^>-i-<;i'^s> l. z-v^)V-z-zr^y-\-^)V^m. 

2, 2-^^^;W3-^5 L >-l-<;i/5 1 ^-S, 3, S-y^^H-^V-l-f^tlT^ 
K). iOff^Kaxf-mi, l-:7°Pkf>-l— Ol/^g, 2-7°nbi>-l— r 

3-yn^>-w;i^;tg, l-y^-i-ou^s, i-y^>-2-<;i/ 

2-y^>-2--r;^^s, i-*^-i-ypk°>-i-<;i^:<i-s, 2-^^;i/-i-y 
ptr>-i--f i-^^;u-2-yDt°>-i-r;^^-s, 2-^;u-2-:/Pk o > 

arm. z-^)v-\-y^->-\-^ )v^m. i-^^;u-2-^>-i-f ;^^-s> i-* 

^>-i-< )v^*m. i-^)v-z-y>^->-\-^ )Vtt&. 3-^^;u-3-y^>-i--r 
j^tit^o, $e>fc»^b<«x^-;^^-*, i-:/p£>-i— oi^^g, 
2-7°pf>-i— ou^s, 3-yptf>-i— o\sttM. i-y^>-i— r;^^-*. 
i-y^^-r;^^-*. i-y^>-3-r;^^-s, i-y^>-4--r ;^^-s, 2-y 
^>-i-<;i^*s, 2-y^>-2— r ;u^ST$>o. t>o<ht>*f?£U<tex^-;p 

l-7*Pk°>-l-f;^^-a, 2-7'oh'>-l-<J^^S, 3-7°Ptf>-l--r 
R l 7iMl^±(Z)M^»^*-bTl,iTt) e kl'^*^6^^Ul2W7'J-;U*^^-r^-^s 
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Tjk-rm^, t£7)i*)\s7v-)i&ti$±tmmmte^v\2(D7v-)imz&^i:. 
mm^mt^^±mmmmt^^(D7)^)imx'm^ntz^^K 
hu;us> *<>'j;i/** *->^;ug, :>*^;ua, 

i.\$(D7)i>3r)i7V-)vmiz&\,*T. ^commz&mw^rf&'&i'fc'bnfimmis. 
4^>u;w-i-?mpv^ 2, ^vU^-i-^-^v-s, 2. 5-*->u;u-i-xMp->s. 0- 

2. 3-i>^-;u-i-^^i>a, 2.4-v^-;i/-l-^-^->S, 2.5-is*-)i-\-**->m. 
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ff^LOio-HJJU^+vS* m-h'J^^FvS, p-HJ;M-^->S> 2. 3-*->'J 
;u-i-^->S, 2.4-^->u;u-i-^~>s, 2. 5-3r~>'J>>U-l-3-^->S, o-^^^ 
jM-3r->g, p-£7* -Jl^^X, * ~>3^U:*3P->g> 2,3- 

y^-jhl-^vl, U-x^-^-l-t+yl, 2, 5-^*— jU-l-^^S, o- 

->S, m-^7^n;U^-^->S. p-d7^^J^^'>S, ^->^;P^>-S. o-T.^U^ 

hu;M-*->g, m-h>j;M-^->«, p-hj;m-=^>s. 2. 3-^->u;u-i-2Mp-> 

2,4-^>'j;i-l-^>'», 2. 5-*->U;U-l-3-*>'S, ^yW^vlTcb 
feotfcfftKtto-MJM^y«. m- h U Jl/^-^r->». p-HJ;M-=^>* 

2,4-^->UJU-l-^», 2, 5-^>U;U-l-5P;t». o-^7^^J^S, 
m-^^-;U^S, p-^/-;U^^S, 2,3-i"*-)l-l-^*m. 
2, A-^^=.)l-\-^&. 2. 5->^-;i,-l-^^-S, o-X^UJU^S, m-J^'J;!/ 

p-hjju^s, 2. s-^v-u^-i-^s, 2. 4-^~>u;wi-^^-s, 2. 5- 

* v^^S, 2. 3-:/*^JU-l-^:*S, lA-is *-)V-\-=nrm, 2. 5->-*~jU 

0»SLx<tto-h'J^^a, m-h'JJl/^i, p-hu;w«> 2. 3-^->u;i^- 
l-^S, 2.4-^->U;i-i-5 1 ^-S, 2. o-Z 
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m-^-jl^Ti-S, v-2*=.)Vttm* *^)\,^*m. o-X^VJUTJrm* m-7, 

^>i^;us> 7x^5^;us, 3-7x^i/^Dt>l, 4-y^-)Uy'^)im. 5-7i 
S, l-^^Ux?^*, 2-±y5 L ;Px^;U*, l-r^^T/ntf;!,*, 2-yyj- 
)VZfU\Z)V£k. 4-7x-;i/7*fJl/S, 5-7x-M>?M, 6-7xHJU^->;U 

1- ^-7^;u^^;^> 2-±7^;i/^^s, l-^^x^i/S, 2-±^^;w 

x^S, X-fy^lVy'uM)^ 2-^-^^;U7°ah*;i'ST'feD. s fcD$f^b<« 

^:>^;p»^ 7x?fM, z-7 3u-)V7°n\?:)vm. 4-y ^-jiy^jim. 5-7i 

ST-^O, $ b< \Z^>z/)Vm. 7x^fM, 3-7x-Jl/7akm 

4-7x-^7'f;i/St$l3, : bo<h : b$f^L<tt^>^;i/a, 7x^5 L MT*5. 

^>v?;u^-^->S, ^xt^^^S, 3-7x^^7*0 t°;M-^->g, 

2- i-y^)iJL^)^^riym. \-^-y^)iy'u\i)^^riy&, 2-i-y^)iy'a\d 

3-7xx;i/^oe;U^-^->S, 4-7x-Jl/7*fM+yI, 5-7 x -)l^>^)^ 
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;i/7°Df;^^~>», 2-^-7^;U7" , ot°;^^f>ST-$>0, <i:9$?£ L< te^>-7 
jM-*->S, 7x*3MM-=\r->S. 3-7x^;i/7obf;i/^-^->», 

^M^M^^S, Z-t?^/^^'/!!^^ L<«^>~7 
;W^rvi, 7i^f;^yl, 3-7x-;U7D t?;M-*->*. 4-7xX;i/73=- 

7x*3Mi^:<t-x, 3-7^-;i'7°otr;u^^-*, 4-7xx;v:/3Mi/^. 
5-7 acn;^>^;u^^-S, 6-7 x-jK+y^ti, i-t^^m^ 
2-^-7^;p^^;^^s> l-T^a^x^u^g. 2-^-7^;ux^;^ 
1-^7^7'Df;^^-*, 2-^-75 l ;u7°p ^frtt&ts.Etfmi^nz. 

$f^b<(i^>y;i/5 : ts, 7i? : 5 : mi, 3-7xx;w^otf;i/^^-S, 4-7 

^-)Vy'^)V^m. 5-7xz;K>Wti> 6-7x^K+yJl/WI, 1- 

^^M^u^ak 2-^-7^;u^?;^^a, i-^^x? 1 ;^^. 2-^- 
7^;ux^;u^^-», i-t7f;i/7 , nf;^^ 2-:7-7^7d t*;u^tST'£> 

ctOff^L<«^>^;^^-S, 7x?^Wl, 3-7xx;U7nt°;U^^ 
4-7x-;U75 L ;^^S> S^x-JK^JWl^ B^xUK^yil'f 

«^>S?JU^^«, 7x?^mS, 3-7xXJl/7'otf;P5 1 ^-S^ 4-7xX;U7 
^;^^S-e«0, &ot=b#£L< tt'OvW^a, 7x*5P;HP:*»T$>£o 




(H) 
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u < <d xt tmu £ tt a-tn b 07j<f 0^ %7F-t t> 0 <h r s o 



u < © xt * te-t-n b 7kmto £ ^-r t> © 1 1 5 . 

5^1/ ^^;i/x5=-u>aE, ^Dtru>s, x^x^u>s, 1. i-^^^ux 

1. i-^^^;wx^u>s. 1. 2-s^^^;i/x^i/>». MJ*?-i/>X, 1-* 
^hj^i^s, i-x^;uku^^u>s, 2-^^;i/hu^^^>a. 1. i-s? 




(m) 
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^U>S, /^X^l^S. yPtfU>S, X3^X^U>g, 1, \- s J^)VJL 

^\y>m. 1. 2->>*3 L ;UX3 L U>«, MJ^U>STJbO. $ btcj; 0«F £ b< 

>»£tjW§-&. ^7;^xu>s<h«±fB^^2^^L607;u^x;us^e>$ 
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tft>nz>* *?£L<tex^- i/>a, y'n\i-u>m, 7'f-u>s, ^>^xu 

^ bTTT&q ^± ©M^S ^ ^ L T ^ T t> ^ j^m^:2 7^ i L 3 CD T 1/ 
S> ±fE^^2^^^b6©7;U^x;WS^/t«±IE^^^27i£Vib6©7;^x;i/a 

cm jus. hx;u»^,h*cDS^tf e>ns 0 $?£U<te7iz^;i/S, Zfu 
-f;w*, 'v^y-opa, ^^y-nug, t^ud-ous, y^^u cxjug, 

/7D bxjUST&9, cfcD£?£L<te7-iz3^S, hf^xjl^ ^U^S. 
R", R* 2 , R\ R x, ^<t(>'R x2 ^l^±c7)^S^WLT^T : focfcl,^^^c7^ULl9 
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mz\zm voi>&* o-h;i/*-r;w*. m-h^-Hus, p-hm--ou«. 
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tft^^aj»^±«Bw3R»i^vib6©iieiteKK^7K**T8^snfc«*viVi m 

X. m-h'j;vi, p-huju*, 2, 3-*~>uju«, 2. 4-^->u;us, 2, 5-+->'j;i/S, 
;*->^;us. ->^-;i/S, o-^*x;us> m-^*x;wg, ^>^;u 

y'Jf>S, T^'J^S, ->>^-5;U». y>t$'Jj>I« 3-7i^vya t?;i, 
2-±7^JUx^JI/«, as— T >^-fexJUS, s-f>yt^JH« 7^Li-y 

p-mj;ws, 2. 3-*->u;ws> 2.4-*->u;us, 2.5-4^>u;u*, > 
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\-±7T)i*^)vm. 2-i-y^)v^^)im, 2-1-7 

0, cfcO»St<«7i-;i/*. o-hum ra-hum p-hU^S, 2. 3-*-> 
u;i/S> 2. 4-^f->u;us, 2, 5-^->u;i/S. *->^;ua£* ->*:ut^, o-^-ju 

S> y>tS'Jr>I, 3-7x-/P7*Dh>S, 4-7 x.—A7^)im, 5-7x"Jl^ 
^>^;U», 6-7x^/K+yJH. l-^7^;i/S, 2-±7^)Vm. 1-3-7^)1* 

2-j-73 L )\s*3 L )ls&-C$>9. $ 6> U < 7 x^;i^ o-HJ^S, 

m- h U p- h U 2, 3-3r~> U JUS. 2. 4-^-> u 2. 5-^~> u ;ux. ;* 

is3-)V&* v^-ji/Ss 0-7^^;^ m-^^^;us, p-^^^;i/X, 'Ov^a, 

<tt7xzM, o-K'J/H, m-h'JJl^ p-h'J/H, 2. 3-*:>U;WX, 2,4-* 

->u;us. 2, 5-=^>u;us, ^i^us, ~>^-;us, o-^^-;i^5, m-^pt-;u 
o-'MJJl^ m-h'j;US. p-hu;us, 2.3-^->'j;i-S. 2. 4-^->u;us, 

w^KttsssiJi^ efi^TF, mmm.=F, u>t&d, i:o« r -*u<tt^ji^, 
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•J77-Jk tf^l/-;U, 7 7-*f>s ^7v77-;k **+k^7 ;k tf 1 J ^ 
X?7y7V'-Jk ^>X-fS^V-;k -f 5^l/fc?US*>, fcfDDtf'J^X tf 

ook'^vx hfu h truss? >^£^#^e>n, ff£U<ttt:'JS?>, 3^:7 
ai>, ^^>, tfa-;k tf-^uv— ;k -rv^ v 7-Jk ^7V— ;k -fVf7 
y-;k -rs^7-jk hU77-;k tr^v/— ;k 7 5-*f>* f7v77-;k 
;k tru^>, tru^vx tr^>*>, ^f>F— ;k -tvof 
— ;k <>^V-;k ^d^>, +yjx fV3VJ>, ->>/u>, 4^/1) 

>, 4V=WJ>, ^-7^'J> ; >. 7 7°V>. 7° : r^=Jy, ^17 7 7 

>, -f$^7f77-;k ^>77 5>, ^>7^7x>, 'OXt+ty-JK 
^>Xf77-Jk ^>X?7v77-Jk ^>X-f5^y— ;k -TS^l/lf US* 

>, t?Dotrg^>, troDtfus> ? >, t?u hi;us5?>t?*o, «tD$fSb< 
«tfu-^>, ^7i>, 7?>. tfp-;k sj-^r-yv— ;k -rv^-9-v-;k 5=- 
77-Jk -fv?77-Jk -rs^v-Jk HUTV-Jk h^v-;k ^^if>, 

f7y77-;k ^+D-^77-Jk kTU^X h'U5yk hf^> f >, OK 

-;k -rv-oH-jk -r>^y-;k ^>x^-y-y-;k ^>x^7\/-jk 

^>Xf7y77-ra!), $ei:fftl/<tt^7xX 75X fcTo— ;k 

a-3rDV--;k -fv^rt7-;k f77-jk <v^7V-;k -rs*v-;k h 
U77-;k tr^v-;k 7?*r>. ?7y77-jk ^-tJ-s^TV— Jk -r>H 
-;k -rv-r>K-jk o^V-jkr&o. se.f'<to»^u<tt5 L ^"7ai>, 
7^>, eo- ;k ;k ^7V-;k -r syv— jk -y >k— ;wt$>o. 
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Y^I^±®flI$tlT^T : b c k< > l^U©^ LTi^Tt> 
->^o7*^;us, =y^>u^yj-)v^ v^D^i>;us. >-^D^\y^;us. 

y^DT'f-Jl/S, yi7D^>r-^ y^DA^t^VS> ->^7D^\7° 

TRUSTS 0* «tOSfSlx<tt^^ayDtf;PS, y^oy^i, y^D^> 
->£o'v*->JU£, ->?a^y°^jim-c$>K>. £ etc*? £L< «->^ uzf 

^7i>, 7^>, fo-jk <v^rity-;^ 77 V— 

)V. <y5 : 77-;k ;k hU7y-;k tr^y-M ^^-tf>, ^7 

Y-L— X^T— 



WO 01/25181 



PCT/JP00/06788 




R 1 

Y- L— X- T — f^^r- M ^=L- w 



7 7ft**8S, iB&fflfgjft* 'J>Btffi, Sg* 

N-^^;u^*s>^, i/x^y-;u7 5>^, h'Jx^y-;i/T5>m> 




„ R 1 
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x*>*;nfr>fi&ifi, ^>-t?>*;p3fr>&£» h;i/x>7.;^>®!^, ^C?U>^ 

>y;H5 1 W>y75>& N-*^;U£Ol/;*7$ yI^y-JV75>l|s h 
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-fl3:5£(4a)©4b£#Jte> 2*f&-r<55fcA*BE r 'OXX^t: Ht«i»#***<b* 

-Ix^: (4b) ©<k^4btt> t- h 7 k K o77 >^©ig*g>^ -i&ifc (4b) (Dit&mz 

— «^ (4c) ©fb£*5fcL rh7tHD77>#©jgJI^ -fl*5£ (4b) (D<t-&mz 

— «SC(4d)©<fc'&*tt, -«(4c)^b^(3N.N-^^^^^A7S K^N-/ 

— «SSt(4e)©{k-&«ltthJUx>^©^«jgJi*, 5?71ftf->^D (5.4. 0) £ >x 

glii&?£C (5) 
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Me0 2 C 



CHO p-TsOH 



HC (OMe) 3 




2) DPPA 

3) tm 



1 } L i A I H4 



^ N 



CHO 



Boc20 
10XPd-C 



1) wittig 

2) H2 



BocHN^V'V^T' 



«5H I 



C0 2 Et R-X 



base 



BocHN 
R2-0 




C0 2 Et ArB(0H)2 
Pd (PPh3) 4 



toluene 




C0 2 Et 



r 



«SC (5b) (Dit&to 7 ;U 5 x» A U A^©i§7C^£ d <h (3 
«k QnznzyjVn-fr* h;Px>»©*«««t«t», S?7-!f k*v£ □ [5. 4. 0] »7> 

-e-fcf^ x^y-;k rafcx^;k **y-;k fh7th*D77>/«tt*©», 

(5e) N,N-^^;k*Jkk7 5 K, 7-fchxMJJk tf'J^ 

-«S(5f)©fli^«tt, HH>fOttt^1 3 . -&5£ (5e) (Dit&M (R2 = h 



77 



WO 01/25181 



PCT/JP00/06788 



80 , cri>fci50 , CK:TEfS$-frs;:£t3«fcg&e>ns. 



mmm (6) 



BocHN 



m XJ 0. 



C0 2 Et NIS BocHN 




C0 2 Et sonogashira 



r 



1 fih 



> 

reaction 



BocHN 




C0 2 Et 



base 



BocHN 




Y 



—#5*: (6b) <2Mfr&ttttN. N-y/^*Jt,A75 h\ Til h U 
#^«&*<2#£TT'-&5£ (6b) ©ft^tJt^Uy^^t?. £ £ J; 

D^itT#-5o Sf&sttLtn sere** e>i scrcaw^i^. 
f©iiM©MTT-^ (6c) (Dit&wz mm-tz z t Kck o f# ^n^, kjs 

ggig?£C(7) 
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Tri 



TFA 




RS R6 If 



-^(7d) <^b^«0r^6M(D*BBT-fl£5S; (7c) (Dit^\Z h U 7JW^O 

-^sc (7e) <Dit^mt-i8x:^^M^T(Dmmx^. N-y^f;i/*;vA7$ h\ 

;P7 5>^^*0#^TT-^(7d)0^#lt3S^^^DU h\ fStetexx 
^;MH £ Kf& $ -fr 5 d £ iz cfc D SlafiT # 3 o 

S d £ *C<£ 0 §OiT-£ 3 o 
*|B1# (7e) \mT(D)l- Kfc«fcoTt>»|jfi"T?#S. 
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R5 R6 2fi 



(7h) Mt^m$-nx:fr ecrcofgaT-T- h7tHP77 >m<DM7mm 



-K^ (7e) ©4b^&W:0t;a>&£iB©«SfflT-&3£ (7h) (Dit&mz h u ^ju^-d 




— «sc(7j) <^b^&«-78t;a>£>M<BiBBTh;i/:i:>, ^Do^^>f©i 

7^$*, —#5£ (7i) <Oft&m (Xte^+M/U 5V >^O^^SbS$r«^T^>) 

78 , C^e>mia^^HT-^(7a)©<b'&#I (PG«KT?«]tl*«aiSS:3fti*-r*) £ 

-&5£ (7k) ^b^#)«0 < C^e>^S(DfSHT--^ (7j) <0{b^&£ h y ^;w^-o 
i»fc«ktfh 'J X?JV*> 7 Sf&$ t5 C 1 1 J: DS4iST#-5. 
— «SC(71) <7Mb^«-78T;^e>^rS£T'CD$3HTN. N-y^?JWA7S b\ 
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* , ■* W# (7 1 ) «J^T^;U- «fc o T t>SlifiT # S . 




78 < C^e»^S©l5fBT— flSSt (7g) 0^«tK«$t4 C tfd«fc 0 ^T^^U* 

— #5* (TDOflS'&tteOICA^MtOttHT— »SC (7m) ©fb^th'J 
gjj£%C (8) 
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fib 



-fl£5£ (lb) OHt&Mfc— J&3£ (la) <D\t^mz)V^ X&L<D&&T*)\' hXXrJl' 
-«5£ (8c) (Dit&mt, (8b) ©<fb£4fcfCn-:/3MH) ^^Af ©Sl^ffffl 

(8d) <D<b-&#jte— (8c) (Dit&mz y $ J -;k x^ y -ju^it^* 

-J&SC (8e) ©fb^tt— JKiC (8d) ©{fr&fclK: 1. 8- 5? 7 If k* d (5. 4. 0] -1-0 
>^>©#^T^7xXJl/^X*U;W7vK^SJS$1t^Cli:^«i:0^fi5cT'# 
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-&5£(8f) ©^%tt-JKSC(8e) ©fb^l: hU7x-;i/*^7^ >£f£ffl£ 
t^,^ii:J;0ISjlT't5. TOtiWJAtff S 7 1 K077 >, 7j<%^T- 
fr O - i ^£±15(5. itt teOt: ^ <=> 50*C T?t 5 CI £ #£ii & ^ . 

—f6& (8g) <D<b^^«-^^ (so (Dit-smzm^y'^jvisti-tf*- h £fim§ 

-J&iS (8h) (8g) ©^^^^^©aeTffiS-r* - £C«k 0 

mm&c (9) 

aa ah at 

<b u >, -)vm&ftm £ * c: t n «t k> mm.T*% z> . 

(9c) <Dfc-&#)«s fh^th'n?^^©^, 7jc^b7^ h 'J ^A#^> 

i n s r NH Q 

-f&3.(\ob)<D<t£m$* -foam (Dit&miz&mm. mm. &M.m&m) & 
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-j&5£ (10c) ©ft^tttt, — NcS, (10b) ©{k-&«©7 5 ^SCD«a*T**tert- 

b*&££>WiSi«*, i-x5 L ;u-3-(3-^^5 1 ;u7 5y^Db°;u)*^^'r5 

te\ h U x^;U 7 5 >& E ©mS £«P UT «fc V* . 




2) i>n*tf 



o > £ $ it £ d i \Z «k 0 ®jfiT?# -5 . 
— «S(llc)©^tttt, y/h=lryI^>WIt < 1, l-h'7 (y7i^ 
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xminx^^mx^m^ntz7m&x^n^^u^&xh^<^\zm^n 

)Vm, 2. 2, 2-h U £ □ ox h^->*;PsH=JI<ai^O«|R7;Pzi^v'*Jl/3K— ;PS ; 

&\z. ®mmx&m2ntc7$ymiz&vt2>7s.;&<D&m&tte. iMi^i 
Vjst, its, mm^^±7^y&co^m&tvxm^nx^-b&X'$>n\f£^u 

->7±^)im. ^3L-)i7±^)i&tz£(DmWkttmm&o)<m7 ; )v 
a ; ^>v;i^*:>#;u#-;ua, t-7*h^->^;u^-;us x P -- bci'O^UTt- 
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)VmtzE<DW.Wk^' 1 ) )V7 )Vu*i/7 ; ^>y'jT>i« It U 3^ U -T-'>g, 

p--hD^>y'j7>I, m-^D^^O^U^^, 3.5-^ (t-y'^)l) -4-7W 
KD^y^yy'Jf>l- 3,5-^ (t-y^) ^>y'jT>i^t*©iltfctt^ 

vt<Dmm$m~4(D{m7)i>*ji'm. #i*jf2-3^tx^jt^ 2. 2. 2-hu^oo 
-ryyh^y^^sci^^j^^+y^fjn, ^ujm-*^ 

h^->^>>MUS, o--hD^>y;i,S, p-- h u^y~j)i^(D£ote7 7)l*)V 
h<k<mzm^nr. *?;-)i>. x^y-;k yo/v-JK 
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;t*-tf->, 2 h^->x^y-;i/, l, 2 -i^^ h+yi^>/ii*©i-Tm 

^^v7°ok:;k mmzf^A. y $> )im.zsz-3 L )w<s.z<7>jLX7-)v , m. i?>?uu* 
/7DD^;i/A, wmtmm. i. 2-^Dni^>, mj^ddi^i/x 

^/^a;w^>-ti>, ~hD^>-tf>, <>^*>. t°u> ? >, ^;ux nu 
>, ^^^>. <v*£*>, s?a^>> ? >, s?4x-^;u^^©^b7jcm^ x 

^7-;UTS>, yl^75>, MJX^JSX fcTDU'^>* tf^U> f >, 
h°^7-^>, ^E;U*U>. y^W-'JX ^>yJV7SX h;K 

y»5:f©7S>i. *JVA7 5H, N-/7;HfoiJ N, N-v^gMM' 
5*Vn>* N, N-^^^Jl-T'-ii h75 b\ N, N-y^ WM75 H&t* 
©7 5h'i, ^^^^;UU>^hU7 5 h\ ^-y-^^Uffi'J >^ h U75 Ffc 

h'j7A« Kf*U^, TKsPHb^b'J^A, TkHlk^U^A, t-:7*h*->77UO 

N, N-5M V7°Dh°;i/X^;U7 5>. N-^^;u^r;u*'j >, N-^fMfP'Jy 
>, N-^^;Hf^U^>x N, N-y/W^iJ>> 1. 8-5?71ftf^^D 
[5, 4, 0] ^>x^»-7-X> (DBU) , t'UyX 4 -5**^75 J \L 

Uy>, e=iu>, ;u^^>n */u>. -fv*/u>. Tkiftik^-hU^A, 7K§s 
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$nr, &#MfcW:0!l;lfciNaBH 4 » LiBH 4 , Zn(BH 4 ) 2 > Me 4 NBH (OAc) 3 , NaBH 3 CN, 
Selectride, Super Hydride (Li BHEt 3 ) , LiAllV DIBAL, LiAlH (t-BuO) 3 > Red-aL binap 

*56^t«*BIS«±IB©$D<PPAR©agonistf^fflfcJ: DOT, U >f££vi££& 

s-rs'boTfe*^, *«5ewtt-f >^u>sjatt3fenaitcis.e)n-r, ppar (a. 

0, r) ©agonists rj*JxJfPPARa&<i;tf 7 ©^iT^Tzf— 7. h^ffiliScJ 
tr»Tl/»T&J:< , PPAR a, /S^i^rOl-'J^l/yzf— ^hf^fflfcX^T^Tt) 

<D^£& [Current Opinion in Lipidol. 10:245-257. 1999 ; Jiang. C. . et al.. 
PPAR-gamma agonists inhibit production of monocyte inflammatory cytokines. 
Nature 391:82-86 (1998); Jackson. S. M. , et al., Peroxisome prol i ferator- 
activated receptor activators target human endothelial cells to inhibit 
leukocyte-endothel ial cell interaction.. Arterioscler. Thromb. Vase. Biol. 
19: 2094-2104 (1999) : Su. C. G. . etal.. A novel therapy for col itis uti 1 izing 
PPAR-gamma ligands to inhibit the epithelial inflammatory response.. J Clin 
Invest 1999 Aug; 104 (4) : 383-9: Ricote. M. . et al.. The peroxisome 
prol i ferator-act ivated receptor-gamma is a negative regulator of macrophage 
activation.. Nature 1998 Jan 1 .391 (6662) : 79-823 tz£tf$at>tlT& O * drtb 
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mmm iz^o z> mm&A 1 b m tz o 1 oo n g ~ 1 o g r*$> r> \ \ z & 
ttfx-g. -mzmm&mM<DWMtisTm^zn%f&tt&m&^T%mz£0W: 

'J 7f>gt^f;i/ KrvJk ' $ 'J y t!Ma , mWL7)Vu-)V 

;k ^u-feu >M8i7f;i'. ^u^^'>x^u>.vji/t*^>flii»mx7N^;K 

# ij ^-^'v-x^ 1 1/ >®{bt>£ Utft, # 'J ->x^ V u ->7 o t° lx >7o 
rtJi^^bixji/^iJ^-, *'jx5 1 i/>^U3-Jk ^UhXji/fnuH 

yjufr— ;ufc£) , m icf)vu-7., is^mtzE) ,.mmmw mx^m, t 
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l?^/7*;i,p-X^2g/kg^L, HJSUfco 5kmz?)lzi-x. hU^Uiz^-< K (T 
G) , W&m%hm (NEFA) H^n^n^l/Zi-^C-IIa-^ (ftfK:ftlft*G 
m. JiUiO . x*5^-L TG II mW:mu*'rv?7~ UuK) , NEFA C-^X 



^1 

in vivo db/db mice B S 

in vivo db/db mice $£-5-90 @ 





. (%) 




£& 




44.6 


71.6 


46.7 


H^3d) 


27.5 


63.8 


47 




53.6 


58.8 


65.5 


§l«]9b) 


46.1 


80.4 


62.9 




51.5 


55.2 


54.0 


HWJ37e)* 


48.1 


68.3 


70.2 



mmw 2 : &^m®i(D®\fc 

GAL4-PPAR lW(D^r^^m^^^-\t. yeast^^H^ T$>3GAL4tf> 1-1477 
$yii^tl, t hPPAR©!67-468 (PPARa) , 138-440 (NUC-l) , 174-475 (PPARy) 
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7 5/HfB« (LBD; Ligand Binding Domain) ^SteS^T^tt-^nflSgSLfc. V 
^— V— >tz:«PLAP (Placental Alkaline Phosphatase) £ffi^ v -in£5copy 
CDGAL4 DNA binding element£^tfTK promoter®T2ft£jii£$it#S&l,£. Host 
celHCteCV-1 (ATCCCCL-70) ZmWco -tts.t>%. CV-1 eel 1 £35 mm dishf;:5xlOE5 
\ztzZ>&o\zM%> 10% FCS/DMEMT24I^Ra**^» FuGENE 6 trans feet ion reagent 
^fflbT, GAL4-PPAR LBD expression vector£GAL4 DBD-TK-PLAP expression 
vector£co-transfectLfc„ Transfection^rff o^c24P#FTOlc, lxlOE4/welH;:& 
3ck-5K96-well platefcSHfifi U £ 5fc24l$raJ&*£SBfctt;fc. 24WfM^tC, F*0 
Baikal ine phosphatase£^£^3fc#fc65°CT&SL;tl()% FCS£^tfDMEM 

liafc:^$nfcPLAP«ttfw«J;D<te^«tt&a!l3£U, EC50£lftii Lfco PLAPffitettu 
igftifiHOnHCassay buffer 50Mlt^f63t*«50Pl«:JaiL, ^iSTiBt^O^ 
a. ^— h & \zmi£ \s tzo PPAR a , PPAR 3 & <fc tfPPAR r f -j^T £ ifc^fgtt £ ^n^'ti 

«2 



^j£tt EC50 mm**** 





PPAR a 


PPAR0 


PPARr 




0.08 


2.513 


0.382 




0.087 


5.072 


0.217 




0.394 


0.789 


0.254 




0.701 


>30 


0.746 


mmm^8d) 


0.162 


8.054 


>10 




0.012 


0.037 


0.047 




0.028 


0.432 


0.016 



$k±.<D&o\z, *mA<t&mmnfcfam&&isifo*mm&mif-m&mL. turn 
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x^;i/2- (i/X3MU*X* U )D -2-x^;i/Tiz^- h 1. 5g£^ h7tKo77> 
30mH::JS#U 7R^TT60a!7K^b^hU^A0.26g^iDx.}to £J&i££*#TT30 

;K4: 1) j$ffi53-p J: 0 "C>5W5- (3-x ^^-t^V-l-^n^- 
;W-2-* h^y^>7x-hl. 6g*E-Zjgi;0TWfc. 

'H-NMR(Z- isomer. CDC1 3 ) 5:1.25 (t. J=6. 8Hz. 3H) 1.36 (t, J=7. 2Hz. 3H) 3.96 (s, 
3H) 3. 98 (a. J=6. 8Hz. 2H) 4. 27 (a. J=7. 2Hz. 2H) 6. 92 (s. 1H) 6. 98 (d. J=8. 0Hz. 
1H) 7.30-7.43 (m. 5H) 7.90 (dd. J =2. 4. 8.0Hz, 1H) 8.32 (d. J=2. 4Hz. 1H) 



o o 




^>i»V5- (3-1 ->-3-t4 V-l-yD^-;H -2-^ b*~>^> 

yx-hl. 6g^x^y-;U30mH3^?L, 10%^75?OAK*0. 35g$:ilOA, tK^^ 

Z^AZn-vhif^U-tztt^ ^\^>-^x^;K2:l)Jgtb^iiii05-(3- 
h^y-3-^vyolfJH -2-^ h^SfcASttl. 2g£#7Co 
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'H-NMR (CDCI3) <5 :1. 16 (t, J=6. 8Hz. 3H) 1.25 (t. J=7. 2Hz. 3H) 2.98 (dd. J=8. 0. 
14.0Hz. 1H) 3.04 (dd. J=4. 8. 14. 0Hz. 1H) 3.34 (do. J=6. 8. 9. 2Hz. 1H) 3.61 
(dq. J=6. 8. 9. 2Hz. 1H) 3. 98 (dd. J=4. 8. 8. OHz. 1H) 4. 05 (s. 3H) 4. 18 (a. J=7. 2Hz. 
2H) 6. 97 (d. J=8. OHz. 1H) 7. 47 (dd. J=2. 4, 8. OHz. 1H) 8. 06 (d. J=2. 4Hz. 1H) 

nmmio- 



5-(3-Xh^F'>-2-Xh^'>-3-^y^otr;W-2-^ h*->$lSB60. 58g£4- 
(HJ 7Mo^fJH^>^75 >0. 34g^N.N-> ? ^^;U^;UAT^ F7mlK:Jg 
fl?U *?&TS^7y*^.*>»^X5F;P0.30iK h 'Jx^7$ >0. 27ml SrJn^fc. 

jjxf;i/ (3: 1) igtBtfUJ: 0 x^;W-x h*->-3- (4-^ h*«>-3- ( I [4- ( h U 7^ 
*d"/?-JW ^>yM75y|*^-;H 7x-JH yD/Vi- hO. 64g£f#fc. 
■H-NMR (CDC 1 3) 6:1. 16 (t. J=6. 8Hz. 3H) 1.25 (t. J=7. 2Hz. 3H) 2.98 (dd. J=8. 0. 
14.0Hz. 1H) 3.04 (dd. J =4. 8, 14. OHz. 1H) 3. 34 .(da. J=6. 8. 9. 2Hz. 1H) 3.61 (dq. 
J=6. 8. 9.2Hz. 1H) 3.93 (s. 3H) 4.01 (dd. J =4. 8, 8. OHz. 1H) 4.18 (q. J=7. 2Hz. 
2H) 4.73 (d, J=6. OHz, 2H) 6.91 (d. J =8. OHz. 1H) 7.37 (dd. J=2. 4. 8.0Hz. 1H) 
7.47 (d. J=8. OHz. 2H) 7.59 (d. J=8. OHz. 2H) 8.12 (d. J=2. 4Hz. 1H) 8.29 (ra. 
1H) 



jl^-A 2-x h^rv-3- (4-^ h*->-3- (I [4- ( h 'J y)Viru^M^>i>M 7 
Syl^JU^-JH 7x~JH 7D/WX- hO. 25g^/^y-;U7ml(C^L, 1N7K 




HJS^Jld) 
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miti-hvoAMzmz.. ^i&T'\mmmwvtzo £j&?M-&$)£«ru \m& 

■J"?ATft«U j§H$«ffS5 IT2-X h*->3- (4-^ h+y-3-(l[4-(hU7 
Mo^f ;W ^>yJH 7 5 / ) *M^JH 7i"JH 7°nA°>^0. 18g£t#fc 
■H-NMR (DMS0-d 6 ) <5 : 1. 02 (t, J=7. 2Hz. 3H) 2.82 (dd. J=8. 0. 14.4Hz, 1H) 2.91 (dd, 
J=5. 2, 14. 4Hz. 1H) 3. 30 (dq, J=7. 2. 9. 6Hz. 1H) 3. 50 (dq, J=7. 2, 9. 6Hz. 1H) 
3. 86 (s, 3H) 3. 94 (dd, J=5. 2. 8. OHz. 1H) 4. 55 (d. J=6. 0Hz, 2H) 7. 05 (d, J=8. 0Hz, 
1H) 7.32 (dd, J=2.4. 8.0Hz. 1H) 7.52 (d. J=8. OHz, 2H) 7.61 (d. J=2. 4Hz. 1H) 
7.68 (d. J=2. 4Hz. 2H) 8.78 (t, J=6. OHz. 1H) 



m&miw tmmo-zm-vs- (3-x h=^->-2-< v /•□^•>-3-^yya tr 

'H-NMR {CDC 1 3) <5 :0. 94 (d, J=6. OHz. 3H) 1.15 (d. J=6. OHz. 3H) 1.26 (t. J=7. 2Hz, 
3H) 2.93 (dd. J=8. 0. 14. OHz. 1H) 3.02 (dd. J=4. 8. 14. OHz, 1H) 3.52 (sept. 
J=6. OHz, 1H) 4.03 (dd. J =4. 8. 8.0Hz. 1H) 4.06 (s. 3H) 4.15-4.22 On. 2H) 6.98 
(d. J=8. OHz. 1H) 7.47 (dd. J =2. 4. 8.0Hz. 1H) 8.08 (d. J=2. 4Hz. 1H) 



c) t H«©* ftti^-'f y 7*D#*y-3- (4-^ h^v-3- ( 1 [4- ( h 

•H-NMR (CDClj) 6 :0. 96 (d. J=6. OHz. 3H) 1.15 (d. J=6. OHz. 3H) 1.25 (t. J=7. 2Hz. 
3H) 2.92 (dd. J =8. 0. 14.0Hz. 1H) 3.01 (dd. J=4. 8. 14. OHz. 1H) 3.51 (sept. 
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J=6. OHz. 1H) 3.93 (s. 3H) 4.05 (dd. J =4. 8, 8.0Hz. 1H) 4.14-4.21 (m. 2H) 4.73 
(d. J=6. OHz, 2H) 6.90 (d. J=8. OHz, 1H) 7.37 (dd, J =2. 4. 8.0Hz, 1H) 7.47 (d, 
J=8. OHz, 2H) 7.59 (d. J =8. OHz. 2H) 8.13 (d, J=2. 4Hz. 1H) 8. 30 (m. 1H) 



MMMl d) tmn<DJj&T*2-' C V^n#^:>-3-(4-* h+y-3-(|[4-(MJ7;i/ 

'H-NMR (DMS0-d 6 ) 6:0.89 U. J=6. OHz, 3H) 1.03 (t. J =6. OHz, 3H) 2.76 (dd, J=8. 0. 
14.0Hz, 1H) 2.88 (dd. J=4. 8. 14.0Hz. 1H) 3.48 (sept. J=6. OHz, 1H) 3. 86 (s. 
3H) 3.99 (dd. J =4. 8. 8.0Hz. 1H) 4.55 (d. J=6. OHz. 2H) 7.04 (d. J =8. OHz. 1H) 
7.32 (dd. J=2.4. 8.0Hz. 1H) 7.52 (d. J=8. OHz. 2H) 7.62 (d. J=2. 4Hz, 1H) 7.68 
(d. J=8. OHz. 2H) 8.77 (t. J=6. OHz. 1H) 



2-* h^r^Mmm^nt^ 

'H-NMR (CDC1 3 ) 6 :1. 02 (s. 9H) 1.25 (t. J=7. 2Hz. 3H) 2.85 (dd. J=8. 0. 14. OHz. 
1H) 2.95 (dd. J=4. 8. 14. OHz. 1H) 4.06 (s. 3H) 4. 10 (dd. J=4. 8. 8.0Hz. 1H) 4. 18 
(q, J=7. 2Hz. 2H) 6.98 (d. J=8. OHz, 1H) 7.47 (dd. J=2. 4, 8.0Hz, 1H) 8.07 (d, 
J=2.4Hz, 1H) 
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mnm\ c) tmmo^mx'ji^juz-ieTt-zfh^^-i-iA-^ k=^>-3-(([4-(mj 

•H-NMROClj) a :1. 02 (s, 9H) 1.25 (t. J=7. 2Hz. 3H) 2.85 (dd. J=8. 0. 14.0Hz. 
1H) 2.95 (dd, J=4. 8. 14. 0Hz, 1H) 3.93 (s. 3H) 4. 10 (dd. J =4. 8. 8.0Hz. 1H) 4. 18 
(q. J=7. 2Hz. 2H) 4. 73 (d. J=6. 0Hz. 2H) 6. 90 (d. J=8. 0Hz. 1H) 7. 37 (dd. J=2. 4. 
8.0Hz. 1H) 7. 47 (d, J=8. 0Hz. 2H) 7.59 (d. J=8. 0Hz. 2H) 8.13 (d. J=2. 4Hz. 1H) 
8. 29 (m. 1H) 



mmm\ d) £l^«©#8;T2-tert-:7>*->-3-(4-* h+y-3-(l(4-(HJ7M 

'H-NMR (DMS0-d 6 ) 6 : 0. 94 (s. 9H) 2.70 (dd. J=8. 8. 13. 2Hz. 1H) 2.83 (dd. J =4. 4, 
13.2Hz. 1H) 3.86 (s. 3H) 4.01 (dd. J =4. 4. 8. 8Hz. 1H) 4.56 (d. J=6. 0Hz. 2H) 
7.04 (d. J=8. 0Hz, 1H) 7.31 (dd. J=2. 0. 8.0Hz. 1H) 7.52 (d. J=8. 0Hz. 2H) 7.63 
(d. J=2. 0Hz. 1H) 7.68 (d. J=8. 0Hz. 2H) 8.77 (t. J=6. 0Hz. 1H) 



'H-NMR (CDC 1 3 ) 6 : 1.31 (t. J=7. 2Hz. 3H) 2.95 (dd. J=8. 0. 14. 0Hz. 1H) 3.12 (dd. 
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J=4. 8. 14. OHz. 1H) 4. 06 (s, 3H) 4. 23 (q, J=7. 2Hz, 2H) 4. 40 (dd. J=4. 8. 8. 0Hz. 
1H) 6.98 (d, J=8. OHz, 1H) 7.47 (dd. J=2. 4, 8.0Hz, 1H) 8.01 (d. J=2. 4Hz. 1H) 
&K094C) 



O O 




mmm\ c) tHiC^TX^-t h*D*->-3-(4-p< h>*->-3-(l[4-(MJ 7 
)V3ra *i> s JM 75 J 1 ^JUtf— ;W 7 i-iH ^o/VX- h 

'H-NMR (CDC 1 3) 5 : 1.31 (t, J=7. 2Hz, 3H) 2.95 (dd, J=8. 0. 14. OHz. 1H) 3.15 (dd. 
J=4. 8. 14. OHz. 1H) 3. 92 (s. 3H) 4. 23 (a; J=7. 2Hz. 2H) 4. 40-4. 43 On, 1H) 4. 73 
(d. J=6. OHz. 2H) 6.92 (d. J=8. OHz, 1H) 7.37 (dd, J=2. 4, 8.0Hz. 1H) 7.47 (d. 
J=8. OHz. 2H) 7. 59 (d. J=8. OHz. 2H) 8. 08 (d. J=2. 4Hz. 1H) 8. 28 (m. 1H) 



»J4d) 

O O 




nMM\ d) tra*R©^ffiT2-t Fo*->-3-(4-* b+*>3-(l(4-(MJ7^n 

*^;M*>5*;u 7xx;n /D/i>K^#fc. 

'H-NMR (DMS0-d 6 ) 6 : 2.75 (dd. J=8. 0. 14. OHz. 1H) 2.90 (dd. J =4. 8. 14. OHz. 1H) 

3. 86 (s. 3H) 4. 08 (dd. J=4. 8. 8. OHz. 1H) 4. 55 (d. J=6. OHz. 2H) 7. 05 (d. J=8. OHz. 

1H) 7.32 (dd. J=2.4. 8. OHz. 1H) 7.52 (d. J =8. OHz. 2H) 7.62 (d. J=2. 4Hz, 1H) 

7.68 (d. J=8. OHz. 2H) 8.77 (t. J=6. OHz. 1H) 
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•H-NMR CCDCI3) a :0. 92 (t. J=7. 6Hz. 3H) 1.17 (t, J=6. 8Hz, 3H) 1.51-1.70 (m. 2H) 
2.54-2.60 (m. 1H) 2.75 (dd. J=6. 4. 13.6Hz, 1H) 2.91 (dd. J =8. 4. 13. 6Hz. 1H) 
4. 02-4. 10 (m, 2H) 4. 05 (s, 3H) 6. 96 (d. J=8. 0Hz. 1H) 7. 37 (dd, J=2. 4, 8. 0Hz. 
1H) 8.00 (d. J=2.4Hz, 1H) 



H«J1 c) tmm(Dl5mT'JL^)l2- [4-/h + y-3-(l[4-(h l j7Mo^fJW 

'H-NMR(CDC1 3 ) <5 :0. 91 (t. J=7. 6Hz. 3H) 1,18 (t. J=6. 8Hz, 3H) 1.51-1.70 (m. 2H) 
2.54-2.61 (m, 1H) 2.75 (dd. J=6. 4, 13. 6Hz, 1H) 2.92 (dd. J=8. 4. 13. 6Hz, 1H) 
3.92 (s. 3H) 4.04-4.15 (m. 2H) 4.73 (d, J=6. 0Hz, 2H) 6.89 (d. J=8. OHz. 1H) 
7. 26 (dd. J=2. 4. 8. 0Hz. 1H) 7. 47 (d. J=8. OHz. 2H) 7. 59 (d. J=8. OHz. 2H) 8. 05 
(d, J=2. 4Hz. 1H) 8. 30 (m, 1H) 0 



HWJ1 d) tmm<Dj5&T*2- [4-* h^->-3-(l[4-(h'J^;^D^^;H^>^ 

M t$ j 1 idvts-m ^>i?M >m^mz e 

■H-NMR (DMS0-d 6 ) 6 : 0. 84 (t. J=7. 2Hz. 3H) 1.43-1.49 (in. 2H) 2.38-2.43 (m, 1H) 
2. 64 (dd. J=6. 0. 13. 6Hz. 1H) 2. 75 (dd. J=8. 8. 13. 6Hz. 1H) 3. 85 (s, 3H) 4. 54 
(d. J=6. 4Hz, 2H) 7. 04 (d. J=8. OHz. 1H) 7. 27 (dd. J=2. 4. 8. OHz. 1H) 7. 52 (d. 
J=8. OHz. 2H) 7. 55 (d. J=2. 4Hz, 1H) 7. 68 (d. J=8. OHz. 2H) 8. 78 (t. J=6. 4Hz. 
1H) 



H^J5c) 




J£#J5d) 
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O 0 




'H-NMR (CDC 1 3 ) 5: 1.14 (t, J=6. 8Hz, 3H) 2.56 (t, J=7. 2Hz. 2H) 2.88 (t. J=7. 2Hz, 

2H) 3. 98 (s, 3H) 4. 06 (q. J=6. 8Hz. 2H) 6. 92 (d. J=8. 0Hz. 1H) 7. 37 (dd. J=2. 4, 

8.0Hz, 1H) 7.98 (d. J=2. 4Hz. 1H) 
H«J6c) 



O O . 




'H-NMR(CDC1 3 ) a : 1.12 (t. J=6. 8Hz. 3H) 2.60 (t. J=7. 2Hz, 2H) 2.95 (t. J=7. 2Hz, 

2H) 3. 92 (s, 3H) 4. 1 1 (q. J=6. 8Hz, 2H) 4. 73 (d, J=6. 0Hz. 2H) 6. 90 (d. J=8. 0Hz, 

1H) 7. 26 (dd. J=2. 4, 8. 0Hz. 1H) 7. 47 (d, J=8. 0Hz, 2H) 7. 59 (d. J=8. 0Hz. 2H) 
8.07 (d. J=2. 4Hz. 1H) 8.30 (m, 1H) 



o o 




H]&£#J1 d) tm&<DJj&T*Z-[4-* h^v-3-(l[4-(hU7MD^5FJH^>y 

'H-NMR (DMS0-d 6 ) 5:2.48 (t. 1=7. 2Hz, 2H) 2.76 (t. J=7. 2Hz. 2H) 3.85 (s. 3H) 4.54 
(d, J=6. 4Hz. 2H) 7.04 <d. J=8. 0Hz, 1H) 7.31 (dd. J=2. 4. 8.0Hz. 1H) 7.51 (d. 
J=8. 0Hz. 2H) 7.57 (d. J=2. 4Hz. 1H) 7.68 (d. J=8. 0Hz. 2H) 8.78 (t. J=6. 4Hz. 
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1H) 

mm 




mmm\ c) tiroo^-ex^ 2-xh^>-3-[4-*h*->-3-(i((i-^5p;u- 

'H-NMR(CDClj) 6 :1. 16 (t. J=6. 8Hz, 3H) 1.25 (t. J=7. 2Hz. 3H) 2.98 (dd. J=8. 0. 
14.0Hz. 1H) 3.04 (dd. J =4. 8, 14. 0Hz. 1H) 3.34 (dq, J=6. 8, 9. 2Hz. 1H) 3.61 (dq. 
J=6. 8. 9.2Hz. 1H) 3.74 (s. 3H) 3.84 (s. 3H) .4. 01 (dd, J =4. 8. 8.0Hz. 1H) 4.18 
(q. J=7. 2Hz. 2H) 4.87 (d. J=6. 0Hz. 2H) 6. 87 (d. J=8. 0Hz. 1H) 6.90 (s. 1H) 7.11 
(dd. J=0. 8. 8.0Hz, 1H) 7.20 (dd. J=0. 8, 8. 0Hz. 1H) 7.30 (d, J=8. 0Hz. 1H) 7.37 
(dd. J=2. 4. 8.0Hz. 1H) 7.59 (d. J=8. 0Hz. 1H) 8.10 fa, 1H) 8.12 (d. J =2. 4Hz. 
1H) 




&mm\ d) izmm<DJ5m-?2-joh*is-z-[4-* h*->-3-(i[(i-*^;u-iH-2-< 

'H-NMR (DMS0-d 6 ) 6:1.03 (t. J=6. 8Hz. 3H) 2.83 (dd. J =7. 2. 14. 0Hz, 1H) 2.91 (dd. 
J=4. 8. 14. 0Hz. 1H) 3. 30 (dq. J=6. 8. 9. 6Hz. 1H) 3. 50 (dq. J=6. 8. 9. 6Hz. 1H) 
3. 74 (s. 3H) 3. 84 (s. 3H) 3. 94 (dd. J=4. 8. 7. 2Hz. 1H) 4. 67 (d. J=5. 6Hz. 2H) 
.6. 35 (s. 1H) 6. 97 (dd. J=0. 8. 8. 0Hz. 1H) 7. 04 (d. J=8. 0Hz. 1H) 7. 09 (dd. J=0. 8. 
8.0Hz. 1H) 7. 31 (dd. J=2. 0, 8.0Hz. 1H) 7.39 (d. J=8. 0Hz. 1H) 7.46 (d. J =8. 0Hz. 
1H) 7. 61 (d. J=2. 0Hz. 1H) 8. 57 (t. J=5. 6Hz. 1H) 
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»J8c) 



o 



o 




o 



zK-;U)-4-* h+y7x'JH- Mh+-/7'o/VX-h€ifc 0 

■H-NMR (CDC 1 3 ) (5:0.95-1.07 (m. 2H) 1.16 (t, J=6. 8Hz. 3H) 1. 16-1.25 (m. 3H) 1.25 

(t. J=7. 2Hz, 3H) 1. 50-1. 80 (m. 6H) 2. 98 (dd. J=8. 0, 14. 0Hz. 1H) 3. 04 (dd, J=4. 8. 

14. OHz, 1H) 3. 30 (t. J=6. 4Hz. 2H) 3. 34 (dq, J=6. 8, 9. 2Hz, 1H) 3. 61 (dq, J=6. 8. 

9.2Hz, 1H) 3.94 <s, 3H) 4.01 (dd. J=4. 8. 8.0Hz. 1H) 4.18 (q, J=7. 2Hz. 2H) 6.87 

(d. J=8. OHz. 1H) 7.37 (dd. J=2. 4. 8.0Hz, 1H) 7.90 (m, 1H) 8.08 (d. J=2. 4Hz, 

1H) 



mmm\ d) tmrn^mx-i- (3-ik->^ n'v*->;i/*^;w y s j\ t> 

;H-4-* h^->"7x3i;H- 2-X^yyD/t>i5||fc. 

'H-NMR (DMS0-d 6 ) 6 : 0. 89-0. 95 (m. 2H) 1.03 (t. J=7. 2Hz. 3H) 1.14-1.20 (m. 3H) 
1.45-1.70 (m. 6H) 2.81 (dd. J=8. 0. 14. OHz. 1H) 2.90 (dd. J=5. 2. 14. OHz. 1H) 
3. 10 (dd. J=6. 4. 6. 4Hz. 2H) 3. 30 (dq, J=7. 2. 9. 6Hz. 1H) 3. 50 (dq. J=7. 2. 9. 6Hz. 
1H) 3.83 (s. 3H) 3.93 (dd. J=5. 2. 8.0Hz. 1H) 7.02 (d. J =8. OHz. 1H) 7.28 (dd. 
J=2. 4. 8.0Hz. 1H) 7.57 (d. J=2. 4Hz. 1H) 8.07 (t. J=6. 4Hz, 1H) 



o 



o 




mm 9 



H»J9a) 



o 



o 
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)Vfc-M 7i-JH ^d/VI- r-0. 25g33J:tfW&0. 12ml □ D^;UA8ml 13 

SaSl-^n/V-JWrnlKfiftBU SfifllD A 13mg£iD;l&. 

y^^-KttU ^-!J->-ll«X^;K2:l)*m»aJ:e)^?-;P 3-[4-;*b=^ 
->-3- ( ( [4- ( HJ y)V^ru^9)V) ^>-JM 7 5 y 1 y^~M -2-y°a 

'H-NMR(CDC1 3 ) d :0. 84 (t. J=7. 2Hz. 3H) 1.55 Uq. J=6. 8. 7. 2 Hz, 2H) 2.98 (dd, 
J=8. 0, 14.0Hz. 1H) 3.04 (dd. J =4. 8. 14,0Hz. 1H) 3.21 (dt. J=6. 8, 8. 8Hz. 1H) 
3. 53 (dt, J=6. 8. 8. 8Hz. 1H) 3. 73 (s. 3H) 3. 93 (s. 3H) 4. 02 (dd, J=4. 8. 8. 0Hz. 
1H) 4. 73 (d. J=6. 0Hz. 2H) 6. 91 (d, J=8. 0Hz, 1H) 7. 36 (dd, J=2. 4. 8. 0 Hz. 1H) 
7.47 (d. J=8. 0Hz. 2H) 7.59 (d, J=8. 0Hz, 2H) 8.10 (d. J=2. 4Hz, 1H) 8.29 (m, 
1H) 



* 9- )V 3- [4- ;* h * ~>-3- ( I [4- ( h U 7)VOr D * 9) M ^ >z?M 7 5 J 1 1) )W£ 
7xz;H-2-yo^yyo/Vl- bO. 18g^^^y-;i/2mHl^L, IN 

UvAOTl, ?t$££MEE@£LT3-[4-y h + y-3-(l[4-(h'J7MD^f 
;W^>y;H75 7l^;i/toH 7x-;U]-2-yD^^->7°OA*>mO. 15g£f#f Co 
'H-NMR (DMS0-d 6 ) <5 :0. 76 (t, J=7. 2Hz. 3H) 1.41 (tQ. J=6. 4. 7. 2Hz, 2H) 2.82 (dd. 
J=8. 0. 14.4Hz. 1H) 2.91 (dd. J=4. 8. 14. 4Hz. 1H) 3.17 (dt. J=6. 4, 9. 2Hz. 1H) 



mrnrnm 
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3.43 (dt. J=6. 4. 9.2Hz, 1H) 3.86 (s, 3H) 3.92 (dd, J =4. 8. 8.0Hz, 1H) 4.55 (d. 

J=6. OHz. 2H) 7.05 (d. J=8. OHz. 1H) 7.32 (dd. J=2. 4. 8.0 Hz, 1H) 7.52 (d. J=8. OHz, 

2H) 7.61 (d, J=2.4Hz, 1H) 7.68 (d. J=8. OHz. 2H) 8.78 (t. J=6. OHz, 1H) 

HiS^JlOa) 



mffiWV a) tmWLOXmT**^ 2-^ [4-/ y-3- ( I [4- ( h 'J 7^ 

•H-NMR (CDC1 3 ) 5:0.84 (t, J =7. 2Hz, 3H) 1.25-1.32 (m, 2H) 1.46-1.55 (m. 2H) 2.98 
(dd. J=8. 0, 14.0Hz, 1H) 3.04 (dd. J=4. 8, 14.0Hz. 1H) 3.25 (dt. J=6. 8, 8. 8Hz. 



8.0Hz. 1H) 4.73 (d. J =6. OHz. 2H) 6.91 (d. J=8. OHz. 1H) 7.35 (dd, J=2. 4, 8.0 

Hz, 1H) 7.47 (d, J=8. OHz. 2H) 7.59 (d. J=8. OHz. 2H) 8. 10 (d. J=2. 4Hz. 1H) 8.29 
(m. 1H) 
Hi£#J10b) 



mm#m) £.mm<Dj5&T~i-7h*i'-z-{A-* i^->-3-(|[4-(hj ^jm-d* 
^;w^>> ? ;H7=yi^;i/#-;u) yn^>m.^mtco 

'H-NMR (DMS0-d 6 ) <5 :0. 77 (t. J=7. 2Hz. 3H) 1.15-1.25 (m. 2H) 1.32-1.41 On, 2H) 
2.82 (dd, J=8.4. 14. OHz. 1H) 2.91 (dd, J =4. 8. 14. OHz. 1H) 3.20 (dt. J=6. 4. 
9.2Hz. 1H) 3.46 (dt. J=6.4. 9. 2Hz. 1H) 3.86 (s. 3H) 3.90 (dd. J=4. 8. 8. 4Hz. 
1H) 4. 55 (d. J=6. OHz. 2H) 7. 05 (d. J=8. OHz. 1H) 7. 32 (dd. J=2. 4. 8. 0 Hz. 1H) 
7.52 (d. J=8. OHz. 2H) 7.61 (d. J=2. 4Hz. 1H) 7.68 (d. J=8. OHz. 2H) 8.77 (t. 
J=6. OHz. 1H) 




1H) 3.55 (dt. J=6. 8. 8. 8Hz. 1H) 3.73 (s. 3H) 3.93 (s. 3H) 4.01 (dd. J =4. 8. 
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mrnmn 
mmmwa) 




mffi&M a) tmm(Dl5m-T:*3 L )l 2-->?d^>-;M-^>-3-[4-^ b*~>-3- 
(|[4-(h'J7Mo^ =5-) V) 1 > i?M TS.y\t) )V^~)V) 7 x —M ^O/Vl- 

■H-NMROClj) 6 :0. 80 (dd. J=6. 4, 16. 0Hz. 1H) 1.08-1.90 (m. 9H) 2.96 (dd, J=8. 0, 
14. 0Hz. 1H) 3. 02 (dd, J=4. 8. 14. 0Hz, 1H) 3. 14-3. 21 (m, 1H) 3. 73 (s, 3H) 3. 93 
(s, 3H) 4.10 (dd. J=4. 8, 8.0Hz, 1H) 4. 73 (d, J=6. 0Hz. 2H) 6.91 (d. J=8. 0Hz, 
1H) 7. 36 (dd. J=2. 4. 8. 0 Hz. 1H) 7. 47 (d. J=8. 0Hz. 2H) 7. 59 (d. J=8. 0Hz. 2H) 
8. 10 (d, J=2. 4Hz. 1H) 8. 29 (m. 1H) 



'H-NMR (DMS0-d 6 ) <5 : 0. 75 (dd. J=6. 4, 16. 0Hz, 1H) 1.00-1.71 (m. 9H) 2.78 (dd, 
J=8. 0, 14. 0Hz. 1H) 2. 89 (dd. J=4. 8. 14. 0Hz, 1H) 3. 18-3. 23 (in. 1H) 3. 86 (s, 
3H) 4.03 (dd. J=4. 8. 8.0Hz. 1H) 4.55 (d. J=6. 0Hz. 2H) 7.05 (d. J=8. 0Hz, 1H) 
7.33 (dd. J=2.4. 8. 0 Hz. 1H) 7.52 (d.. J=8. 0Hz. 2H) 7.63 (d. J=2. 4Hz. 1H) 7.67 
(d. J=8. 0Hz. 2H) 8.77 (t. J=6. 0Hz. 1H) 




mm\2 
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O 



o 




O^CF 3 



^>y;H75;)^)M-;W yjL'M-2- (2, 2, 2-MJ 7)V*U3L h^ri/) 7°un 

•H-NMR (CDC1 3 ) <5 : 3. 04 (dd. J=8. 0. 14. 0Hz. 1H) 3. 15 (dd. J=4. 8, 14. OHz, 1H) 3. 67 
(dd, J=8. 8. 12.0Hz. 1H) 3.73 (s, 3H) 3.93 (s. 3H) 4.03 (d, J=8. 8. 12. OHz. 1H) 
4.20 (dd. J=4. 8. 8. OHz. 1H) 4.73 (d. J=6. OHz. 2H) 6.91 (d. J=8. OHz. 1H) 7.36 
(dd. J=2.4. 8.0Hz. 1H) 7.47 (d. J=8. OHz, 2H) 7.59 (d. J=8. OHz. 1H) 8.10 (d. 
J=8. OHz. 2H) 8.29 (m. 1H) 



M7^J\t})Vi£-)V) 7jl~M -2- (2. 2. 2-hU7Moih + y) ^P/Ol^ 

'H-NMR (DMS0-d 6 ) 6 :2. 92 (dd. J=8. 0. 14.0Hz. 1H) 3.01 (dd. J=4. 8. 14. OHz. 1H) 
3.87 (s. 3H) 4.03 (dd. J=8. 8. 12. OHz. 1H) 4.11 (d. J =8. 8. 12. OHz, 1H) 4.26 
(dd. J=4. 8. 8.0Hz. 1H) 4.55 (d. J=6. 4Hz. 2H) 7.06 (d. J=8. OHz, 1H) 7.31 (dd. 
J=2. 4. 8.0Hz, 1H) 7.52 (d, J=8. OHz, 2H) 7.61 (d, J=2. 4Hz. 1H) 7.68 (d. J =8. OHz. 
2H) 8.78 (t, J=6. 4Hz. 1H) 



o 



o 




J&#ll3a) 



0 



o 
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a) tmmo^&T't^JV 2-<V7> + y-3-[4-^ h + i>-3- ( I [4- ( h U 

•H-NMR(CDC1 3 ) a :0. 82 (d. J=6. 4Hz, 6H) 1.80 (tq. J=6. 4. 6. 4Hz, 1H) 2.98 (dd. 
J=8. 0. 14. 0Hz. 1H) 2. 99 (dd, J=6. 4, 8. 8Hz. 1H) 3. 04 (dd, J=4. 8. 14. OHz. 1H) 
3. 36 (dd, J=6. 4, 8. 8Hz, 1H) 3. 72 (s, 3H) 3. 93 (s. 3H) 4. 00 (dd. J=4. 8, 8. OHz. 
1H) 4.73 (d. J=6. OHz, 2H) 6.91 (d. J=8. OHz. 1H) 7.36 (dd. J=2.4. 8. 0 Hz, 1H) 
7.47 (d. J=8. OHz. 2H) 7.59 (d. J=8. OHz, 2H) 8.10 (d. J=2. 4Hz. 1H) 8.29 (m. 
1H) 



mmm%) hmmox&^-i w-* h^->-3- ( i [4- ( h u yjv^r 

'H-NMR (DMS0-d 6 ) 6 :0. 74 (d. J=6. 4Hz, 6H) 1.67 Uq, J=6. 4. 6. 4Hz. 1H) 2.82 (dd, 
J=8. 0, 14.4Hz. 1H) 2.92 (dd. J=4. 8. 14. 4Hz. 1H) 2.96 (dd. J=6. 4. 8. 8Hz. 1H) 
3. 26 (dd. J=6. 4. 8. 8Hz. 1H) 3. 86 (s. 3H) 3. 90 (dd. J=4. 8. 8. OHz. 1H) 4. 55 (d. 
J=6. OHz. 2H) 7. 04 (d. J=8. OHz. 1H) 7. 32 (dd. J=2. 4. 8. OHz. 1H) 7. 51 (d. J=8. OHz. 
2H) 7.62 (d. J=2. 4Hz. 1H) 7.67 (d. J=8. OHz. 2H) 8.76 (t. J =6. OHz. 1H) 

mmm\4 



~fX'20^mmWLtc^ 4-* h*^-3--hD^>X7JUxk KO. 88g£jQ*., 
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)V (9:1) m\tittm& 0 V7°o#^i/-3- (4-* h^->-3-x h07x~ 

M -2-70/VX- hO. 85g*E-Zjgi;»5T^fc. 

'H-NMR(CDC1 3 ) 6 :1. 17+1. 37 (t. J=6. 0Hz. 3H) 1.27+1. 31 (d. J=6. 0Hz. 6H) 

3. 94+3. 98 (s. 3H) 4. 17+4. 28 (q, J=6. 0Hz. 2H) 6. 10+6. 88 (s. 1H) 7. 00+7. 06 (d. 

J=8. 0Hz, 1H) 7.40+7. 91 (dd. J=8. 0. 2.0Hz, 1H) 7. 75+8. 37 (d, J=2. 0Hz, 1H) 



x^ju-2-< V7"d^ ->-3- (4-^ h * ?>-3-x h n 7 olx;W -2-:/o / x— 
hO. 85g^x^y-;n5minit^b, iw^^^o^mmo. 3g£Jn*.. tK^#h^;t 
T-4^^bfc 0 M«^j©b^^^£Eg5febfe^ ^ffi^->';*y;i/^^A 

i/o? h^^^^-fc#L, ^1+>-gmx^M6:l)^ffi:5*iIIckDx^;i.-3M3^ 
75 7-4-^h+y7i =.)V) -2— f V 7 □ tH* > ^ o y \j x- h 0. 72g£#£o 
'H-NMR(CDC1 3 ) 6 A. 00 (d, J=6. 0Hz, 3H) 1. 15 (d, J=6. 0Hz, 3H) 1. 24 (t. J=6. 0Hz. 
3H) 2. 83 (m. 2H) 3. 50 (dq, J-6. 4. 6. 4Hz. 1H) 3. 81 (s, 3H) 4. 00 (dd, J=8. 4. 
4. 8Hz. 1H) 4. 17 (q. J=6. 0Hz, 2H) 6. 60 (dd, J=8. 0, 2. 0Hz. 1H) 6. 67 (d. J=2. 0Hz. 
1H) 6. 70 (d. J=8. 0Hz. 1H) 
HJ£#J14c) 



X^-3- (3-7$; -4-^ H + ->7x-;H -2-f V7'o^y7'D;t/X-h 
0. 3g£ (a. a, a-hU7^tD-p-hUJWStifl. 218g£7 : -h^t KD7^>7mHl 
*«?U ^^Xjl/^S^^Z-^O. 22gi h>jx^^7 5>0. 23ml^JD^., 50*0 
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nm. ^y'j* ¥M 7^D7h^77^-c#u y-mm^iv (6 : 1 ) i§ 

tB^iSJ: 9X^;i/-2-f 7 yD**>--3-[4-* h^->-3- (4- h 'J 7;U^P^^JP7 

'H-NMR (CDC1 3 ) <5 :0. 95 (d. J=6. 0Hz. 3H) 1. 10 (d. J=6. 0Hz. 3H) 1. 22 (t. J=7. 2Hz. 
3H) 2. 83 (dd. J=14. 0. 6.0Hz. 1H) 2. 93 (dd, J=14. 0, 4. 4Hz. 1H) 3. 48 (da, J=6. 0. 
6.0Hz, 1H) 3. 73 (s. 3H) 3. 78 (s, 2H) 4. 02 (dd. J =7. 6. 4. 4Hz. 1H) 4. 15 (a. 
J=8. 0Hz. 2H) 6. 72 (d. J=8. 0Hz. 1H) 6. 91 (dd. J=8. 0. 2.0Hz. 1H) 7. 46 (d. 
J=8. 0Hz. 2H) 7. 64 (d. J=8. 0Hz. 2H) 7. 73 (s, 1H) 8. 24 (d. J=2. 0Hz, 1H) 



x^JW2— T V7'D*+y-3-(4-^ h*i>-3- (4- h U 7 )l*n *^)V7 ^~)V7 
-k^T^y) 7i-;H7'a/VX-h0. 34g^x^y-;U5mHw^L, h^mt 
T^MJ^AO. 28ml£3)nA, ^T'4B#F^iI^Lfc. £jfrg-£r 425 £ U lNi&^T- 

-7AT'^b, &J«£Mffig5feLT2-<V:7 0 O7^>-3-(4-y h * ->-3- I [2- (4- h 
U 7)\>*n*^)V) y^~M T.±^M 75 7) 7 3L-)V7'urt>m. 28g£#7c 0 
'H-NMR (CDCI3) 6 : 1. 06 (d, J=6. 0Hz. 3H) 1. 15 (d, J=6. 0Hz. 3H) 2. 89 (dd. J=14. 0. 6. 0Hz. 
1H) 3. 06 (dd. J=14. 0. 4. 4Hz. 1H) 3. 58 (dq. J=6. 0. 6.0Hz. 1H) 3. 75 (s. 3H) 3. 80 (s. 
2H) 4. 13 (dd. J=7. 6. 4. 4Hz. 1H) 6. 74 (d. J=8. 0Hz. 1H) 6. 90 (dd. J=8. 0. 2.0Hz. 
1H) 7.48(d. J=8. 0Hz. 2H) 7. 65 (d, J=8. 0Hz. 2H) 7. 73 (s. 1H) 8. 26 (d. J=2. 0Hz. 1H) 




o 
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|[2- (5-^^;U-2-7x-JW-l, 3-**1>-»/U;U-4-f JW 757) 7x- 

'H-NMR (CDCI3) 6 :0. 96 (d, J=6. OHz, 3H) 1. 13 (d. J=6. OHz. 3H) 1. 24 (t. J=7. 2Hz. 
3H) 2. 40 (s. 3H) 2. 87 (dd, J=14. 0. 8. 8Hz. 1H) 2. 95 (dd. J=14. 0. 8. 8Hz. 1H) 
3. 50 (dq, J=6. 4. 6. 4HZ, 1H) 3. 63 (s. 2H) 3. 75 (s, 3H) 4. 04 (dd, J=8. 4. 4. 8Hz. 
1H) 4.17(q. J=7. 2Hz, 2H) 6. 73 (d, J=8. OHz. 1H) 6. 90 (dd. J=8. 0. 2.0Hz. 1H) 
7. 47 On. 3H) 8. 08 (in. 2H) 8. 33 (d, J=2. OHz. 1H) 9. 42 (s. 1H) 
H5£0J15d) 



mmmiA d) ^mm^mz^o, 2--r v^d^^->-3-(4-^ h3r->-3-i(2-(5- 

•H-NMR (CDC 1 3 ) 5 : 1.07 (d, J=6. OHz. 3H) 1. 15 (d. J=6. OHz. 3H) 2. 40 (s. 3H) 
2. 89 (dd. J=14. 0. 8. 8Hz, 1H) 3. 09 (dd, J=14.0, 8. 8Hz. 1H) 3. 58 (dq. J=6. 4. 
6. 4HZ. 1H) 3. 63 (s. 2H) 3. 75 (s. 3H) 4. 14 (dd. J=8. 4. 4. 8Hz. 1H) 6. 75 (d. 
J=8. OHz. 1H) 6. 88 (dd. J=8. 0. 2.0Hz. 1H) 7. 46 (m. 3H) 8. 08 (in. 2H) 8. 33 (d. 
J=2. OHz. 1H) 9.46(s. 1H) 

M^J16a) 

1 O O 



JL^)V2- (^X3^*7.*U;U) -2--f V^DfcfJl/T-t^- hi. 6g£xh^t h'D 
TT30#f B 1 flt# Lfc^ tert-7*^;b5-*;U5;i/-2-^ h^y^>yi- h 1. 2g^riP 
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(3:1) ^tb^-@<fc 0 tert-7*^JU5- (3-x 
+ V-l-yD^r;W-2-^ h*->^>V*X-H. 5g£E-ZiSi;DTf*fc. 
'H-NMR(Z- isomer. CDC1 3 ) 6:1.28 (d. J=6. 4Hz. 6H) 1.36 (t. J=7. 2Hz. 3H) .1. 59 (s. 
9H) 3.91 (s. 3H) 4.29 (a, J=7. 2Hz. 2H) 4.41 (sept. J=6. 4Hz. 1H) 6.92 (d. J=8. 0Hz. 
1H) 6.96 (s. 1H) 7.85 (dd. J=2. 4. 8.0Hz. 1H) 8.26 (d. J=2. 4Hz. 1H) 

o o 



lert-Zf^JM- (3-1 V ^o#^y-3-t+y-l-^n^-;i/) -2-* h 

^->^>V*3i— hO. 3g£^Da^>2. 5ilfc*«?U MThU 7)V*nW?m. 
1. 2ml*JPA, *©££*?&T2l$raS#Lfc. frfc^mz h;WX>30ml$rinA^ 

7-r-f:#L, ^U^-BWfcX^W (2:1) ^tli^jijcfc 9 5- [ (Z) V 
7° □ tf* ->-3-^"^ 7-1 - y □ ^ x ;H -2-* h * ->3eJ&#ffe65mg* ^fc. 
'H-NMR (CDC1 3 ) 5 : 1. 30 (d. J=6. 4Hz. 6H) 1.36 (t. J=7. 2Hz. 3H) 4.09 (s. 3H) 4.29 
(q. J=7. 2Hz. 2H) 4.47 (sept. J=6. 4Hz. 1H) 6.96 (s. 1H) 7.05 (d. J=8. 0Hz. 1H) 
8.18 (dd. J=2. 4. 8.0Hz. 1H) 8.57 (d. J=2. 4Hz. 1H) 



5- ( (E) -3-x h * «>-2— r V 7* □ ^-3-** V - 1 -7* a ^XJH -2- * S * 
&$B£65mg £ 4- (h'J7Mo/ ^>^JU7' 5 >37mg£N. N-i/^ ^)V^)VM, 
7S KlmlfCig^U 7R^T->7y*X^>^^x^;U33MK h U X3^W7 5 >30p1 





no 



WO 01/25181 



PCT/JPOO/06788 



irV-^-mm^fris-.tifetiiftm^K)^^ (Z) -2— r vya#^y-3-[4-^ 

->-3- ( I [4- ( h u 7JP^-o^5 1 ;W^>> f ;H7$yi #;i/#x;w 7x~;H-2-yo 
^/x- b77mg£t#fc 0 

'H-NMR(CDCIj) 5 : 1. 30 (d. J=6. 4Hz, 6H) 1.36 (t, J =7. 2Hz, 3H) 3.97 (s. 3H) 4.29 
(q, J=7. 2Hz, 2H) 4.47 (sept. J=6. 4Hz. 1H) 4.75 (d. J=6. 0Hz, 2H) 6.99 (d. J=8. 0Hz, 
1H) 7.01 (s, 1H) 7.47 (d, J=8. 0Hz, 2H) 7.60 (d, J=8. 0Hz. 2H) 8.12 (dd. J=2. 4. 
8.0Hz. 1H) 8.18 (id, 1H) 8.57 (d. J=2. 4Hz. 1H) 



O O 




X^;i/ (Z)-2— T V:/p^4^>-3-[4-* S^y-3-(l(4-(HJ7J^D^5 1 JH^ 
> *?M 75 7)* 7x"JH -2-7*0^; X- h 77mg£ J -;W2ml \Z 

m^vimi- h u OAx^mv. mm^mm^Lx (z) -2— < yyo#^y-3-[4-/ 

h * S/-3- (|[4-(hU7J^n7 ^ > 5?JH 7 5 J \ t> )V#-)V) 7 x XJU] -2- 
:?*o^>&44mg£4#fc. 

'H-NMR (DMS0-d 6 ) <5 : 1.17 (d. J=6. 4Hz, 6H) 3.90 (s, 3H) 4.46 (sept. J=6. 4Hz. 1H) 
4.56 (d. J=6. 4Hz. 2H) 6.90 (s. 1H) 7.15 (d, J=8. 8Hz, 1H) 7.53 (d. J=8. 0Hz. 
2H) 7.68 (d, J=8. 0Hz. 2H) 7.87 (dd. J=2. 4. 8. 8Hz. 1H) 8.30 (d. J=2. 4Hz. 1H) 
8.82 (m. 1H) 

mmmn 

M»J17a) 
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'H-NMR(CDC1 3 ) 6 : 1. 15+1. 35 (m. 6H) 2. 45+2. 53 (q. J=6. OHz, 2H) 3. 95+3. 98 (s, 3H) 
4. 18+4. 27 (d. J=6. OHz, 2H) 6. 52+7. 53 (d. 1H) 7. 01+7. 11 (d. J=8. OHz, 1H) 
7. 44+7. 55 (dd. J=8. 0. 2.0Hz, 1H) 7. 79+7. 89 (d. J=2. OHz. 1H) 



'H-NMR(CDClj) 6 :0. 88 (t. J=6. OHz, 3H) 1. IT ft. J=6. OHz. 3H) 1. 56 Cm. 2H) 
2. 52 On, 1H) 2. 59 (dd. J=13. 5. 7. OHz. 1H) 2. 80 (dd, J=13. 5. 8. OHz, 1H) 3. 81 (s. 
3H) 4. 08 (a. J=6. OHz. 2H) 6. 50 (dd. J=8. 0. 2.0Hz. 1H) 6. 54 (d. J=2. OHz. 1H) 
6. 68 (d. J=8. OHz, 1H) 



mmm\4 c) ^mmo^mx-^ji 2- w-* h+y-3-i[2-(5-^fjH-7x-ji, 

-1. 1-**^J-)V-A--1 )V) 7±*M TS.y}^>i^M 7? J X- h fe»fc. 
'H-NMR (CDCI3) <5 :0. 89 (t. J=6. OHz, 3H) 1. 18 (t. J =6. OHz. 3H) 1.58 (in. 2H) 
2. 56 (m. 1H) 2. 68 (dd, J = 1 3. 5, 7. OHz. 1H) 2. 88 (dd. J= 1 3. 5. 8.0Hz. 1H) 3. 63 (s. 
2H) 3. 74 (s. 3H) 4. 08 (q. J=6. OHz. 2H) 6. 71 (d. J=8. OHz. 2H) 6. 79 (dd. J=8. 0. 
2.0Hz. 2H) 7.46(id, 3H) 8. 07 (m. 2H) 8. 25 (d. J=2. OHz. 1H) 9. 40 (bs, 1H) 
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'H-NMR (CDC1 3 ) 6 :0. 94 (t. J=6. OHz. 3H) 1. 60 (m, 2H) 2. 61 (m. 1H) 2. 72 (dd, 

J=13. 5. 7.0Hz, 1H) 2. 90 (dd, J=13. 5, 8.0Hz. 1H) 3. 62 (s, 2H) 3. 74 (s. 3H) 

6. 73 (d, J=8. OHz, 2H) 6. 83 (dd, J=8. 0. 2. OHz, 2H) 7. 46 (m. 3H) 8. 06 (m. 2H) 
8. 26 (d. 1=2. OHz, 1H) 9. 40 (bs, 1H) 




i 



mffimn c) tmmo^mx^^M- (4-* h^>-3- 1 [2- iZ-7)l*n-4- h'J7 

■H-NMR (CDC 1 3 ) 5 :0. 88 (t. J=6. OHz, 3H) 117 (t. J=6. OHz, 3H) 1. 58 (m. 2H) 
2. 54 (m. 1H) 2. 67 (dd. J=13. 5. 7. OHz. 1H) 2. 86 (dd. J=13. 5. 8. OHz. 1H) 3. 77 (s. 
2H) 3. 79 (s. 3H) 4. 08 (q. J=6. OHz. 2H) 6. 73 (d, J=8. OHz. 1H) 6. 83 (dd. J=8. 0. 
2. OHz. 1H) 7. 24 (m. 2H) 7. 61 (t. 1=7. 5Hz. 1H) 7. 77 (bs. 1H) 8. 17 (d. J=2. OHz. 
1H) 



££M18d) 




l 



H«J 1 7 d) £ m&OJj & T2- (4-* h * ->-3- I [2- (3- 7 □ -4- hU7 JM" □ 
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•H-NMR (CDC 1 3 ) a :0. 93 (t. J=6. OHz. 3H) 1. 59 (id. 2H) 2. 59 (1, 1H) 2. 70 (dd. J=13. 5, 
7.0Hz. 1H) 2. 89 (dd. J=13. 5, 8.0Hz. 1H) 3. 70+3. 77 (s. 2H) 3. 79+3. 81 (s. 3H) 



J=10,5Hz. 1H) 7. 60 (t. J=7. 5Hz. 1H) 7. 78 (bs. 1H) 8. 17 (d. J=2. OHz. 1H) 

mmm\9 



5- [2- (ih4y*M-JH y'^-M -2-* h^ri'&M.WMO. 50g£-x h z> h F □ 
y 5 >8ml \zmm U tK^TT^ o d 20ml43cfc^ h U x^7 5 > 

0. 29mi^unx.fco Kfomz*ftTT~\mmm.wvtz'&, ^m^m^>vtz B m%tz 
M7k#u 7K10 i&^zsykmitfr'ymjr.hvyy&mmg&mx., mwc^mmmw 
istco K^mz7i<^m?i. mm^jiT^tavtzo waji£t&?n:gt:&7kTi5fc^u 

□ ?h^77^-l:ftU ^^Ir-^gtmx^KSiD^til^iijctDx^;!/ 2-[3- 
(t h*o^>-*5P;H-4-* h^y^>yJl/]7*^yx-h0. 47g£#7c„ 
'H-NMR (CDC 1 3 ) 6 : 0.90 (t. J=7. 2Hz. 3H) 1.17 (t. J=6. 8Hz. 3H) 1.50-1.64 (m. 2H) 
2.51-2.57 (m. 1H) 2.68 (dd. J=6. 8, 14. OHz. 1H) 2.87 (dd. J=8. 0. 14. OHz. 1H) 
3. 84 (s. 3H) 4. 04-4. 10 On. 2H) 4. 65 (s. 2H) 6. 78 (d. J=9. 2Hz. 1H) 7. 05 (d. 
J=9. 2Hz, 1H) 7. 07 (s. 1H) 



X^;U 2-[3-(t Ko*->*3MH-4-* h^->^>v 5 ;W 7'5> J X- hO. 47g£ h 
;i/X > 6ml I:: i£8?U 7^b^7iX;i/^7.^U;U0. 54ra 1 43 £ 1/^7 If h'v^o 
[5.4. 0]^>^-t>0. 37ml ^tJD^_> ^Ti6Ptr^#L7Co J R^tC7K^SnA, ^ 
^x^T^ttiLfCo ^JI£^fQ:£^7K-ln5fc?£U MTK^T^'^i/^ AT^i 



6. 74 (d. J=8. OHz. 1H) 6. 86 (dd. J=8. 0. 2. OHz. 1H) 7. 17 (d. J=8. OHz. 1H) 7. 22 (d. 
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tt>-&WL±3 L )l> (5:1) mihftW£ 9 1- 15- [2- (X f^M -2- 

* h M -1. 2- h U 7 If yl>-2--( £A0. 47g£#fc. 

■H-NMROClj) 5 : 0.90 (t. J=7. 2Hz. 3H) 1.17 (t, J=6. 8Hz. 3H) 1.50-1.64 (m, 2H) 

2.51-2.57 (m. 1H) 2.68 (dd, J=6. 8. 14.0Hz. 1H) 2.87 (dd, J =8. 0, 14. 0Hz, 1H) 

3.82 (s. 3H) 4.02-4.12 (m. 2H) 4.30 (s. 2H) 6.81 (d. J=8. 0Hz, 1H) 7.03 (s. 

1H) 7. 11 (d, J=8. 0Hz. 1H) 

ISit#J19c) 

l- 15- [2- (x h*->:&;i/#-;w zrj-M -2-* h*~>^> -l. 2- h U 7 if v 
X>-2--f V AO. 47g^-^ h7kh*077 >6ml tKO. 4ml & H U7i- 

fr-fcXy-OO. 55g£DD;i, ^T20P#PM^L.7Co ^^JE^feLTc^, g£ 

£ -> u # y 7A^D7h^77^-n#u mk^)v- ; —)v- h u 

;i/75X10:l:0. 1) ?gfcfci#IIiJ; DX3M1/ 2- [3- (7 5 7 -4-* h^->^>i/ 

;H 7'^;i- hO. 40g£#fco 

•H-NMR (CDC1 3 ) <5 :0. 90 (t, J=7. 2Hz. 3H) 1.17 (t. J=6. 8Hz, 3H) 1.50-1.64 (1, 2H) 
2.49-2.56 (m.. 1H) 2.67 (dd. J =6. 8. 14. 0Hz. 1H) 2.86 (dd. J=8. 0. 14. 0Hz. 1H) 
3. 77 (s. 2H) 3.81 (s. 3H) 4. 04-4.10 (m. 2H) 6.76 (d. J=8. 8Hz. 1H) 7.00 (d. 
J=8. 8Hz. 1H) 7. OKs. 1H) 




X^JU 2-[3-(7 5y/^JW-4-^ h^v^>-^;H 7'^yx-hO. 40g£4-(h 
V7)l*n*^)U)$:MMm. 29g£N. N-v^fJl,*;i/A7 5 K5mH::?$fl?U 
T->7y^7.*>^> ? x5 1 ;U0. 24mK h Ux^Jl/7^ >0. 21ml ZDUflfZo KfofeG 
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(3 : 1) ^ffitfiljc): 0 X5P^ 2- [4-/ h * ->-3- ( I [4- ( h U 7 JM- □ * ^ > y'-f 

;W 7 5 y l ^>> f ;u] 7* ;i- ho. 59 g£#£, 

•H-NMR (CDCI3) 6 :0. 91 (t, J=7. 2Hz. 3H) 1.16 (t, J=6. 8Hz. 3H) 1.50-1.67 (m, 2H) 
2. 49-2. 56 (m. ' 1H) 2. 68 (dd. J=6. 4. 14. OHz. 1H) 2. 86 (dd. J=8. 6, 14. OHz. 1H) 
3.86 (s. 3H) 4.01-4.10 (m. 2H) 4.61 (d. J=6. OHz, 2H) 6. 67-6. 72 (m. 1H) 6.81 
(d. J=8. OHz, 1H) 7. 08 (dd, J=2. 4, 8. OHz, 1H) 7. 13 (d. J=2. 4Hz. 1H) 7. 68 (d, 
J=8. OHz. 2H) 7.86 (d, J=8. OHz, 2H) 



)V 2- [4- * h * ->-3- ( I [4- ( h U 7 U * ^)V) O y*-T M 7 =i J 1 * 5 1 
;W ^>5>;H hO. 59g£x*/-;U5mHc:»«¥U lN*K<k^" H U 

2mi *i&7L. iox:-(:Ammmw^rz 0 u ?a vtcmmm 

*§&£«fl=S5fe bT2- [4-* h*->-3- ( I [4- ( h U 7 )V* n )V) ^> M 7 

5 y l *^;w ^>^H >^o. 50g^#fc 

'H-NMR (DMS0-d 6 ) 5 : 0. 80 (t. J=7. 2Hz. 3H) 1.39-1.46 (m. 2H) 2.33-2.40 fan. 1H) 
2.55 (dd, J=6. 4. 14. OHz. 1H) 2.72 (dd. J=8. 0. 14. OHz. 1H) 3.77 (s. 3H) 4.42 
(d. J=5. 6Hz. 2H) 6.88 (d. J=8. OHz. 1H) 7.01 (s. 1H) 7.03 (d. J =8. OHz. 1H) 7.85 
(d. J=8. OHz. 2H) 8.07 (d. J=8. OHz. 2H) 9.03 (t, J=5. 6Hz. 1H) 



^i£#J19e) 
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'H-NMR (CDC1 3 ) 6 :0. 97 (d, J=6. 0Hz. 3H) 1.15 (d. J=6. 0Hz, 3H) 1.24 (t. J=7. 2Hz. 
3H) 2.88 (dd. J=8. 4. 14.0Hz, 1H) 2.95 (dd, J=5. 2, 14. 0Hz, 1H) 3.50 (sept. 
J=6. 0Hz, 1H) 3.85 (s, 3H) 4.00 (dd, J=5. 2, 8. 4Hz. 1H) 4.11-4.21 (m, 2H) 4.65 
(d. J=6.4Hz, 2H) 6.79 (d. J=8. 8Hz. 1H) 7.14 (d. J=8. 8Hz. 1H) 7.15 (s, 1H) 



mmmm) tmm<Dj5&-?\- [5- (3-x y^o^y^v/o ¥M- 

2-* h^-^^y-yM-l 2- h U Tit* >?x>-2— f ^A^fc. 

'H-NMR (CDC 1 3 ) <5 :0. 96 (d. ]=6. 0Hz. 3H) 1.-15 (d, J=6. 0Hz, 3H) 1.25 (t. J=7. 2Hz. 

3H) 2.88 (dd, J =8. 8. 13. 6Hz, 1H) 2. 95 (dd, J =4. 8, 13: 6Hz, 1H) 3.50 (sept, 

J=6. 0Hz. 1H) 3.84 (s. 3H) 4.00 (dd. J=4. 8. 8. 8Hz, 1H) 4.15-4.21 (m, 2H) 4.32 

(s. 2H) 6. 83 (d. J=8. 0Hz. 1H) 7. 14 (d. J=2. 0Hz. 1H) 7. 20 (dd. J=2. 0. 8. 0Hz. 

1H) 



mmMWc) <hTO©^TX^;U3-[3-(7Sy ;*5P;W-4-* h^y7i^H- 

'H-NMR (CDC 1 3) 6 : 0.96 (d. J=6. 0Hz. 3H) 1.15 (d. J=6. 0Hz. 3H) 1.25 (t. J=7. 2Hz. 
3H) 2.88 (dd, J=8. 8. 13. 6Hz. 1H) 2.95 (dd. J =4. 8, 13. 6Hz. 1H) 3.50 (sept. 
J=6. 0Hz. 1H) 3.84 (s, 3H) 4.00 (dd, J =4. 8, 8. 8Hz. 1H) 4.15-4.21 (m. 2H) 4.32 
(s. 2H) 6. 83 (d. J=8. 0Hz. 1H) 7. 14 (d. J=2. 0Hz. 1H) 7. 20 (dd. J=2. 0. 8. 0Hz. 
1H) 

HJ£#l20d) 




M#l20c) 
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r 



C0 2 Et 



MMWm) tmm<D^mX'^JV 2--fV:/n3}^>-3-[4-* h=^->-3-(l[4- 

■H-NMR (CDC 1 3 ) 6 :0. 96 (d. J=6. 0Hz. 3H) 1.14 (d. J=6. OHz, 3H) 1.24 (t. J=7. 2Hz, 
3H) 2.88 (dd. J =8. 4. 14. OHz. 1H) 2.95 (dd, J =4. 8. 14. OHz. 1H) 3.51 (sept. 
J=6. OHz, 1H) 3.87 (s. 3H) 4.01 (dd. J =4. 8. 8. 4Hz. 1H) 4.12-4.20 (m. 2H) 4.62 
(d. J=6. OHz. 2H) 6. 65-6. 70 (m. 1H) 6. 82 (d. J=8. OHz. 1H) 7. 17 (dd. J=2. 0. 8. OHz. 
1H) 7. 22 (d. J=2. OHz. 1H) 7. 68 (d. J=8. 4Hz. 2H) 7. 86 (d. J=8. 4Hz. 2H) 

Q 

Jl«J20e) 



$mm 19e) £ IS|^©7jST2— f V 7°n #*->-3- [4-* h *->-3- ( I [4- ( h U 7)V 

'H-NMR (DMSO-dj) 5:0.78 (d, J=6. OHz. 3H) 0.93 (d. J=6. OHz. 3H) 2.68 (dd. J=8. 0. 

14.0Hz. 1H) 2.81 (dd. J=4. 0. 14. OHz. 1H) 3.41 (sept. J=6. OHz. 1H) 3.78 (s. 

3H) 3. 92 (dd. J=4. 8. 8. 4Hz. 1H) 4. 43 (d. J=6. OHz. 2H) 6. 88 (d. J=8. OHz, 1H) 

7. 07 (s. 1H) 7. 08 (d. J=8. OHz. 1H) 7. 85 (d. J=8. OHz, 2H) 8. 09 (d. J=8. OHz. 

2H) 9.06 (t. J=6. OHz. 1H) 

HMffJ21 

8&0!l21a) 
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i- (/ h=^->*^;u> -3- ( h >j ^>-t*>7. o g *ss*^x^;ux 

-T-;l'300mlK:£#U -1VCCS)W)V77-)WJ?-VJ* (2. 5M^-y->8«a 19ml £ 
*;i/A75 HlOml^in^-feo SJfc&Sr^i&ldMU *fc&*f, I*g&X5 1 ;i'TttttSU 

@j#«fc o l- (* h-^->^5^;u) -3- ( h u ^ji/^t K5. o g s 

•H-NMR (CDC1 3 ) <5 :3. 54 (s, 3H) 5. 35 (s. 2H) 7. 34 (d. J=8Hz. 1H) 7. 49 (s. 1H) 
7. 94 (d. J=8Hz. 1H) 10. 52 (s, 1H) 



OH O 




i-u h + -> ^ -3- ( h 'J 7 ; w □ / f ;H ^ >7 7;>t t K5. Og^y-feh 

>25mlfc»jfeU 6N^22ml^»n^fco £i&T3fl$|B]S:jS£li\ 7*£DD*.> K&X 
$g£g£U 2-t FP4y-4-(hU7MD^?Jl/K>^7;i/ft K4. 5g£)« 
'H-NMR (CDCI3) 6 :7. 2-7. 3 (m. 2H) 7. 70 (d. J=8Hz. 1H) 10. 0 (s, 1H) 1 1. 1 (s, 1H) 

mmm2\c) 
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H20Bifc**L, ?miti-hwi*m%mm 1. og^anA, isx-3o^ 

U->-fimx3\n/ (9:1) ititiP^ck 0 2-* h*~>-4- ( h U 7,1/^0*^) 7 
;i/rt K3. 0g£M6?Mftfc£LT»fc. 

'H-NMR (CDCl 3 j 6 :4. 00 (s. 3H) 7. 22 (s, 1H) .7. 29 (d. J=8Hz. 1H) 7. 93 (d. J=8Hz, 1H) 
10. 50 (s. 1H) 




2-* h*^-4-(V*)7)V*u*?-M^>y7)V^t K3. 0g£S>*?\>UyUl<3fc 
K50ml £: U >&x*3jt:f- h U 7A1. 6gzKJ8f£ (20ml) KJgtfU Milt h U 
^7A8.0g7K^fS(30iel)*«TLfc. iilT?3BIBISm 7k£an*_, gf^X^JU 

(3 : 7) £ 0 , 2-* b ^~>-4- ( MJ 7;M" □ * ^JU) ^1,180. 8 g 

'H-NMR (CDCI3) 6:4. 14 (s. 3H) 7. 29 (s, 1H) 7. 41 (d. J=8Hz. 1H) 8. 30 (d. J=8Hz. 1H) 

mmmzie) 
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2-* h * ->-4- ( h »J 7)1* u * &&Wm. 24 g £ x^Mt- 2-(3-(75y/ 
5F;W-4-* h^v-^>> ? ;Hy^yx-hO. 3g£«#ll9d) fctt*, iys#ll9e)«h 
IffUtMSU 2- [4-* h*">-3-(l[2-* h + ->4-(h'J7MD^^K> i ;'f 

'H-NMR (CDC1 j) <5 :0. 93 (t. J=7Hz. 3H) 1. 5-1. 7 On, 2H) 2. 5-2. 6 fan. 1H) 

2. 69 (dd. J=7. 14Hz. 1H) 2. 89 (dd. J=8. 14Hz. 1H) 3. 87 (s, 3H) 3. 98 (s. 3H) 

4. 62 (d. J=6Hz. 2H) 6. 80 (d. J=8Hz, 1H) 7. 08 (dd, J=2, 8Hz. 1H) 7. 16 (s, 2H) 7. 28- 

7. 34 (m. 1H) 8. 26-8. 40 On. 1H) 8. 36 (t. J=6Hz. 1H) 

mMM22 




2-* h3ris73L-)lffimS. 0g&i?pnn*?>20mUzmmL. xi&fc^li- 'J 

>14g£2jQ*_, MT12l$W«#Ujfc. ^^tTK^iPA, B1^x^;UT«fflU 

®5feLfc. *TttSbfcHflcS:^«l^^X5 t ;i'X--T-Jl/TiJfei»L, N-[4-(hU7MD 
/fW7x-jH-2-(2-/ h+->7x-jH 7th75 H8. Og Zm&mWt IT 

'H-NMR (CDC1 3 ) a :3. 73 (s. 2H) 4. 95 (s. 3H) 6. 98 (d, J=8Hz. 1H) 7. 00 (d. J=8Hz. 1H) 
7. 28-7. 35 On. 2H) 7. 50-7. 60 (in. 4H) 7. 91 (s. 1H) 
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1. OgZhVyfr^nmMlOmMzmfrL. ^\=Ht^l/>7-h^$>0. 46g£jtjn*., 

'H-NMR (CDClj) 6 : 3. 78 (s. 2H) 4. 00 (s, 3H) 7. 07 (d, J=8Hz. 1H) 7. 54 (d. J=9Hz. 2H) 
7. 57 (d, J=9Hz. 2H) 7. 85 (d. J=2Hz, 1H) 7. 83-7. 90 (m. 1H) 9. 91 (s. 1H) 
^^!l22c) 



N- [4- ( h U :7;U*n*3\>M 7xrM-2- (5-*;U5 ;u-2-* h+y7x-;H 7 
iih75 HO. 7gt2-*^*yy^>figX5 L ;H.6g*$!lafiflF!lla) £[sU££#U1U 
x^;W2-x^;w-3- (4-* H3f ~>-3- (2-3-^7-2- [4- ( h U 7 )V3rn 7x U 

J ] X5PJU 7 x XJW -2-^ □ ^ 7 X- h 0. 8g£^*ft*K#)<hLTf#fco 
'H-NMR (CDC 1 3 ) 6 : 1. 18 (t, J=7Hz, 3H) 1. 34 (t. J=7Hz. 3H) 2. 55 (q, J=7Hz. 2H) 
3. 74 (s. 2H) 3. 97 (s. 3H) 4. 26 (a. J=7Hz. 2H) 6. 99 (d. J=9Hz. 1H) 7. 34 (d. J=9Hz. 1H) 
7. 38 (dd. J=2. 8Hz. 1H) 7. 48-7. 62 (m. 5H) 7. 82 (s. 1H) 
HSS^J22d) 
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x^M-x^M" M"* h*->-3- l2-**V-2- [4- ( h >J ^M-opt^JW 7x 
U y]x^;H 7i->)H-2-^o^;i- hO. 3g££ti&0iJ]b) tH«l:iffllU, x^- 
;i/2-(4-^ H*'>-3- 12-** V;2- [4- ( h U 7 J^n ^f;H 7x'jy]x^;H^> 

'H-NMR(CDClj) 6 :0. 91 (t. J=7Hz, 3H) 1. 14 (t. J=7Hz. 3H) 1. 5-1. 8 (m, 2H) 2. 48- 

2. 60 (m. 1H) 2. 71 (dd, J=6, 14Hz, 1H) 2. 87 (dd, J =4. 14Hz. 1H) 3. 68 (s. 2H) 3. 91 (s, 3H) 

3. 95-4. 10 (id. 2H) 6. 86 (d. J=9Hz, 1H) 7. 09 (s, 1H) 7. 06-7. 12 (m. 1H) 
7. 5 1 (d. J=9Hz, 2H) 7. 56 (d. J=9Hz. 2H) 7. 94 (s. 1H) 

HJ60y22e) 



o 




X^JW- (4-* h * *>-3- 12-** V -2- [4- □ ;* 7- U 7 1 X^ 

M^OiPM ^71- hO. 3g£H5£0iJ19e) tlpJEHcBSU 2- (4-* H*->-3- 

i2-**y-2-(4-(hU7;u*o/^;n 7-u y]x^;n^>v;n ^>ko. iig 

•H-NMR (DMSO-dj) 

6 :0. 84 (t. J=8Hz..3H) 1. 46 (sept. J=8Hz. 2H) 2. 35-2. 60 (n. 1H) 

2. 57 (dd. J=6. MHz. 1H) 2. 74 (dd, J=8. 14Hz. 1H) 3. 61 (s. 2H) 3. 71 (s. 3H) 

6. 86 (d. J=8Hz, 1H) 7. 02 (s. 1H) 7. 03 (d. J=8Hz. 1H) 7. 64 (d. J=9Hz, 2H) 

7. 79 (d. J=9Hz, 2H) 10. 4 (s. 1H) 12. 1 (s. 1H) 
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Y 



OH 



yx-hO. 15g£:2-y ( h U 7Md ^IMO. 24g$HJI^I 

19d) izmt^MffiMW tmmizmWls, 2-^V7°n#*>>-3- h^>_ 3 _ ( [ (2 _ 

->-4- (hU7 ji/^- o y ^ > y-r ;H t s / 1 y t-m 7 j^-m y n a- > 

®?0. 15g£^fifa#^<hLT#£:o 

'H-NMR(CDC1 3 ) 6 : 1. 00 (d. J=6Hz. 3H) 1. 14 (d, J=6Hz, 3H) 2. 90 (dd, J=8. 14Hz, 1H) 

3. 03 (dd, J=4. 14Hz. 1H) 3. 56 (sept, J=6Hz, 1H) 3. 88 (s. 3H) 4. 00 (s. 3H) 

4. 08 (dd, J =4, 8Hz, 1H) 4. 63 (d. J=6Hz. 2H) 6. 81 (d. J=8Hz. 1H) 7. 14 (dd. J=2, 8Hz. 1H) 

7. 17 (s, 1H) 7. 22 (d. J=2Hz. 1H) 7. 32 (d, J=8Hz, 1H) 8. 30 (d, J=8Hz, 1H) 

8. 35 (t, J=8Hz, 1H) 
16^24 
§i|J£#J24a) 

F O O 



X^;i/ 3-[3-(7^y ^^;W-4-^ h^y7xZjH-2-fV7D^y7DA 
yx-hO. 15g£N. N-y^^MJI/AJS H5mHc^L, tT U >>>0. 2ml t.2-7 )V 
^□-4-(h <J 7J^o^fjHg|,Sii;DU F0. 24g£jQ*., ^i&T12l$W&JS 
EtftfKCTkfcflO*., 6t^x^;UT-«{±SL, fi&fn:ftig7.KT?ifci*&, &7KttB& 

7h^7^-l:ftU S^B?x^;u-^u-Xl:2)^ttJii»J:«3x5 1 ;i/ 2-<yy 
OTt^->-3- [4-y h^r->-3- ( I [l-7)V-*u-4- ( h U 7^0/^1 ^>*M M 

7s;l y^;u) 7iz;n 7d/vx- ho. 2g£gfcstfi«M*&£:U-a#fc. ein^ 
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0. 15g£$H£E#:<hLT*#fco 

'H-NMR(CDC1 3 ) 6 : 1. 00 (d. J=6Hz. 3H) 1. 15 (d. J=6Hz. 3H) 2. 91 (dd. J=8, 14Hz, 1H) 

3. 04 (dd, J=4. 14Hz. 1H) 3. 56 (sept. J=6Hz. 1H) 3. 87 (s. 3H) 4. 09 (dd. J=4, 8Hz. 1H) 

4. 64 (d. J=6Hz. 2H) 6. 82 (d. J=8Hz, 1H) 7. 16 (dd, J=2. 8Hz. 1H) 7. 22 (d. J=2Hz. 1H) 
7. 37 (d. J=12Hz. 1H) 7. 51 (d, J=8Hz. 1H) 7. 34-7. 5 (ra, 1H) 8. 22 (t, J=8Hz, 1H) 
HfiSffJ25 

§!H£0!l25a) 



4-t Ho+y^>>/hU7;i/tu Hi. ig*5J;^2-^ h^'v7 jc^^t ;m — 

-i^iifjp (io:i) mta^m^ k> i-y h*->-2- 12- [4- ( h u 7Ji^n 7 x 
x^;H^>if>i. 6g£#fc. 

'H-NMROCls) <5 : 3.14 (t, J=7. 2Hz. 2H) 3.85 (s. 3H) 4.20 (t. J=7. 2Hz. 2H) 
6.85-6.92 (m, 2H) 6.96 (d. J=8. 0Hz, 2H) 7.20-7.27 On, 2H) 7.51 (d. J=8. 0Hz. 
2H) 



1 - * h * S/-2- 12- [4- ( h U 7 o * J W 7 x y 4- ->] X^;H ^ >iz > 1 . 6g£ 
H«J22b) fcHfcKUfiSU 4-* h*~>-3-|2-[4-(H 'J 7Mo^fJM7x; + 

'H-NMR (CDC 1 3 ) <5: 3. 18 (t, J=7. 2Hz. 2H) 3.93 (s. 3H) 4.20 (t, J=7. 2Hz. 2H) 6.95 
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(d, J=8. OHz. 2H) 6. 99 (d. J=8. OHz, 1H) 7. 52 (d. J=8. OHz. 2H) 7. 78 (s. 1H) 7. 80 
(d. J=8. OHz. 1H) 9.89 (s, 1H) 

4-^ h*->-3-!2-[4-(HJ 7)V*u*3-)\,) 7iy + x]l5 : JH^>X7;i'Tk 

ho. wgzmmma) \zn^ . m.mm\b) tmmizmmv. x^2-(4-* b*->-3- 

'H-NMROClj) <5: 0.91 (t. J=6. 8Hz. 3H) 1.16 (t. J=7. 2Hz. 3H) 1.52-1.67 (m. 2H) 
2.48-2.56 (m. 1H) 2.67 (dd. J=6. 8. 13. 6Hz. 1H) 2.86 (dd. J=8. 4, 13. 6Hz. 1H) 
3.07 (t. J=7. 2Hz. 2H) 3.81 (s. 3H) 4.04-4.10 (m. 2H) 4.16 (t. J=7. 2Hz. 2H) 
6.77 (d. J=8. OHz. 1H) 6.96 (d. J=8. OHz, 2H) 7.00 (s, 1H) 7.01 (d. J=8. OHz. 
1H) 7.52 (d. J=8.0Hz. 2H) 
HJSM25d) 

X3^2- (4- ;* h * ->-3- 12- [4- (hU7 )V* D^fJH7xy + y] X^;M ^ > 
>>;)/) 7*^ /X-h0. 22g^H^J19e) tmmzWMX^, 2- (4-* h^i>-3-|2-[4- 
( h 'J 7)i*u *?-M y^j^-is] jl^M ^>s?;u) rf* >m. 20g£f#fc. 
'H-NMR(CDClj) 6 : 0. 95 (t. J=7. 2Hz. 3H) 1. 53-1. 67 On, 2H) 2. 52-2. 60 (in. 1H) 2. 69 
(dd. J=6. 8. 14. OHz. 1H) 2. 90 (dd. J=8. 0. 14. OHz. 1H) 3. 07 (t. J=7. 2Hz. 2H) 
3.81 (s. 3H) 4.16 (t. J=7. 2Hz, 2H) 6. 78 (d. J=8. OHz. 1H) 6.96 (d. J=8. OHz. 
2H) 7.02 (s. 1H) 7.03 (d. J=8. OHz, 1H) 7.52 (d, J=8. OHz. 2H) 

H ga Br 
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5-7*P^-2-^ h^>£,t«3.0g£g^J19a) tmmizmm U 5-7*d^-2-p< 

'H-NMR (CDCI3) 6 : 2. 20 (m, 1H) 3. 82 (s, 3H) 4. 64 (d, J=6. 0Hz, 2H) 6. 77 (d. J=8. 0Hz, 

1H) 7.37 (dd. J=2. 0, 8.0Hz. 1H) 7.52 (d, J=2. OHz, 1H) 

gWJ26b) 



5-yD^-2-^ h+y7i^W^;-M 8g£-xh^t F u 7 7 >Z0mUzmM 
U ^(h'J^MD/^H ^>i^;i/7*D 5 >*2. Gg&£tf7mfci- h >J r>A (60S?fi 
#0 0. 22g£SD;L, ^T16B$^Ji#bfec Kfomz^lMTL. VJL^)Vjl~^)VX' 

m^)\< (9:1) j^ffi^SJ: 04-^0^-1-^ h^->-2- ( I [4- ( h U ^;^D 
^>z?M *3\>W ^>-tf >1. 4g^#fc 0 

'H-NMR (CDC 1 3 ) 6 : 3.80 (s, 3H) 4.57 (s. 2H) 4.64 (s, 2H) 6.77 (d. J=8. OHz. 1H) 
7.37 (dd, J=2. 0. 8.0Hz. 1H) 7.50 (d. J=8. OHz. 2H) 7.52 (d. J=2. OHz. 1H) 7.61 
(d. J=8. OHz, 2H) 
Mig#J26c) 



■J^OAU. 5M^>^>i£$E)3. Oml£j!jQx.fc. SJt^^-78 e CT30^W^ L7c^ 

n-*;us;i^;i^u >o.45mi£;oa;^ -78t;Ti&3Mii#Lvto Kf^m\z\mm.^m 

L> A^y-i^iX^ (3: 1) i^tB^iSOct 04-> K^->-3- (K4-(hU7Mo^ 
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7M1> S JM ^>X7^rt KO. 42g£f#fc. 

'H-NMR(CDC1 3 ) 6 : 3.92 (s. 3H) 4.63 (s. 2H) 4.70 (s. 2H) 6.99 (d. J=8. 0Hz. 1H) 
7.51 (d, J=8. OHz, 2H) 7.62 (d, J=8. OHz, 2H) 7.84 (dd. J=2. 0. 8.0Hz, 1H) 7.98 
(d, J=2. OHz. 1H) 9.90 (s. 1H) 

mmmm 




b*5>-3-(l(4-(b U y)V^ru^)V)^>-JM^^-^] /fM^>X7JV 

^'t: Ho.42g^sifii^jia) mmmiw tmmizmwL, x^;u2-[4-* h^-> 

-3- ( I [4- ( h U 7 o ^ ?-)V) ^ >z?)V\ -» * =5-M ^ >>>;U] >^ ; x- h 
0. 33g£*#*io 

■H-NMRICDClj) 6 : 0. 91 (t, J=7. 6Hz. 3H) K 16"* (t. J=7. 2Hz. 3H) 1.52-1.68 (m, 2H) 

2. 50-2. 57 (m. 1H) 2. 70 (dd, J=6. 8. 14. OHz, 1H) 2. 88 (dd, J=8. 4. 14. OHz, 1H) 

3. 80 (s, 3H) 4. 01-4. 10 (m. 2H) 4. 57 (s, 2H) 4. 64 (s. 2H) 6. 78 (d, J=8. OHz. 
1H) 7. 06 (dd. J=2. 0. 8. OHz. 1H) 7. 19 (d. J=2. OHz. -IB) 7. 50 (d. J=8. OHz. 2H) 
7. 61 (d. J =8. OHz, 2H) 

HM#J26e) 




X3=- JU2- [4-^ h ->-3- ([[4-(h'J7Mo/ ^ > v^H ^ ~» 
^.>^;H^yx-hO. 33g^HSS^19e) <t|Wim{3MSL, 2- (4-* h=^->-3- 
( I [4- ( h U 7)V*u*?-)V) ^>~?M ^^->l ^>>>;H >m. 30g£ 

'H-NMR(CDClj) 6: 0.95 (t. J=7. 2Hz. 3H) 1.54-1.68 (m. 2H) 2.55-2.62 (m. 1H) 2.71 
(dd. J=6. 8. 13.6Hz. 1H) 2.92 (dd. J=8. 0. 13. 6Hz. 1H) 3.79 (s. 3H) 4.57 (s. 
2H) 4.63 (s. 2H) 6.78 (d. J=8. OHz. 1H) 7.08 (dd, J=2. 0. 8.0Hz. 1H) 7.21 (d, 
J=2. OHz, 1H) 7.49 (d. J=8. OHz. 2H) 7.61 (d. J=8. OHz. 2H) 
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4- ( h 'J 7 M u * 3-)V) &mmm. K + y / <>yJl'75 >4. Og£N. N- 

f/^^JU^;UA75 h* 100ml Ki£fl?U *1$Tzs7 y*X-fc>mz?^)l4. 8mK h 

^^-tcttU '\^>-^x^;K2:l)^tH^lii«tONl-(2-^ h*~>^>:x 

JH-4-(h'J7MD^fJH^>X75 KS. 7g£t#7c. 

'H-NMR (CDC1 3 ) 6 : 3. 89 (s. 3H) 4. 65 (d. J=5. 6Hz. 2H) 6. 70 (br, 1H) 

6. 92 (d. J=8. 4Hz. 1H) 6. 95 (t. J=7. 6Hz. 1H) 7. 28-7. 36 (m, 2H) 7. 68 (d. J=8. 4Hz. 2H) 

7. 86 (d. J =8. 4Hz, 2H) 
§^J27b) 



HI- (2-^ h=¥i^^>i^)l) -4- ( h "J 7Mo^fM^>X7$ K8. 7g£ h'J7 

;M-aw&20mn;:js#u ^\^-y-^^u>^h^s>3.9g^pA. 85*CT?3i$ra 

S^^ii-fco KrttffcfcMfcglU 7K«h§^mx^;U^SPA. SfC^TK^-^hU^ 

-?h?7yj-\zttL. ^*y->-mm^)i (2: n igtBp^ct dni- (5-*;i/S jw 

2-* h=^>^>>>JW-4-(h >J 7Mo^5 : JW^>775 H4. 2g£f#£i. 
'H-NMR (CDC 1 3 ) 6 : 3.99 (s. 3H) 4.72 (d. J=5. 6Hz, 2H) 6. 70 (br. 1H) 7.02 (d. 
J=8. 4Hz, 1H) 7.68 (d. J=8. 4Hz. 2H) 7.83-7.90 On. 4H) 9.89 (s. 1H) 
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o 



o 




o 



NH 



Nl-(5-^;ua;U-2-^ h + y ^ >yJH -4- ( h U 7 □ / f JH 'OXT $ HI. 5g 
£ MUX > 15m HC*gfi?U 2.4-^7VU> f >> ? ^->0. 52g, t'o U ^>36mg^J;r>' 
H^30mg£;bD*.> T r -<->7,^-^^^^LT2B#r^P«i3l^Ufe. Mi&£T*ft; 

%\'&, ffiitivtc&gk&mmis. mm^jvx-m^i^r^ ni-(5-K2.4- 

'H-NMR (DMS0-d 6 ) <5 : 3.90 (s, 3H) 4.47 (d. J=5. 6Hz. 2H) 6. 70 (br. 1H) 7.17 (d. 
J=8. 8Hz. 1H) 7.40 (s, 1H) 7.54 (d. J=8. 8 Hz. 1H) 7.70 (s, 1H) 7.87 (d, J=8. 0Hz, 
2H) 8. 13 (d. J=8. 0Hz, 2H) 9. 23 (t, J=5. 6Hz. 1H) 



2-^;^D-4-(h U 7 )lr*n &&mm. 5g£2-* h + y^>y^75> 

0. 9Og£§m0J27a) tmmzm^V. Nl-(2-* h *i/sOzS)U) -2-7)1* U-4-( b 
U7Mo/f;W^>X7S H2. 0g£»fc. 

'H-NMR (CDC 1 3) 6 : 3. 90 (s, 3H) 4.67 (d, J=4. 8Hz, 2H) 6.90-6.96 (m. 2H) 7.25- 
7.39 (in. 4H) 7.52 (d. J=8. 0Hz. 1H) 8.24 (t. J=8. 0Hz. 1H) 



N 1 - (2-* H * issOitM -I- 7 □ -4- ( h U 7 o ^ J-M ^ >X7 5 H 2. Og 
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-4-(hU7JI/^-n^^;W^>X7^ HI. lg£#fc. 

'H-NMR(CDClj) <5 : 4. 00 (s. 3H) 4. 72 (d, J=5. 6Hz, 2H) 7.03 (d. J=8. 0Hz, 1H) 

7. 32 (br. 1H) 7.40 (d. J=12. 0Hz. 1H) 7.53 (d. J=8. 0Hz. 1H) 7.84-7.88 (m. 2H) 
8.25 (t. J=8. 0Hz. 1H) 9.89 (s. 1H) 
mffiM2Sc) 




Nl- (5-*Jl^ )V-2-* h * > -2-y)U*u-4- ( h U 7)VJr u * =^M ^> 
XTS. HI. lg£H»J27c) tR*fcfflIU Nl- 15- [ (2. 4-^^V-l. 3-^7^7 
>-5--Y U ^» -2-* H^r->^>v?;W -2-7)V*u-4- ( H U 7.)V*u 

)W<>X7S. HO. 70g£#fc. . 

'H-NMR (DMS0-d 6 ) <5 : 3.89 (s, 3H) 4.45 (d. J=5. 6Hz. 2H) 7.18 (d. J=8. 8Hz, 1H) 
7.44 (d, J=2. 0Hz. 1H) 7.55 (dd. J=2. 0. 8. 8 Hz. 1H) 7.68 (d, J=8. OHz. 1H) 7.71 
(s, 1H) 7. 83-7. 90 (m. 2H) 9.02 (t. J=5. 6Hz. 1H) 




Nl- 15- [ (2. 4-yt+V-l,3-f7 , /7>-5-'f Ur» /3\>H-2-> h^->^>>> 
JW-4-(MJ7MD^f;W^>X7S HO. 55g£N. N-y^f Jl/*^A7= H20ml 
KKSBU i?02*mmQ. 60 gSrfiD*., 50^, 15kg/cm J tcl7lc*IJjDBET16^fWift 

>-^^x^;U (1 : 1) ?£ta#iiick ONI- (5- [ (2, 4-i^MrV-l. 3-^7 >-5— f ;W 
*tSM/]-2-.* h + y^>yJK-4-(h'J ^J^O^-^JU) ^>X75 HI. 2g£t# 7c 0 
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'H-NMR (DMS0-d 6 ) 6 : 2.99 (dd, J=9. 2. 17.5Hz. 1H) 3.28 (dd. J=4. 0. 17. 5Hz. 1H) 
3.79 (s. 3H) 4.42 (d. J=5. 6Hz. 2H) 4.79 (dd. J=4. 0. 9. 2Hz. 1H) 6.93 (d. J=8.4 
Hz. 1H) 7.08 (d. J=2. 0 Hz. 1H) 7.10 (dd. J=2. 0. 8. 4Hz. 1H) 7.84 (d. J =8. OHz. 
2H) 8. 08 (d. J=8. OHz. 2H) 9. 05 (t. J=5. 6Hz. 1H) 



Nl- 15- [ (2. 4-:/:** 7-1, 3-^7^/7 >-5--T U *rlA -2-* h*->^>v> 

)V)-2-y)V^u-A-[Y^y)V^u^)V)^>XT^ ko. 7Og£SBit0!i29) tmmz 

$JL3U Nl- 15-1(2. 4->>3MrV-l. 3-?777>-5-f;W^f ;W-2-y h*~>^> 

z/M -l-7)V*u-A- ( h U 7)VOru*=?)V) A>X75 HO. 47g£»£. 

•H-NMR (DMSO-dj) <5 : 3. 01 (dd. J=9. 6. 18. OHz. 1H) 3. 31 (dd. J=4. 0. 18. OHz. 1H) 3. 79 (s. 

3H) 4.40 (d. J=5. 6Hz. 2H) 4.81 (dd. J=4. 0. 9. 6Hz. 1H) 6.94 (d. J=9. 2Hz. 1H) 

7.12 On. 2H) 7.66 (d. J=7. 2Hz. 1H) 7.80-7.84 On. 2H) 8.88 (t. J=5. 6Hz. 1H) 

gjjflU3J 

§^£#13 la) 

BocHN^ip^j 



MeO ^ 

2-* h3P5"*>5W75>13. Og£^h^k Ho77>80mnc»»L/, ^E7? 
;V>?*-^^-hl6g0^h^b HD^7>(20ml)^S:JjOAfc. MTMWrMflM* 

U W=7?-)\s N-(2-* h^->^>5^;H 7J;W\*^- h 19. Qg&ntzo 

'H-NMR (CDC 1 3 ) 6 : 1.45 (s. 9H) 3.84 (s. 3H) 4.27-4.33 On. 2H) 5.01 (br. 1H) 6.84 

(d. J=8. 8Hz. 1H) 6.94 (t. J=8. 8Hz. 1H) 7.23-7.29 On. 2H) 

MS m/e (ESI) 440 (MH*) 

§SM31b) 



SMM3Q 




0 
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BocHN--" wBr 



OCX 



MeO' 

^E^f^ N- (2-* h^r->^>^;W) #;W\** — h6. 04g£7-fe h^h U^Oml 
n-^a^n/\i7^ K4. 6g£iD*.fc. ^{CT3B#P B 1^L?tm, 

= 7*^)V^)V2L-^)Vt^*V><D&®X*m,&V, N-(5-^D^E-2- 
^ K^->^>v?;M h6. 97g£#£io 

'H-NMR(CDC] 3 ) 6: 1.45 (s. 9H) 3.62 (s, 3H) 4.26 (d. J=6. 4Hz, 2H) 4.97 (br. 1H) 

6.72 (d, J=8. 8Hz, 1H) 7.34 (dd. J=2. 8. 11. 2Hz) 7.35 (s, 1H) 

§23I#l31c) 

BocHN^YY CH ° 
MeO^ 

iH^f;!' N-(5-yD^E-2-^ V^iy^>i»V)ti)VJ^^-Y\. 015g, y^oob' 
7. (h U 7xzMX7^ »/t7y')A (II)45mg, HJ OA330mg, 43ct7JC 

h U7x^*X7^ >17mg£*SzkN. N-y/?MM7$ FfcigtfU —mtfc 

^^■>-mm^^{Z:])mm^m^K>m^^)i n- (5-*ji- =uu-2-;* h^->^ 

>-^;W #;W\*^~ h640mg£#fc o . 

'H-NMR (CDC1 3 ) 6: 1.45 (s, 9H) 3.94 (s. 3H) 4.36 (d. J=6. 0Hz. 2H) 5.00 (br. 1H) 
6. 98 (d. J=8. 4Hz. 1H) 7. 80-7. 83 (01. 2H) 9. 88 (s. 1H) 

O OH O 

^OEt 
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mMnmmrf-Q^^-^^^^yi- b u mix h ? t H077 

D#*->KK11. 68g<7)xh7t: HD77>(10ml)***laA&. 30#JJt#Lfc^ 
tert-7*^;i/ N-(5-tJn;1/ = ;U-2-^ h + y'O^H ;&;Wt* — MO. 73g©-r fc 
Fn75>(10'ml)ig»E£lJDA, JEK: H*IHM«#Ufc«, «Sfn^k7 A?Jc}g 
Sn00nl£jbD*.fc. K^fSS7jc400Blt»Kx5 1 ;i/500mltffi€f, 4T«RiB * IRtKOKBS 

^77^-CT»8K*ffl*» : ^*U->-iB»x^;W, x^JI, 3-(3-[(tert-7* 

h^->7j;^xji/)75y] *^;i/-4-* h^->7ac^;w -3-t kd^>>-2— rvy 

□ ^i/^D/Vi-h (i'J7aft*J:^ V*fc<Dm&to) 12. 8g£*Sfe*4tK4£l 
'H-NMR(CDC1 3 ) a : 

0. 99 (d. J=6. 1Hz. 3H) 1. 15 (d. J=6. 1Hz. 3H) 1. 19 (t, J=7. 6Hz, 3H) 1. 44 (s, 9H) 

2. 91 (d, J=5. 2Hz. 1H) 3. 43 (sept, J=6. 1Hz. 1H) 3. 83 (s, 3H) 4. 03 (d. J=6. 3Hz. 1H) 
4. 12 (q. J=7. 6Hz, 2H) 4. 29 (d. J=6. 6Hz. 2H) 4. 86 (dd. J=5. 2. 6. 3Hz. 1H) 

4. 99 (t. J=6. 6Hz, 1H) 6. 81 (d. J=8. 7Hz, 1H) 7. 23-7. 29 (m, 2H) 

5 : 1. 11 (t. J=6. 9Hz, 3H) 1. 17 (d, J=6. 1, Hz. 3H) 1. 19 (d. J=6. 1Hz. 3H) 1. 44 (s. 9H) 

3. 00 (d. J=4. 4Hz. 1H) 3. 63 (sept. J=6. 1Hz. 1H) 3. 83 (s. 3H) 3. 95 (d. J=5. 9Hz. 1H) 

4. 08 (q. J=6. 9Hz. 2H) 4. 29 (d. J=6. 6Hz. 2H) 4. 80 (dd. J=4. 4. 5. 9Hz. 1H) 
4. 99 (t, J=6. 6Hz. 1H) 6. 81 (d. J=8. 7Hz. 1H) 7. 23-7. 29 (m. 2H) 



X3MU 3-(3-[(tert-7*h^^;^^;W 75 7] *3SJU-4-* b*is7 
JW-3-t H o^i/-2-< V7'a^^y7*DAVi- h (x>J 7.nfc&£TfxU*ft. 
tf>*p£#l) 24. 7g£ MJ 7fr*nmm0QmUzmMls. b 'Jx^jV>^>96ml£;!jO*-, 



o 
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Lfc. 7KJ1 ^^MOOmlTft^U 5N*B6^h'J^A»fKT7;U*'J1ttU 

^iisi-©x^;u3-[3- its y h*~>7 x— ;w -2—r v^d^-> 

yo/WX- h 13. 0gS*H6«ltt«t UT#fc. 
f£»<l31f) 




X^;P3- [3- (75 7 tWW -4-/ h+*>7x-M -2—f V^D^yya/V 
X— h 18. 67g:fc<£tf h 'Jx^7S >7. 7g©^X^JWX— ■yJP (300ml) igffcfczfcifr 
T2, 4->>£ a o^>V-f □ 'J F 15. 9g©^ h7th*o77> (15ml) ^M^?ST 

X^;W300mlTffltt5bfe. ^«*£«Sftlfi6!fck3Si:*- h U £ A7kigi£200mh &?Q£t& 
7K^^-h , J^A200mK *5 t tI>^n^7j<200nil-C i JilM^#bfc^, SStKBSK^^ 

7 7-f-ICTffiSL(^M : ^it>-^x^;H. UcMtflC'H-nmrK&^T 
HWJ31g) -^ntzit^t.m~(DJL^-)V 3- (3- I [ (2. 4-v^ DD^>^JW75 

mmmz\g) 



ci o 




X3\)U 3- [3- (7$y^ 3^) -4-* h * is 7 iZJH -2--f VT'D^yT'o /I 
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yx-h£2,4-^on£m#&£H«J19d) tmmizmmis. jl^)1> 3-(3- 

l [ (2, 4-5>* □□'WAf ;M 7sy] *?ju -4-* h^->7i-jn -2— r y 

'H-NMR (CDC l, ) <5: 0.95 (d. J=6. 0Hz, 3H) 1. 14 (d. J=6. 0Hz. 3H) 1.23 (t. J=6. 8Hz, 
3H) 2. 87 (dd, J=8. 4, 13. 6Hz. 1H) 2.94 (dd. J =4. 8. 13. 6Hz. 1H) 3.50 (sept, J=6. 0Hz. 
1H) 3. 84 (s. 3H) 4. 01 (dd, 1=4. 8. 8. 4Hz, 1H) 4. 05-4. 20 (in, 2H) 4. 61 (d. J=5. 6Hz. 
2H) 6. 74-6. 84 On. 1H) 6. 79 (d. J=8. 4Hz. 1H) 7. 16 (dd. J=2. 0. 8. 4Hz. 1H) 
7. 22 (d, J=2. 0Hz. 1H) 7. 29 (dd, J=2. 0. 8. 4Hz. 1H) 7. 39 (d, J=2. 0Hz, 1H) 
7. 64 (d. J=8. 0Hz, 1H) 



CI 0 




'H-NMR(CDClj) 5 :1. 02 (d. J=6. 0Hz. 3H) 1.16 (d. J=6. 0Hz. 3H) 2.91 (dd. 
J=7. 2. 14Hz. 1H) 3. 04 (dd. J=4. 0. 14Hz. 1H) 3. 56 (sept, J=6. 0Hz. 1H) 3. 84 (s. 
3H) 4.09 (dd, J =4. 4. 7. 6Hz. 1H) 4.60 (d. J=6. 0Hz. 2H) 6.81 (d. J=8. 4Hz. 1H) 
6. 83 (m. 1H) 7.16 (dd. J=2. 4. 8. 4Hz. 1H) 7.23 (d. J=2. 0Hz. 1H) 7.29 (dd. J=2. 0. 
8. 4Hz. 1H) 7. 39 (d. J=2. 0Hz. 1H) 7. 64 (d. J=8. 4Hz. 1H) 




3- (3- I [ (2, 4- V s 0 u d ^ > y -f j W 7 5 y 3 y -4- y h * -> 7 x n J W -2— f 
y7°p^^i>-7°DA->^1.0g^x^y-^5ml{C?t^L, INzkgtfb:*- HJ ^AtK^ 
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m. 3ml £»*«JBE'F8ttE£S5& U 3- (3- 1 [ (2. k-W □ n*>*M M 7$ J ) * 

'H-NMR (DMSO-dg) 6 : 0. 79 (d. J=6. 0Hz. 3H) 0. 97 (d, J=6. 0Hz. 3H) 2. 51 (dd. J=9. 2, 
13.6Hz, 1H) 2.79 (dd. J=4. 0. 13.6Hz. 1H) 3.48 (sept. J=6. 0Hz, 1H) 3.63 (dd. 
J=3. 6. 8. 8Hz. " 1H) 3. 75 (s. 3H) 4. 35 (d. J=6. 0Hz. 2H) 6. 82 (d. J=8. 4Hz. 1H) 7. 07 
(d. J=7. 6Hz. 1H) 7.15 (s. 1H) 7.48 (s. 2H) 7.67 (s. 1H) 8.87 (t, J=6. 0Hz. 1H) 
ggfigftJ32 
Hii60iJ32a) 



F 0 




3-(3-(7^y *7)V)-A-* h^i/7xz;H-2-^V^a^^->^A 
yiL-h£4-2un-2-7)l>jrn$:MMWL*mMmm) tmmz&mi^ 
3- (3- 1 [ (4-^7 D D ^>y-fJH7 5 J\ -4-* h+y7z^H- 

2--f y y a # * > 7* p AV x- h 

'H-NMR (CDC 1 3 ) 5: 0.95 (d. J=6. 0Hz. 3H) 1.13 (d. J=6. 0Hz. 3H) 1.22 (t. J=7. 2Hz. 
3H) 2.86 (dd. J=8. 0, 14Hz. 1H) 2.93 (dd. J =4. 8. MHz. 1H) 3.49 (sept. J=6. 0Hz. 
1H) 3. 86 (s. 3H) 4. 00 (dd. J=5. 2. 8. 0Hz. 1H) 4. 05-4. 25 (n. 2H) 4. 62 (d. J=5. 6Hz. 
2H) 6. 80 (d. J=8. 4Hz. 1H) 7. 10-7. 20 (m. 2H) 7. 20 (d. J=2. 0Hz. 1H) 7. 23 (dd. J=2. 0. 
8. 4Hz. 1H) 7. 2-7. 35 (m. 1H) 8. 06 (t. J=8. 4Hz. 1H) 
HWJ32W 



F 0 




Hispid) tisn$^teT3-(3-i[(4-57 0D-2-7;u*D^>v-r;w y^J\ * 
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'H-NMR(CDClj) «5 : 1.01 (d. J=6. OHz. 3H) 1.15 (d. J=6. OHz. 3H) 2.90 (dd. J=7. 6. 
MHz, 1H) 3.04 (dd. J=4. 0. 14Hz. 1H) 3.55 (sept. J=6. OHz. 1H) 3.87 (s. 3H) 
4.09 (dd. J=4. 0. 7.6Hz. 1H) 4.62 (d. J=5. 6Hz. 2H) 6.82 (d. J=8. OHz. 1H) 
7.08-7.18 (m. 2H) 7.16-7.28 (m, 2H) 7.24-7.38 (m. 1H) 8.05 (t. J=8. 4Hz. 1H) 
H»J32b) 



F 0 




m «J3 1 c) t mm^m-vs- (3- i[(hdd-2-7Mo^> »/-r jH7$;]^ 

'H-NMR (DMS0-d 6 ) 6 : 0. 77 (d. J=6. 4Hz. 3©..0. 95 (d. J=6. OHz. 3H) 2. 53 (dd. J=9. 2. 
14Hz. 1H) 2. 79 (dd. J=3. 2. 14Hz. 1H) 3. 46 (sept, J=6. OHz, 1H) 3. 64 (dd. J=3. 6. 
9.2Hz. 1H) 3. 76 (s, 3H) 4. 38 (t, J=5. 2Hz. 2H) 6. 82 (d, J=8. 4Hz. 1H) 7. 07 (d. 
J=8. 8Hz. 1H) 7. 10 (s. 1H) 7. 36 (d. J=8. 4Hz. 1H) 7. 53 (d. J=10Hz. 1H) 7. 67 (t. J=8Hz, 
1H) 8.76(m. 1H) 



0 




jl?-)V 3-[3-(7sy *^)V)-A-* h^-z^y vy'ur^-^y'oj^ 

2-<V7 , a^v-3-(4-^ b=^>-3-(l((2-* h^~>-6-^^-3- 1: >J is 
)V) —M 7 S J I 7x'JH yo/Vi- h £#fco 

'H-NMR (CDC l 3 ) 6 : 0.95 (d. J=6. OHz. 3H) 1. 12 (d, J=6. OHz. 3H) 1.21 (t. J=7. 2Hz. 
3H) 2.47 (s. 3H) 2.86 (dd. J=8. 4. 14Hz. 1H) 2.93 (dd. J =5. 2. 14Hz, 1H) 3.49 
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(sept. J=6. 0Hz. 1H) 3.89 (s. 3H) 4.00 (dd, J =4. 8, 8.0Hz. 1H) 4.04 (s. 3H) 
4. 1-4. 2 (m. 2H) 4. 62 (d. J=6. 0Hz. 2H) 6. 80 (d. J=8. 4Hz. 1H) 6. 86 (d. J=7. 6Hz. 
1H) 7. 14 (dd. J=2. 0. 8. OHz. 1H) 7. 20 (d, J=2. OHz. 1H) 8. 39 (d, J=7. 6Hz. 1H) 
8.42 (m, 1H) 



0 




mmm\6) tmm^mz&.v'i-' fv^a^y-3-[4-^ b*v-3-(i[(2-* h 

■H-NMROCls) 6 : 1.03 (d. J=6. OHz. 3H) 1.14 (d. J=6. 4Hz; 3H) 2.47 (s. 3H) 2.90 
(dd. J=7. 2. 14Hz. 1H) 3. 04 (dd. J=4. 4. 14Hz. 1H) 3. 56 (sept. J=6. 4Hz. 1H) 3. 89 
(s. 3H) 4. 06 (s. 3H) 4. 0-4. 15 (m, 1H) 4. 61 (d. J=4. OHz. 2H) 6. 81 (d. J=8. 4Hz. 
1H) 6.86 (d. J=7. 6Hz, 1H) 7.12 (dd. J=2. 0. 8.4Hz. 1H) 7.20 (d. J=2. 4Hz. 1H) 
8.37 (d. J=7. 6Hz. 1H) 8.48 (m. 1H) 




yx-ht4-^DO-2-^ h*is$:Mmm.Z^Mm206) H«Jld) £1*)*$ 

Cfflab, 3- (3- I [(4-7 no -2-* h^y^>^;W7$y] pWH-4-;* h^~> 

'H-NMR (CDC1 3 ) 6 : 1.02 (d. J=6. OHz. 3H) 1.14 (d. J=6. OHz. 3H) 2.90 (dd. J =7. 6. 
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14Hz. 1H) 3.03 (dd, J =4. 4, 14Hz. 1H) 3.56 (sept, J=6. OHz. 1H) 3.88 (s. 3H) 
3.94 (s. 3H) 4.05-4.15 (m, 1H) 4.61 (dd. J=2. 0. 6.0Hz. 2H) 6.81 (d. J=8.4Hz. 
1H) 6.95 (d. J=2. OHz. 1H) 7.05 (dd. J=2. 0. 8. 4Hz, 1H) 7.13 (dd. J=2. 0. 8.4Hz. 
1H) 7. 20 (d. J=2. OHz, 1H) 8. 14 (d. J=8. 4Hz. 1H) 8. 28 (t. J=5. 6Hz. 1H) 
SMM35 
H«J35d) 



0 




JL^)l 3-[3-(7^y *3\>M-4-* h^y7x-M-2-f V^n^yynA 

1U, 3-[3-(|[(2. 6->>j* h^v-3-tr'J^;W*JI/#-;H7ay) *?-)V)-A-* h 
+y7i-jH -2--<y7*n^y7'D/1>iWc. 

'H-NMR (CDCl 3 ) a : l. 00 (d. J=6. 4Hz. 3H) I. 13 (d. J=6. 4Hz, 3H) 2.89 (dd. J=7. 6, 
MHz. 1H) 3. 03 (dd. J=4. 4. 14Hz, 1H) 3. 55 (sept, J=6. OHz. 1H) 3. 88 (s, 3H) 
3.95 (s. 3H) 4.07 (s, 3H) 3.8-4.2 (m, 1H) 4.60 (dd, J=l. 6, 6.0Hz. 2H) 6.41 
(d, J=8.4Hz. 1H) 6.80 (d. J=8. 4Hz. 1H) 7.13 (dd. J=2. 0. 8. 4Hz. 1H) 7.21 (d. 
J=2. OHz. 1H) 8.32 (m. 1H) 8.41 (d. J=8. 4Hz. 1H) 

§«£#l36a) 




2—f V^u^^mZgBOSh^JL^-)VT^ >360mlO^h^ t Fuy^y 
(41)*§?&£-25 , Ck:&£pU 2. l-V*J-)V7unj ^ )V p a U K92ml£MTLfc^ 
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^mTT^Lfc. ^£6^x^21 mmmmym-}- h v o A*mm 

(4S) -4-^> v;i/-3- (2-f V ^P/J?^*>7-fe^;W -1. 3-3-*1f i/o >-2-^-> 
106. 6g£M6fa##l£ UT^fcc 

'H-NMK (CDCI3) (5 : 1. 17 (d. J=6. 0Hz, 6H) 2. 81 (dd, J =9. 5. 13. 4Hz. 1H) 

3. 35 (dd. J=3. 2, 13. 4Hz, 1H) 3. 74 (sept. J=6. 0Hz. 1H) ) 4. 24 (dd. J=3. 5. 9. 3Hz) 

4. 29 (t. J=9. 3Hz. 1H) 4. 65 (d. J=19. 5Hz. 1H) 4. 69 (m. 1H) 4. 70 (d. J=19. 5Hz. 1H) 
7. 22 (d. J=7. 2Hz. 2H) 7. 30-7. 45 (m. 3H) 

§SB#J36b) 



(4S) -4-^>> f ;W3- (2--f V^n^^T-fe^l/) -1. 3-aMr-SVn >-2-3"> 
127.4g©h;Px>(41)^^^{3t>^T-75 , Ct^JnL^, -ttvenoigSiK: 
h Ux^75>28. Og^JOOAfco rtta^-70 < C€^^.fJ:^)S^Ti^^;^P> h 
U7l/-h (lMv£mD**>*gi£) 232ml SrMTLfc- iHT«50$H*#LfcS^ 1*3 
iS£O e C£-e±#£-£, MK50#8&#U ff^-75'Clc:^ b7c„ dOSJfcfKK^ifr 
^U-70 < C{C^bfetert-7^;U n- (S-atoua;^-* h^->^>>?;w — 
h <Di>? a a >(l. 41) ijffl LTin^.. ^S'CTSO^m^b^: 

^lP#H^^ntTI*Iia^l0^S(3l0 < Cro0 c C^-t! ! ±#^i±fe„ 0 t CT'75^-}t# 
**/-;H.21L pH7A^7T-(U >^mX7jc^±hU^A-^X> 
&)0. 605K *«fclXiSBgfl:7jcig (30X7K»fflt) 0. 2621©jg£«t&tn*.fc. xo©S^^ 
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-^b^^y^-izxmmvmtiimm : ^^>-mm.^)V) . tert-y^u n- 

(5- (1R. 2S) -3- [ (4S) -4-^>^-2-^-^y-l. 3-3-*+F 4 /5 >-3-OH-l-fc Ko 

^ ->-2--r y y □ y yp fcr^-2-* h * > t> ;w\** - v 

111. 0g£2sfe@#£LT#j£o 

'H-NMR (CDC1 3 ) a : 1. 17 (d, J=6. 2Hz, 3H) 1. 21 (d. J=6. 2Hz. 3H) 1. 43 (s, 9H) 

2. 75 (dd, J=9. 6. 13. 2Hz, 1H) 3. 02-3. 15 (br. s, 1H) 3. 24 (dd. J=3. 6, 13. 2Hz, 1H) 

3. 64-3. 73 (m. 2H) 3. 83 (s. 3H) 4. 02 (d. J=8. 2Hz. 1H) 4. 23 (dd. J=6. 2. 15. 6Hz. 1H) 

4. 31 (dd, J=6. 4, 15. 6Hz. 1H) 4. 46 (m, 1H) 4. 78 (d, J=5. 6Hz. 1H) 4. 99 (id, 1H) 

5. 42 (d. J=5. 6Hz, 1H) 6. 83 (d. J=8. 3Hz. 1H) 7. 19 (d. J=7. 2Hz, 2H) 7. 26-7. 39 (m. 5H) 
§!iii#J36c) 



mm&me) ^mmzteTi-y^)l N- (5- (lR, 2S) -3- [ (4S) -A-^>-J)V-2-^^V- 

1. 3-*-=Hfy^>-3— f;H-l-k f yyp^y-3-t^yyDt>- 
2-* h*i"<>iS)l) t>)Vrt*- h8. 96g^a7cL^^ a^^){c4N^iti^x^ 

^1t>-«i§U ±fBiMKT#G?£U (4S)-3-(2S)-3-[3-(7S 

y * -4- ^ h * -> 7 x;n -2--f yyo^y^D/vf ;u-4-^ > v 5 ;!/- 
1, 3-^-^-tfy^ >-i-*>mMkm. 89g£&fiB#£ lt»&. 

'H-NMR (CDC 1 3 ) 6 : 1. 00 (d. J=6. 3Hz, 3H) 1. 14 (d. J=6. 3Hz, 3H) 2. 77-2. 85 (m, 2H) 

2. 94 (dd, J=3. 5. 1 1. 9Hz, 1H) 3. 28 (dd. 1=1. 7. 12. 8Hz. 1H) 3. 50 (sept. J=6. 3Hz. 1H) 

3. 82 (s. 3H) 4. 10-4. 19 (m. 4H) 4. 64 (m. 1H) 5. 28 (dd. J=3. 5. 7. 9Hz. 1H) 

6. 81 (d. J=8. 4Hz. 1H) 7. 20 (d. J=7. 0Hz. 2H) 7. 25-7. 34 (id. 5H) 8. 25 (br. s. 3H) 
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SMg«l36d) 




m&WZ 1 f ) t IHtf- (4S) -3- (2S) -3- [3- (75^ -4-* h^->7i =.;H - 

£PLfc. v ? -rvyDtfJl/X-^;i/60mli^\^+J->120inl^Jii^iPA, «tai%*ffllffi 
U Nl-(5-(2S)-3-[(4S)-4-^>^;i/-2-^V-l. 3-^1f '/^ >-3--f ;H -2-T V 

tr;w-2-^ h^->^>v;w -2-7 ;m- 0-4- ( h u 

o ^ ^ >XT ^ H 6. 46g£*Sfi@-f£ £ tttlfc. 
'H-NMR (CDCI3) <5 : 1. 04 (d, J=6. 2Hz. 3H) 1. 16 (d, J=6. 2Hz. 3H) 
2. 75 (dd. J=10. 1, 12. 6Hz, 1H) 2. 88 (dd, J=7. 9, 13. 9Hz, 1H) 

2. 93 (dd, J =4. 7, 13. 9Hz. 1H) 3. 32 (dd. J=3. 5, 12. 6Hz. 1H) 3. 52 (sept. J=6. 2Hz. 1H) 

3. 86 (s. 3H) 3. 98 (t. J=8. 5Hz. 1H) 4. 1 1 (dd. J=2. 6. 8. 5Hz. 1H) 4. 56 (m. 1H) 

4. 65 (d. J=5. 9Hz. 2H) 5. 34 (dd. J =4. 7. 7. 9Hz, 1H) 6. 8 (d, J=8. 7Hz. 1H) 7. 20- 
7. 38 (m. 8H) 7. 56 (d. J=8. 7Hz. 1H) . 8. 34 (t. J=8. 7Hz. 1H) 

H»l36e) 




1fVu>-2-*>\. 39g<hNl-(5-*;V5;i/-2-* h + y^>yJH -1-7 )\s*U-A- ( h 
U 7)1,* u ^>+F5 HO. 89grt>S>Nl- (5- (2S) -3- [ (4S) -A-^> S J)V-1-^ 
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v-i. 3-5*-*tJV7>-3--f;u-i-fc k y ^o#^y-3-^y t: 

JW2-* h+M>v;H -2-7MO-4- ( h "J 7MD ^fJH ^>X75 Kl. 36g 

'H-NMR (CDCI3) 6:1.15 (d. J=6. 0Hz, 3H) 1. 20 (d. J=3Hz, 3H) 

2. 67 (dd. J=9. 6. 13. 4Hz, 1H) 3. 05-3. 14 (br. s, 1H) 3. 25 (dd, J=3. 8. 13. 4Hz, 1H) 

3. 61 (t. J=8. 6Hz, 1H) 3. 67 (sept. J=6. OHz.'lH) 3. 86 (s. 3H) 3. 93 (dd. J=l. 7. 8. 6Hz. 1H) 

4. 44 (m. 1H) 4. 60 (dd. J=5. 2. 14. 1Hz. 1H) 4. 66 (dd, J=5. 2. 14. 1Hz) 

4. 79 (d. J=5. 8Hz. 1H) 5. 42 (d. J=5. 8Hz. 1H) 6. 88 (d. J=8. 7Hz, 1H) 7. 19 (d. J=7. 1Hz. 2H) 
7. 27-7. 33 (m. 4H) 7. 36 (dd. J=0. 8. 1 1. 1Hz. 1H) 7. 39 (dd. J=2. 0. 8. OHz. 1H) 
7. 44 (d, J=7. 7Hz. 1H) 8. 03 (t. J=7. 7Hz. 1H) 
MffiMZM) 




gimMZ\e) t^tcNl-(5-(2S) -3-[(4S)-4-^>> ; ;^-2-^-^V-l. 3-**+iV^ 

>-3— r;n-i-t yyo7p^->-3-^-^yyotr;i/-2-^ h=^>^> 

5?;W -2-7;^ 0-4- ( h »J 7;U*o *^;M ^>X7S h* 1. 36g^ h tlcMtf fc'H- 
nmrfc*5^T3Sig0S36d) T»fc^«J t (5- (2S) -3- [ (4S) -4-^>S>;U-2- 

^v-i. 3-^+)-V^>-3— r;n-2--r yyo7j?^->-3-^-^yyDtf;i/-2-^ n 

^5/^>v;H-2-7;U^-a-4-(h'J 7Ma^?JW^>X75 Kl. 30g£^fe@ 
H«J36g) 
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n&mc) tmmizm- (5- (2S) -3- [ (4S) -4-^>^;u-2-:** v-i, 3-**+i-v^ 
>-3--r M v^d^ ->-3-** v tf ;p-2-* b * > s;;w -2- 7 ;M- 

□-4- (h »J ^l/^o^JU) ^>X75 F6. 46g*»£t lcMtf fc'H-nirfc^T^ifi 
#J6a) Tl#fcfc£"t) i (2S) -3- [3- ( [2-7 )V*U-A- (h?7MD^ ^ 

> v/-r Mr n s b*->7 x. x;u -2--r v -> y □ /t >m 

4. 81g€ft&ffrR4b£ LTf#/c„ HPLC##t iz i^Mg : 97. 7X* 3fc¥*fi£ : 96. 8*e. e. 
(0D#5A;£itji0. 5ml/min;2-7*D/\V-;W:^it>: MJ :7;UD|fgS= 
700:300:1). 

gti§#l37a) 



2-* h=^->^>> ? ;l/T^ >50mL43«fctf £U ^>123mL©N. N-^^fWA75 
H (400mL) «ffltfc5-10°CCT2. 4-^ PD^>^;^ D U K45mL£l. 5«FWA^tT 

^AzKigiBL lNift8t(x2)» ^?nm^T> ; En'>A7K^(x2), :fe«fctf«&fQ£J£7Kfc: 

(300mL) i5«fctf i^x^x—x^ (500mL) £TJR»U HJ£«j£«HR, vX^P 
^X—y-iUCTiftfrU Nl-(2-^ h^y^>y;K-2,4-y^OD^>X7S H 
81. lg£jSfcjt£0#iLT^fc. 

•H-NMR (CDC1 3 ) 6 : 3.87 (s, 3H) 4.64 (d. J=6. 0Hz, 2H) 6.82 (br. 1H) 6.89 (d. 
J=8.4Hz, 1H) 6.92-6.98 (m, 1H) 7.26-7.32 (m, 2H) 7.35 (dd, J=2. 4, 7. 6Hz, 1H) 
7.40 (d. J=2.4Hz, 1H) 7.65 (d, J=8. 4 Hz, 1H) 

mmmm. 
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NI-(2-* h^rv^>> ? ;W-2. 4-y^OD^>X7 5 K10. Og© h U ^I^DIHH 
(200mL)^tC^+l-^^U>xh^5>9. 04g£JjDx., 50°C(3T23fl#P B m i #bfco 

^A7K^{CTpH=ll-12{3pSbfco £©*>©£imx3SW£T»tBL&. WttJI 
fclNzMMb?- b 'J ^Azkigjfc (x3) % lN^m (x2) , :fe«fctfffi*D£:!tt*K:Tifti£Lfc&, 

IS^iX^HlTl^Ufc. @?g«£ift3l> Nl-(5-* 
;V5Jl-2-* h*>"<>5?;W-2. 4-yi7DD^>X7S F7. 15g£&£H#:£LT 

'H-NMR(CDC1 3 ) 6 : 3.97 (s, 3H) 4.68 (d, J=6. 0Hz. 2H) 6.81 (br, 1H) 7.01 (d, 
J=8. 4Hz, 1H) 7.31 (dd, J=2. 0. 8. 4Hz, 1H) 7.41 (d, J=2. 0Hz, 1H) 7. 68 (d, J =8. 4Hz. 
1H) 7.85 (dd. J=2. 0, 8. 4Hz, 1H) 7.90 (d, J=2. 0Hz. 1H) 9.88 (s, 1H) 



^«J37c) 




££j£#J36b) tmmz (4S)-4-^>> ; ;i'-3-(2-^y7 p P^^->T-fe^;H-l, Z-tt 
if V* o >-2-3">125. Og£Nl- (5-*;i^ h^-z/^y-JM -2, dd^ 

>X75 K 101. 9g^6Nl-(5-(2S)-3-[(4S)-4-^>^-2-:**V-l. 3-^^ifV/^ 
>-3--r;W-l-t KD+y-2-^vyo^y-3-t+vyat 0 ;W2-^ h*->^> 
5y;H-2, 4-y^no^>X75 H167. 0gSJSfiHft:i: LT#fc. 
'H-NMR (CDC 1 3 ) 6 : 1. 15 (d. J=6. 2Hz. 3H) 1. 20 (d. J=6. 2Hz, 3H) 
2. 71 (dd. J=9. 5, 14. 1Hz, 1H) 3. 06-3. 15 (br. s, 1H) 3. 25 (dd, J=3. 2, 14. 1Hz. 1H) 
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3. 68 (sept. J=6. 2Hz, 1H) 3. 69 (dd, J=7. 8. 8. 5Hz, 1H) 3. 84 (s. 3H) 

3. 97 (dd, J=2. 1. 8. 5Hz. 1H) 4. 44 (m, 1H) 4. 58 (dd, J=5. 3. 13. 9Hz, H) 

4. 63 (dd. J=5. 3. 13. 9Hz. 1H) 4. 79 (d. J=5. 6Hz. 1H) 5. 40 (d. J=5. 6Hz, 1H) 

6. 73 (t, J=5. 3Hz. 1H) 6. 85 (d. J=8. 2Hz. 1H) 7. 16 (d, J=7. OHz, 2H) 7. 25-7. 34 (m, 5H) 

7. 37 (dd, J=l. 9. 8. 2Hz, 1H) 7. 40 (d. J=l. 9Hz, 1H) 7. 58 (d, J=8. 2Hz, 1H) 




SliiM31e) t|Wimt3Nl-(5- (2S) -3- [ (4S) -4-^>5^;U-2-^ V-l, 3-^-y-V^ 

^550mn::igfl¥U ^iSfcft^ V<i VZfu tf;Px-^550ml £^+J-> 
800ml ZMWZ-hUTi. #ritl#j£MtU Nl-(5-(2S)-3-[(4S)-4-^>v;U-2-^V 
-1, 3-:**UV7>-3~f M-2— fV7'D^y-3-t^vyDtJM-^ 
>VM -2. A-i? Z U D ^ >X7 5 H 1 19. 7g£«fi@#:£ bT*#fco 
'H-NMR (CDC 1 3 ) 6 : 1. 04 (d, J=6. 2Hz. 3H) 1. 17 (d. J=6. 2Hz. 1H) 

2. 96 (dd, J=9. 1, 13. 3Hz, 1H) 2. 89 (dd, J=7. 8. 13. 2Hz, 1H) 2. 94 (dd, J=5. 3, 13. 2Hz, 1H) 

3. 30 (dd. J=3. 1. 13. 3Hz. 1H) 3. 53 (sept. J=6. 2Hz. 1H) 3. 84 (s, 3H) 

4. 02 (t. J=8. 4Hz, 1H) 4. 1 1 (dd. J=l. 6, 8. 4Hz. 1H) 4. 57 (m, 1H) 

4. 59 (dd. J=6. 2, 14. 3Hz, 1H) 4. 63 (dd. J=6. 2. 14. 3Hz. 1H) 5. 34 (dd. J=5. 3, 7. 8Hz. 1H) 

6. 75 (t, J=6. 2Hz, 1H) 6. 80 (d. J=8. 2Hz. 1H) 7. 19 (d, J=8. 3Hz. 2H) 7. 22-7. 33 (m. 6H) 

7. 40 (d. J=2. 8Hz. 1H) 7. 63 (d. J=10. 3Hz. 1H) 
Mi£#J37e) 
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CI O O 




Nl - (5- (2S) -3- [ (4S) -4-^>> f ;P-2-^-^y-l. 3-**1f !/5 >-3--f M -2— f V 
7°P#^>--3-^-^yyDt: 0 ;U-2-^ h*S"*>5>;M-2. 4-y^an^>X75 h* 
124. 9g<D^-h^t Hoy^>{1.61)^^7K400ml^Jn^,-10 < Ct'^SPLfc^ 30* 
i§^k7K*7K184mli7K^b'J^OA20. Zg<D?k (150ml) i£$t£JilIt#dJ0*_, 4CT24B$ 
Pp^^Ufeo ISZJHO'CK^Ufc^ 2MffiM^-hU^A7K^l. 51^SPA, 5N 
^S?T-pH^2-3^pgnb, ^X^;H. 51T#jaiL*: 0 ^M£&7jcM^^~> 
^At^t, ^£METFS*L^Co ^S^lNTK^b^-hU^Alc^U. ?KM 

fc>i±, igi^«ffTSilfc. »iS*KB6x^;U-'\^U->*^??SSSL, (4S)-4- 
^>>?;P-3- (2--ryyn^y7tf;W-l, 3-^*1fV*n>-2-:*>33. 7g£[HJifc 
Ufco 7K»*5NJgKTpHS2-3f*W3»b,- S?£ un*?>l. 51 £0. 51T'flbffiLfc„ 
^«JI«:^fo-e\ »7KaEBf7^^0AT*E*U&a, *g«E£«JETS*U tic 
Mtf fc'H-nmr fc&^TS3e0»J31b) Tf&fcffc'&l&i: IrI-O (2S) -3- [3- ( [2. a 
□ ^>7^JH 7S ; h^y7x'JH -2— f V /□*^y7 , 0 A >^ 

87. 7g£#fc. HPLC##tK££MS : 98. 6% (OD#^A;SS£jg0. 5ml/min;2-:/D/iy 
-;U:^-y->: hU7^D^B6 = 700:300:l). £©{fc^«j£->U#yjP;&^A£ n 

ii^Zf? >410ral^b^ B B B ^-r^)^ t»C«toTHPLC^«f lC«tSlfi« : 99. 8*. ^ 

MS : 99. 7%e. e. ©^6@#:61. 6g£t#fc. 

gjjM38 



isS53i#J38a) 
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'J7x-;^*7^'Jf» 7th7^7t K4. 73g©h;i/X>(50mL)!KiSiR£ 

wcizT\mmt§twi,tzo B.j&wt&mu£T*m%iLfc.Wi, ^*ttfe^u*y;u*a 

£ I^^©^tx^;U5- (3- I [ (ter t-^ h * 5/#;P#x;M 757]^ 5\>H -4-* h 
^■>7x-JH -2-f yyp^y^>^/ X- h630mg£&!rfe?E&t»;#j£ LT#fc. 
'H-NMR(CDClj) a : 1. 13 (d, J=6. OHz. 3H) 1. 19 (d. J=6. OHz. 3H) 1.27 (t, J=7. 2Hz, 
3H) 1. 44 (s, 9H) 1. 50-1. 80 (m, 4H) 2. 55 (t. J=7. 2Hz, 2H) 3. 57 (sept. J=6. OHz, 
1H) 3.81 (s, 3H) 3.88 (dd, J =4. 8. 7. 6Hz, 1H) 4.19 (q, J=7. 2Hz. 2H) 4.27 (d, 
1=5. 6Hz, 2H) 5.01 (br, 1H) 6.76 (d, J =8. OHz. 1H) 7.00-7.08 fan. 2H) 



X^;i/5- (3- [[(tert-Zf h*is*)l#-M 75 / ] -4-* h^y^ 

;P)-2-^V^n^^'>^>^yx-h50mglc4NHCl/> ? ^-^-y->2iiiL^J!]P^, ^U\z 
T3. mmmWlsfcc Kl&S6L&mM\s1t&* £i££N, N-S^^JM^AT'S F2mLK: 
S«¥U ^<7>5^1mLfc2. 4->^nm^m§^12mg, y77 *^^>^>?x^^9jiL. 
fc«fctf HJx3^7S>l7^L£iinA» MfcT17B#Wtll#bfe. tMCT^ 

i&«?U 5N7K^k-^ h 'J ^AtK^O. lmLfcJU;^ ^SKTl^HiftfeCfc. JxfS*£ 
&*«8U lNJfifieJCT+fnbfc. SSlI^HCTitlibm i£*l^<Z>#^AT*g 

5- (3 I [ (2. 4-y^OD^>y-fjH75/] *^;H -4-* h+*>7i-;H -2-f V7* 
D/t?^>^>* 02mg£&fc. 
MS m/e (ESI) 468 <MH + ) 
HM^J39 



«J38b) 



CI 0 
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r 



COOH 



-4—nW Jifr-ft-M 7 =• J I ;*3\>H y^-M >mitJi^)lS- (3- I [ (tert- 
MS m/e (ESI) 497 (MH 4 ) 

fi ^^ r ,C00Et 



4-¥W>t))Vi£>7 7,T)\>?\i H4. Og£ffllK M^Jla) ^cktKMig^Jlb) <h|WHH 
<£>#&T\ X^;W2-f V^n#^->-3-(4-k*U 5?;W ^DAVX- h4. 88g£2Slrfe?ft 

'H-NMR(CDC1 3 ) 5 : 0. 93 (d. J=6. 0Hz. 3H) 1.15 (d, J=6. 0Hz. 3H) 1.26 (t, J=7. 2Hz, 

3H) 2.92 (dd, J=8. 8, 13. 6Hz, 1H) 3.00 (dd, J =4. 4, 13. 6Hz. 1H) 3.52 (sept. 

J=6. 0Hz. 1H) 4.06 (dd. J=4. 4. 8. 8Hz. 1H) 4.15-4.24 On. 2H) 7.19 (dd. J=l. 6. 
4. 4Hz. 2H) 8.51 (dd. J=l. 6. 4. 4Hz. 2H) 
«J5£#J40b) 
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'H-NMR (CDC 1 3 ) 6: 0.96 (d. J=6. 0Hz. 3H) 1.16 (d, J=6. 0Hz, 3H) 1.27 (t. J=7. 2Hz. 
3H) 2.93 (dd, J =8. 8. 14.0Hz, 1H) 3.00 (dd, J=4. 0, 14. 0Hz, 1H) 3.55 (sept, 
J=6. 0Hz, 1H) 4.03 (dd. J=4. 0, 8. 8Hz. 1H) 4.16-4.25 (in, 2H) 7.20-7.25 (m, 2H) 
8. 16-8. 21 (m. 2H) 



4- (3-x b*->-2-< V yn#*->-3-** V 7u MM -1-t! 'J V— VAJrU- h 
<D®.±1&m. 40g&£tf b D ^?jl/->'JJk>7i K3. 3mL<DzS? PO^^>(60mL) 
^m\Zi>^^)ViJ)VA^)V^u^ H2. 3mL^40^P^HtT^Tbfe^ 11. 5i$ISHft 

#U/to s^icio^^'j^atk^^jda. ^sfcT30ra-r^m^L,}to wti 

D7hi?77^ -UTiS U , X5P;U3- (2- yjy -4- fcf U v Jb) -2--f V^o^y 

AV X- b3. 87g£^£t£?tl]^<t LT^fco 
'H-NMR (CDClj) 5: 0.94 (d. J=6. 0Hz. 3H) 1.17 (d, J=6. 0Hz. 3H) 1.28 (t, J=7. 2Hz, 
3H) 2. 99 (dd, J=8. 8. 14. 0Hz, 1H) 3. 06 (dd. 1=4. 0. 14. 0Hz. 1H) 3. 56 (sept. 
J=6.0Hz, 1H) 4.06 (dd. J=4. 0. 8. 8Hz. 1H) 4.17-4.26 On. 2H) 7.43 (dd. J=l. 6. 
5.0Hz, 1H) 7.63 (dd, J=0. 8, 1. 6Hz. 1H) 8.61 (dd. J=0. 8. 5.0Hz. 2H) 
§3B0!J4Od) 



X9Mb3- (2->7/-4-tf U i?M -2— f yyD^y^D/Vx-M.Og^ 
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)V& «fc h )VJL > \z T2kW> L , X^;P3- (2- (75/^ -4- tf U S JM -2-4 V 7 

D^y7 4 D/vi-h mmm. 2\g^m±^t ixtifc 

'H-NMR (DMSO-d,) 6 : 0. 90 (d. J=6. 0Hz, 3H) 1. 07 (d. J=6. 0Hz, 3H) 1. 19 (t. J =7. 2Hz. 
3H) 2. 96 (dd. J=8. 8. 14. 0Hz. 1H) 3. 08 (dd. J=4. 4, 8. 8Hz, 1H) 3. 55 (sept, J=6. OHz. 
1H) 4. 13 (q. J=7. 2Hz, 2H) 4. 25 (br, 2H) 4. 31 (dd, J=4. 4. 8. 8Hz, 1H) 7. 52 (d, 
J=5. 2Hz, 1H) 7. 97 (s. 1H) 8. 63 (d, J=5. 2Hz. 1H) 8. 66-8. 83 (m. 3H) 



3- (2- |[(2,4-^dd^>^JM75;]^ ?M -A- tf U i»V) -2-4 V y* D # 
+'>yo/t>i h U ^^nftifcJfiJax^JW- [2- (T^ J -4-fcf'J S?;U - 

ISHl^l^, H»J19d)*5ct^ll^!ll9e) £ 

'H-NMR (CDC1 3 ) <5: 1.07 (d. J=6. OHz, 3H) 1.17 (d. J =6. OHz, 3H) 3.27 (d, J=5. 6Hz. 
2H) 3.69 (sept. J=6. OHz, 1H) 4.30 (t. J=5. 6Hz, 1H) 4.80-4.91 fan. 2H) 7.27 (dd, 
J=2. 0. 7.8Hz. 1H) 7. 39 (d. J =2. OHz, 1H) 7. 48 (d. J=7. 8Hz, 1H) 7. 68 (dd, J=l. 6. 
6.0Hz, 1H) 7.93 (d. J=l. 6Hz. 1H) 8.56 (d. J=6. OHz. 1H) 8.60 (t, J=6. OHz, 1H) 
MS m/e (ESI) 440 (MH + ) 



2-4 [2- ( I [ (5-/W-7x=;kl. 3-f77-JhH;W # 

Mz;H75;MfJH -4-£'J ->';H ^o/Ol h U yjM-nit&Jfittx^ju 
3- [2- (7$y/ -4- 1* u ~yju] -2— r y y*o#* ->y o/t y x- h 

^ H^J19d)*«t^H^J19e) t^OTaSre&fc. 



•H-NMR (CDC lj) 5: 1.07 (d. J=6. OHz. 3H) 1.19 (d. J=6. OHz. 3H) 2.72 (s. 3H) 3.28 
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(d. J=6. 0Hz. 2H) 3.71 (sept, J=6. OHz, 1H) 4.31 (t, 1=5. 6Hz. 1H) 4.84 (dd. 
J=2. 8. 5. 6Hz. 2H) 7.41-7.49 (m, 3H) 7.68 (dd. J=2. 0, 6.0Hz, 1H) 7.88-7.93 (m, 
2H) 7. 94 (d. J= 1.2Hz. 1H) 8. 57 (d, J=6. OHz, 1H) 8.74 (t. J=6. OHz. 1H) 
MS m/e (ESI) 411 (MH*) 



3- (2- 1 [(2-^7 d P-4-- f y^D^^^^JH *3MH -4-tf U 2>;W - 

2-f y y o # * -> 7° o y t >^ 1>iJ7Md H&J£ ax ^;U3- [2- (7 5 J * ^) W - 
4-tfU^;W-2--f vyD^^o/Vl-h i£^l&£JB^ §Hi£0<J19d):J3<fctf 
^Jg^J19e) <t^©^T#^ e 
MS m/e (ESI) 435 (MH + ) 



3- (2- 1 [ (2-^7 o D-4-^D^v^>7^;W7$y] *3=-;H -4-t?'J >UW -2— r 

yyn^y^D/'Oi h u 7;i/^pg^^«x^;u3-[2-(T5 y ^^;w-4-t° 

^U19e) ^IlI^<73^T#feo 
MS m/e (ESI) 435 (MH*) 
1^ffJ44 



3- [2- ( I [2-^7 d o-4- (i/p >^;P^-^ -» ^ > y*-f ;H 7 5 / ) ;* ^Jl) -4- If 
U yya^y^D/OH h U ;7JM-n§W&«x^;U3- [2- (75 / 




HlMff!143 
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19d) *«t^HJfi«»J19e) 
MS m/e (ESI) 461 (MH*) 




ii 

3 U CF3C00H 

x^;u3- [2- ( I [2-7 )V* p -4- ( h u ?;M- □ ;* ^ > W ;W7$yu? 

; W -4- tf U S?;H -2-< VT'D^vT'O/OS hU7Mo «x^3- 

[2- (75^^ =5-M -4- tT U >UH -2— T '^D-H+y^n/Vl-h JgH&Srffl V>> 
^WJl9d)*<J:Df*Jg^Jl9e) 
MS m/e (ESI) 429 (MH + ) 




CF3C00H 

2-T V 7 a^v-3- (2- [ ( I [5-* ^;U-2- (4-^^7x-JW -1. 
4— r ;U#;i/stf— ;n 7$/) *3MH-4-e y $>;H zfunym h U ^ji^pum^ 
«x^;U3- [2- (7 5 y * -4-t: <J *JM -2--T V 7°n^yyo/Vx- h i* 
^i&£ffl<^ H»119d)^ct^«J19e) £ITO<£?j£T*#£:. 
MS m/e (ESI) 454 (MH*) 
H^J47 




,C00H 
CF3C00H I 

3- 12- [ ( I [2- (3-^ P d-4-7M0 7i^JH -5-* 3-f7 1 /-JH-f . 

;H*MxjH7 5/) y^;i/]-4-k°U^;H-2-< V7°P5i-N^r'>yp/^>^ MJ 
!7 JU^- o Bttttt «x^;i/3- [2-(75/^ ^;U) -4- k° U 5?;U -2--fV7n#^y^ 
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MS ni/e (ESI) 492 (MH + ) 



3- 12- ( ( I [2- (4-£ DD7 i-JH 3-^Ty*-;u-4--f ;M #;i/#x 
;H 75 7) *9-M -4-h'U S?JH -2— f V^o^y^D/Oi h U 7)V*nmm. 
Jfittxf 1 ;^- [2- (75/> ^JW -4-fcf U *JM -2~f y7"a^y7"o/Vl- h 

MS m/e (ESI) 474 (MH + ) 
H^J49 



1/1 CF3C00H I 
3- (2- ( ( I [2- Kl-0 U P 7i-;H -5-* 3-^7 */-;W4-r ;H * ;u#x 
;H 757) -4-tTU VM-1-< y^D^y^n/Oi h'J7J>tnHfi 
Jfi«X3\>l/3- [2- (7 S: y y -4-tf U 5?;H -2— T 77 , o^y7'D/VX- h 

MS m/e (ESI) 474 (MH + ) 



3- 12- [ ( l [2- (2. A-VZ DD7 i-JW -5-y 3-f7y-;n-f ;n *» JM* 

-;H 7 5 j ) y ^JH -4- f U -2— r v^d^ ->7d h'J7 jm- □ 
Bfeiftttxf 1 ^- [2- (757^ J-M -4-tf U -2-< V :/d tf=£ y^o^ y X- 



0 
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MS m/e (ESI) 508 (MH + ) 
CF3C00H 

2--f y yn^^->-3- 12- [ ( I [2- (4-* h^-i"? il-)\>) -5-^^-1, 3-?7!/- 

M«x^;i/3- [2- (7$y^^w -4-t°u s?;n -2— r yya^y/D/vx- 

MS m/e (ESI) 470 (MH + ) 




CF3C00H 

2--f y (2- [ ( I [5-* ^)V-2- (2-^)Vy^~M -1, 3-^7^-^- 

4-f ;n # - M 7$y)^ -4- tr u s?;n y°o a° h>J7 □ n?sg& 

&X3^U3- [2- (7$/^ -4- tf U 3?JH -2--T y7D^y7"o/1 /X-h 1 

MS m/e (ESI) 454 (MH + ) 
SMM53 

0 




CF3C00H 

2--r y y°D3}^>-3- 12- [ ( I [5-^^-;u-2- (2-^x-;w -i, 3-f7'/-;M-f 

Mt>)Vi£-M 75/) ^?-;H-4-fcrU^;H 7°dA>^ h'J7Jl/toMSfix 

^;u3- [2-(7 = y^ -4- e u s?;n -2— r VT'o^yT'o/tyi-h 

£ffl<^ H»J19d)*<t^HiS{?iJ19e) 
MS m/e (ESI) 446 (MH*) 
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m&m&m^ mmmm) Rz^mmmm tmsao^m-Vs 

3- [4-j* b*->-3- ( [ (E) -3-7 3L-)]^-2-^n^y^M 7 =• / *^)V) y^~M 7 
MS m/e (ESI) 398 (MH*) 




mmmUtmm<D^m-V. 2--fV^D^y-3-[4-^ h^-a-dCBM-*^ 

•H-NMRtCDClj) 6 : 1.07 (d, J=6. 0Hz, 3H) 1.17 (d. J=6. 0Hz, 3H) 2.09 (d, J=l. 2Hz, 
3H) 2.92 (dd. J=7. 2, 13. 6Hz, 1H) 3.07 (dd. J=4. 4. 14. 0 Hz, 1H) 3.60 (sept. 
J=6. 0Hz. 1H) 3.87 (s. 3H) 4.12 (dd, J =4. 4. 7. 2Hz, 1H) 4.54 (d, J=5. 6Hz. 2H) 
6.46 (br. 1H) 6.82 (d. J=8. 4Hz. 1H) 7. 15 (dd. J=2. 0, 8. 4 Hz. 1H) 7.22 (d. J=2. 4Hz, 
1H) 7.26-7.39 (m, 6H) 
MS m/e (ESI) 412 (MH + ) 




&mMMtmU<Dj5&'V* 2-rV7'ci^y-3-[4^ b^>-3-([(E)-3-(2-£ D 

d 7 x - ;v-2-7'd ^ / ^ jh 7 $ y / f j w 7 ir ;n ^u^ym^nr^ 

'H-NMR (CDC1 3 ) 6 : 1.07 (d, 1=6. 0Hz. 3H) 1.17 (d, J=6. 0Hz. 3H) 2.92 (dd. J =7. 2. 
13.6Hz. 1H) 3.05 (dd. 1=4.4. 14.0 Hz. 1H) 3.57 (sept. J=6. 0Hz. 1H) 3.86 (s. 
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3H) 4.11 (t, J=4. 4Hz. 1H) 4.54 (d, J=5. 6Hz, 2H) 6.22 (br, 1H) 6.40 (d, J=16. 0Hz. 
1H) 6.81 (d, J=8. 4Hz, 1H) 7.14 (d, J=8. OHz, 1H) 7.21-7.27 (m, 2H) 7.40 (d. 
J=2. 0, 7.6 Hz, 1H) 7.56 (d, J=7. 6Hz, 1H) 7.97 (d. J=16. OHz, 1H) 
MS m/e (ESI) 432 (MH + ) 




nffi&154£mm<Dj5mT% 2--f V:7°n#=^>-3-[4-* h*~>-3-([(E)-3-(3-:?o 
MS m/e (ESI) 432 (MH + ) 




mmmb4tmm<D^mx\ 2-rv^a^y-3-[4-^ h*->-3-([(E)-3-(4-^D 
MS m/e (ESI) 432 (MH + ) 




nffi&Mtmmo)Jj&-T:\ 2--fV7'D^y-3-[4-y h*:>-3- ( [ (E) -3- (3, 4-i? 
MS m/e (ESI) 466 (MH + ) 
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v>x^*X*y ^600mgt3- [3- (75y^f;H -4-^ h*z/7 X.—M -2—T 
y 7°a;^>ye:*>&x^;i/Xy;^;i/969iiig£N. N-y^^^JVATS HlOmHC 
igfl?U ->Ty*7>*>^i/X^;i/470Ml, h >1. 07m! SrJH» Afeo 

-2--T y yp^+y^D ft >^x^^xxt;p 1. 387g£#fc. 
'H-NMR(CDC1 3 ) ' 

6:0. 97 (d, J=6. 0Hz, 3H) 1.15 (d. J=6. 0Hz. 3H) 1.23-1.30 (m, 9H) 2.84 (d, 
J=20. 4Hz. 2H) 2. 85-2. 94 fn, 2H) 3. 48 (sept, J=6. 0Hz, 1H) 3. 84 (s. 3H) 4. 00 
(dd, J=4.8, 8.4Hz, 1H) 4.03-4.21 (m, 6H) 4.43 (d, J=6. 0Hz. 2H) 6.77 (d. J=8. 0Hz. 
1H) 7. 12-7. 15 (m. 2H) 
HJgWO b) 




3-[3-([2-(yXh + y7*X7* U;W T^M 7 5. J *3\>W-4-> h^->7 
x-JU -2— r y7'a#*'>7'P tf^->^x^jpxx^;H5mg^-^ h5kh*D77 
>0.4mltc:i£fl?U 7K^t:U^^A*tJ3mg*Jjn^., ijatTO. 5l5fcUft#iLfc. 4-(h 
U 7^*a^fJW^>X7JI/fk H10mg<DN, N-y^f;i/*M7 5 K (0. 1ml) ^ 
^^iJDAfco MT1I^W8K^> **y-;M).5mk 5N-*Bfe^b^- h U r7A0. lml * 

«EE«llSLfc. 38«££HPLCKT*lM!i!U 2— T V 7°n#^>-3-4-^ ->-3- 

[ ( (E) -3- [4- (hU7Moy 5f ;w 7 x xjh -2-7° n^y^^sy)^ 7 x 
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MS m/e (ESI) 466 (MH + ) 




nMM&0£mm<Dj5mT\ 2-^vyD^y-3-[4-^ h*~>-3-([(E)-3-(2, 
MS m/e (ESI) 466 (MH*) 




mm&mLmm<Djj&x\ 2-^y^n#^->-3-4-^ h {$) -2- [2-7 jv 

MS m/e (ESI) 484 (MH + ) 
Hd£ffiJ63 




Hi£^J60<h|WI#CD^T\ 2-<7 7'D#*->-3-[4-* h * ~>-3- ( [ (E) -3- (2. 4-v 
MS m/e (ESI) 466 (MH 4 ) 
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MS m/e (ESI) 494 (MH*) 




mmm6Qtmm<D^mx\ 2--r v:/n#*->-3-[4-* h*~>-3-([(E)-3-(2, 5-^ 

MS m/e (ESI) 466 (MH*) 
g|»J66 




H«J60<L|pI^©^T, 2--fV7°0^y-3-[f^ h^>-3- ( [ (E) -3- {\-±7 
MS m/e (ESI) 448 (MH + ) 
Mit#J67a) 




2-i?JL^)V*7, -fcJ^uM-* >^643mg t. 3- [3- (7 5 V * -4-* h=^y7x 
5 KlOmlfcjgtfU v7y5jsX^>^v?x^;H70^L h U X^;U7 5 >1. 07ml£ 
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S^Lfc. l-[Z-{{l-(i?3Lh*i/7*7s7*V)V)ZfUA;'\M 757/^ 

h+->7i-JH-2-<V7 p D^>'^n^>Kx5 1 M^T;i/ 1. 310g 

'H-NMR (CDC1 3 ) 6 :0. 97 (d, J=6. 0Hz, 3H) 1.15 (d, J=6. 0Hz, 3H) 1.24-1.29 (m. 9H) 
1.40 (dd, J=7. 2, 17.6Hz. 3H) 2.79-2.94 (m. 3H) 3.50 (sept, J=6. 0Hz. 1H) 3.84 
(s. 3H) 3.98-4.2 {m. 7H) 4.43 (d, J=4. 8Hz, 2H) 6.77 (d. J=8. 4Hz, 1H) 7.12 (d, 
J=8. 4Hz, 1H) 7. 16 (s, 1H) 
SI^J67b) 




nm&m t mmoiim-?. 3- [3- ( [ (E) -3- (2-^do7 xzjw -2-^ ^;i/-y d ^ 

MS m/e (ESI) 446 (MH*) 




H»!l60<h|SIHO^S-e> 3- [3- ([ (E) -3- (2-*^)U7 ^-)V)-l-*^)l-7°u^ 

/-r;H75y^?;w-4^ h^v7iz;n -2-* v y □ # * -> y □ e * >&e £ # 

MS m/e (ESI) 426 (MH + ) 




;»J60 £ TO©75*£T*, 3- [3- ( [ (E) -3- (4-? □ o 7 3l -M -2-* ^;h7°o ^ 
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MS m/e (ESI) 446 001*) 
IWJ70 




MS m/e (ESI) 480 (MH*) 




H»J60 <h |WJ«©7? ST, 3- [3- ( [ (E) -3- (2, 3-i^ P n 7 x-;W -2-* 
] 

MS m/e (ESI) 480 (MH*) 




^IWJ60t I^^(7>7jST, 3-3- [ ( (E) -3- [2-7 JU*-o-3- ( h U 7)V*u*^)V) 7 

□ #+->7o \Z-*>m*%Tz 0 
MS m/e (ESI) 498 (MH + ) 
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mmm60iimm<o^mx% 3- [3- < 1 ® -3- (3-7^0-2-^^7 x-;w -2-y 

^;u-t°d ^ y -r M 7 5 y y j-m -4 y h * -> 7 x -;W -2-1* y ^o^y^a tr 

MS m/e (ESI) 444 (MH + ) 




i: 3- [3- ( [ (E) -3- (2, 4-^7 dd'7 x ~ ;W -2-y 

d ^ y -r m t ^ y y w -4 y h * -> 7 x n; w -2->f y y* o 7 d tf * >m. 

MS m/e (ESI) 480 (MH + ) 




^lfifl»J60i:|S|«lO^feT, 3- [3- ( [ (E) -3- (2-7Mn-4-^ot7x-;H -2-y 

g=-;u- y p ^ y -r ;n 7 s y y 5=-; w -4 y b * > 7 x - ; u -2— r y y° p ^ 7° d tr 

MS m/e (ESI) 510 (MH*) 



WO 01/25181 PCT/JP00/06788 

nffimwtmm<DjjmT\ 3- [3- ( [ (e> -3- (3. □ n 7i-jh -2-^^)i-y 

MS m/e (ESI) 480 (MH*) 
^MffJ77 




ni&&mt.mm<Dij&rc\ 2--rvyp#^->-3-[4-^ h*->-3-([(E)-2-*^;i/ 

MS m/e (ESI) 462 (MH + ) 
Mit#J78a) 




y'n )Vm\ 14mg^T- F077 >8ml fctgfc? l> zkSMfcU 70 A13mg, 
^DD^X^H40Ml^JlS»X.m^(3TlB#r B 1^L/cc 3-[3-(75y/f 
;W-4-^ h^v7x^;W-2-^yya^^i>7 0 t°^->Mx^X7.x;H89ingOx 
h^t Fp:7^> 2ml JDAfc^ h'JXfJVJS >210m?:SDA, 

£ -> U * yjl/* 7Ai?07h KTffi^ L , ^^F-y- >-^mx^JP (2 : W3 : 2) igfcb# 
ii02-<V7'D^y-3-4-^ h^->-3-[(^otf^-D-i*;UT5y) ^^;H 7x 
—)V?n e^->^X^^XXx^230mg^t#/co 

l H-NMR (CDCI3) a :0. 98 (d, J=6. 0Hz. 3H) 1. 16 (d. J=6. 0Hz, 3H) 1. 25 (t. 1=7. 2Hz. 3H) 
2. 76 (s, 1H) 2. 87 (dd, 1=8.4, 14. 0Hz. 1H) 2. 94 (dd. 1=4.8, 14. 0 Hz, 1H) 3.51 (sept. 
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J=6. OHz, 1H) 3.85 (s. 3H) 4.01 (dd. J=5. 2. 8. 4 Hz, 1H) 4.12 (q. J=8. OHz, 2H) 
4.45 (d, J=6. OHz, 2H) 6.35 (br. 1H) 6.80 (d, J=8. OHz. 1H) 7.13-7.18 (m, 2H) 
H«J78b) 



2--fy^D#+y-3-4-/ h^v-3-[(yntT^-P-1'^T5y) ^fM7i^ 
h^>lx^x^r;H6iDg$N, N-y^f;i/*M7 = HO. 6mlf;:*g#?U < 
^-K^>if>15mg, S^DDfcf;* h l J7x-JV7t77^ >A°^ >^ A3mg, £5 
<b^2mg, ^bU5 1 ^A3mg, h 'Jx^7 5 >0. lml^fiD*., ^iHf?Bm~F, 
^T«Jt#bfec M^^#i{C7jc^Jp^ ^X^^^TttttJL, ig$g£M/±ig 
mvtco mmiz*? J-M. 5mh 5N-7K&{b^HJ"y-A0. lml£;DQ;l, 

iftlBUfc. 8«£HPLCfcT»filU 2--fV7 , 0^y-3-(4-^ h^->3-[(3-7i 
x;i/-2-yot?y-f;W7Sy] /f;i/7ix;H tr^->Kl. 91mgS»fc. 
MS m/e (ESI) 397 (MH + ) 



HJfi^J78tra«l©7&i£T, 2-fy7°D^y-3-[4-^ h^~>-3- ( [3- (4-* h^~> 
7xXJH -2-^ □ t:V -f ;H 7 a J * J-M V 3^~M ~fu 
MS m/e (ESI) 426 (MH*) 
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mMmn£mm<D*mx\ 2-^v^d^«>-3-[4-^ h*~>-3-([3-(4-*3^:7 

MS m/e(ESI) 410 (MH*) 




mmmntmm<D^mx\ 2--fy^o^+y-3-[4-^ y*z/-i-([z-{a-?)v-*u 

MS m/e (ESI) 414 (MH + ) 
HMffl82 




H«J78tIW|«|cD^T, 2--fVyn^y-3-(4-/ h 3r>--3- ( [3- (3-* h*-> 

MS m/e (ESI) 426 (MH + ) 
I^ffl83 




MS m/e (ESI) 475 (MH 4 ) 
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nmrnntmrnvxtik-?. 2-<vyo^+y-3-4-^ h+y-3-t(3-[3-(hU7^ 
3-M ? x -M -2-zf p t? y -f 5 / ;* 3=-;H tr* >i? 

MS m/e (ESI) 464 (MH*) 




mmmntmmojjfe-v* 2-^vyD^y-3-t4-^ h^i>-3-([3-(3-^^;u^ 

MS m/e (ESI) 410 (MH + ) 




mmmn^mm<D^m-^\ 2--fv^o^^y-3-[4-^ h^v-3-([3-(i-^-^^ 

MS m/e (ESI) 446 (MH + ) 
MM0iJ87a) 




£WJ89e) <hlWI^O^j£T3-yD^-2, 6-^* Ky^>X7J^t K£J8^3- 
(3- 1 (^E7* h ~>#;U*~;W 75/]/ 4-y/h^y7i5JH -2-< V 

7n#+y7°Oft>iI^H7rJ^#fc. 

'H-NMR(CDC1 3 ) 6: 0.96 (d, J=6. 0Hz. 3H) 1. 15 (d. J=6. 0Hz. 3H) 1.23 (t. 1=7. 2Hz, 
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3H) 1.44 (s, 9H) 2.87 (dd, J=8.4, 14. OHz. 1H) 2.98 (dd, J =5. 6, 14. 0 Hz, 1H) 
3.51 (sept. J=6.4Hz, 1H) 3.80 (s, 3H) 3.83 (s. 3H) 4.12-4.17 (in. 3H) 4.40 (d. 
J=5. 2Hz. 2H) 5.11 (br. 1H) 6. 60 (d. J=8. 8Hz. 1H) 7.15 (d. J=8. 8Hz. 1H) 



3- (3- [ h+y*M-JH7Sy]y ?)V-2, 4-v 5 * h -> 7 jc ^ ; V) -2- 

b , 3- (3- [ (2. 4- v Z p p ^ > V-f M 7 2. J ) * A-iS^h*^?^ nJW -2- 

MS m/e(ESI) 470 (MH + ) 

^#188 

Mi£#J88a) 



M^J89e) ilwia^^^-CS-y'P^. A-V* h4y^>X7^rk F£/8V>3- 
(3- ( (M=7 h * istUlTfs-jl) 7^7]^ 6- V * V * ~> 7 x. 5 ; W -2-< V 

yo^y^D h°^->^x^;i,xx^;i/^t#^o 
'H-NMR(CDC1 3 ) 

6 : 0. 98 (d. J=6. OHz. 3H) 1. 14 (d. J=6. OHz. 3H) 1. 26 (t. J=6. 8Hz. 3H) 1. 43 
(s. 9H) 2.86 (dd. J =8. 8. 18.4Hz. 1H) 2.98 (dd. J=6. 4. 13. 6 Hz. 1H) 3.51 (sept. 
J=6. 4Hz. 1H) 3.83 (s. 3H) 3.84 (s. 3H) 4.08-4.17 On, 3H) 4.20 (brs, 2H) 4.94 
(br. 1H) 6.40 (s. 1H) 7.02 (s. 1H) 
^M^J88b) 
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OH 



3- (3- [ (IE/ h * 7 5 7 ] ^ 3^-4. 6-y/h*y7x$;H -2- 

MS m/e (ESI) 470 (MH + ) 
M0J89a) 



5-^0^-2, 3-^* h+y^>X7;>Tt: H10. 67g^-x h^h Ha^^>100mK 

^r-2, 3->*7 h^~>^>> ? ;U7;Ul3-;H0. 27g£#fc 0 d©&/&£^5. 326g£N. N- 
y^fWM75 F50mlt;:?gfl?U < 5 ^V-;H. 8g. %ZE.?^)Ut7 UUi?7 

*§&£^JEg5feU [(5-7*o^E-2. 3-^* h^y^>vJH)^y] ( iE^JH 
'H-NMR (CDC1 3 ) 

<5: 1.10 (s. 9H) 3. 63 (s, 3H) 3.84 (s, 3H) 4.76 (s. 2H) 6.96 (d. 1=2. 0Hz, 1H) 
7.33 (d. J=l. 6Hz, 1H) 7.63-7.45 (m. 6H) 7.68-7.71 (m. 4H) 




OMe 
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OMe 



US-zf n*-2, 3->^ h^->^>> ? ;n) ( Jg=^;w y7i^/k>7> 

^'Jf)A(l. 5M^+h>^)16mlS:i)n^, 30$Hg#Lfc|g. 4-*;l/5;^^ 

>-»tif^ (2: 1-3:2) &£ii#!ici: D 3- ( [1- GgH^^M -1. l-v7x-;k>'J 
;H*^^^W-4. h^->^>X7;Vrt F9. 4g*#fc. 

•H-NMR(CDC1 S ) 

5: 1.12 (s, 9H) 3.77 (s, 3H) 3.91 (s, 3H) 4.84 (s, 2H) 7.39-7.44 (m, 7H) 
7.69-7.72 On. 5H) 9.91 (s, 1H) 




2-f V 7n#*->7isX-fc; ra^x^PSlOmgSr-r- h5tHD77 >20ml t»» 
U 7K^t^NU^A370mg^UP7.fco £i&fcT30#»#U 3-([l-(56H^ 
JW-1. l-^7xXJW->g;H^-^v^^;W-4. 5->>* h^v'OXTJWxfc: H 
3. 485g<9N.N-v*^;i/*;UA7 5 F5nlJ8fR£Jn*.£. ^rStCT^Jt^U J£fS 

mimm^y*^02±-emM\s. mm^mzm^fzo (e, z)-3-[[i-(^h^ 
^->-2-yotr^->^x^;i/X7;^;u5. oig£»&. z.<Dm±!&m. oig£-^ 

t HD7 7>30alfc**U, KKlmK zr h ^y^T^x^A^Jl/^'J H OMi§ 
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^^A^DTKtCT^L, '\^it>-KKx5 L ;K2: 1-3:2) ^ffi»ia«tO (E.Z)- 
3-[fc HD+^fJM -4, 5-^^ h+y7x-M-2-fV^a^y-2-yn^ 
>^X^X7,^-;U2. 209g§?#£. 

'H-NMR (CDC1 3 ) 5 :1. 24-1. 39 (m, 9H) 3.84, 3.87 (each s, 3H) 3.89, 3.92 (each s, 
3H) 4. 16, 4. 29 (each q, J=7. 2 Hz. 2H) 4. 27, 4.47 (each sept, J=6. OHz, 1H) 4. 65, 
4. 67 (each s, 2H) 6. 16. 6. 94 (each s, 1H) 6. 79 (s, 1H) 7. 23. 7. 67 (each d, 
J=2. OHz and 1. 6Hz, 1H) 



(E. Z) -3-[k'HQ+*>^^;W-4. 5-5?* h + y7x-;H-2-<vyD^^y-2- 
7°Ptr^->^X^;i/X^.^;H 209g£ h;i/X>15mlfc»«?L» T^bv^aix;^ 
*#U;U. 6ml*5«k^v?T1fb*'>^D [5. 4. 0]#>tHi>1. lmlSriJD*., 

U &*SSB6^*5'£ATl£*BU Sl^SSgSlfc. M^y'J*^>*7 
A^dt HCTffiSIU ^U->-^X^;K2: 1-3:2) ®iiiftW <tO (E. Z)-3- 

x3\>i/x;*-x;i/ 

'H-NMR (CDC 1 3 ) 6 : 1. 14 (t, =6. 8Hz, 3H) 1.30 (d. J=7. 2Hz. 3H) 1.35 (d. J=7. 2Hz. 
3H) 3. 84. 3. 87 (each s, 3H) 3. 90, 3. 92 (each s. 3H) 4. 16, 4. 30 (each q. J=6. 8 
Hz, 2H) 4.35 (d. J=1 1. 2 Hz. 2H) 4.50 (sept, J=6. 4Hz. 1H) 6.14. 6.93 (each s, 
1H) 6. 75. 6. 72 (each d. J=2. OHz, 1H) 7. 26. 7. 64 (each d. J=2. OHz. 1H) 

Bo cHN^V^V^T C ° 2E * 
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(E. Z)-3-[3-(75?K*?\M/)-4. 5->>* h^y7x^H-H V^a^ 
□ fcr*>&x3MH*xJl'2. 124g£MX5f;U50ml Kjg^U *H^;P5?*-# 
H. 5g, 10XA7^^A^800mg*JPA, zKSS£ffl^T* MfcT20B*M«# 

v h (CTltM U ^-9- ggx^ (5 : 1-4 : 1) 0 3- (3- [ (IE7* h * 

'H-NMR(CDC1 3 ) 6: 0.97 (d, J=6. 0Hz, 3H) 1.16 (d. J=6. 0Hz, 3H) 1.26 (t, J=6. 8Hz, 
3H) 1. 44 (s, 9H) 2. 87 (dd, J=8. 4, 14. 0Hz, 1H) 2. 94 (dd, J=4. 8. 14. 0 Hz. 1H) 
3.51 (sept, J=6. 4Hz, 1H) 3.82 (s, 3H) 3.84 (s, 3H) 4.02 (dd. J =4. 8. 8. 4 Hz. 
1H) 4.13-4.22 (m. 2H) 4.29 (d. J=6. 0Hz. 2H) 4.94 (br. 1H) 6.76 (s. 1H) 6.78 
(s. 1H) 



3-(3-[(BH7h^y*M^W 75/] *5P;W4. h^->7x$;H -2- 

SU 3-(3-[(2,4-y^DO^>^;W 757] ;*^;U-4, 5-5?* h + ->7i^ 

MS m/e (ESI) 470 (MH + ) 

^MM90 
M3t#iJ90a) 



2-^>^^-^r->-5-*;i/5 ;h^,isn^fji'xxf;i'39. ig* * ^ y — ;p 
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««E*SEE«56Lfco 2-(^>^;M-**>)-5-(v>.* h^v'pWW M9M^J^ 

X*7\^39.08g£&&. 

'H-NMR{CDC1 3 ) 

(5 : 3. 32 (6H. s) 3. 88 (s, 3H) 5. 19 (s, 2H) 5. 37 (s. 1H) 7. 03 (d, J=8. 0Hz. 1H) 

7.33-7.41 (m, 3H) 7.47-7.53 (m. 3H) 7.91 (s. 1H) 

§^#J90b) 



SktfTzKSHbTJl'S tAkH'JF7g$rh7tKP77 >200ml U 2- 

>i?;i^7;H3-;u35. i5g£#fco £©fi£j£&£ h;ux>250mnc»«¥U rsMt 

5?7xx;i/3|N^^U;W0g*J:tJf^71ftf^^P (5. 4. 0] «7>^-t>22ml^Jp^, ^ 

DThlCTflJl, (15 : 1) *gaj#ill<k 04- K> 

^M+yJ-S-iyvF/^JWy^ h*->*^;W^>if >17. 4g£t#£io 

X^;i/ (12: 1) i§a#®«fc 04- K>^JU^-^-» -3- H^f;M^>^7JPrt 
F9. 39g£#fc 0 

'H-NMR(CDC1 3 ) 5: 4. 48 (s. 2H) 5.22 (s. 2H) 7.90 (d. J=8. 8Hz. 1H) 7.37-7.45 On. 

5H) 7.84-7.86 (m. 2H) 9.90 (s, 1H) 

MifiWOc) 
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BocHN 




C0 2 Et 



V 



j»U tJc#T, 7K^k^- MJ^Al. 7g£}jnAfc„ MUlZTZQftffiWL. 3, 4-K> 
^;^+-»-3-(7>?K^9 1 ;WOX7;i/^t: F9. 39g<9N, N-^^t/^PAJS 
K 20ml ADA /c„ ^£T4f$M!g#U ^J£^^£§1^X?Sn/T#$?U 
WM^tK, ^fP^t^- h U ^AtK. KTSfc^U &7K^^**vr>ATi£^U 
i&£g£MEE@5feLfc„ (E, Z)-3- [T-J Y*3-)V) -4- -» 7iZJH -2- 

-f V yo#+y-2-7'D k°t>lx^xXr;H6. 7g£#fc„ £ ©fi£Elt^l2. 46g 

£x*y-;H::^u sgn:/5P;i^;&-#*-h8.3g> i0*y\ o ^^Ajs*3i3g£ 

(4:1) m&ftm& 0 3- (3- [ (^7h^y^^XjH7$y] ^^;U-4- 1 HD+y 
;7;c-;W-2— f y 7°D#+y h 4 t >ix^xxf^6. 2g£#7c 0 
'H-NMR(CDC1 3 ) 6 : 0.99 (d, J=6. 0Hz, 3H) 1.15 (d, J=6. 0Hz. 3H) 1.23 (t, J=7. 2Hz, 
3H) 1. 44 (s. 9H) 2. 84 (dd, J=8. 4, 13. 6Hz, 1H) 2. 90 (dd, J=5. 0, 13. 6 Hz, 1H) 
3.50 (sept. J=6.4Hz, IH) 3.98 (dd. J=5. 6. 8. 4Hz, 1H) 4.12 (q. J=6. 8Hz. 2H) 
4.19 (d. J=6. 4Hz. 2H) 5,22 (br. 1H) 6.86 (d. J=8. 4Hz. 1H) 6.94 (d. J=2. 0Hz. 
1H) 7. 08 (dd. =2. 0. 8. 0 Hz. 1H) 8. 77 (br. 1H) 
Mii#J90d) 



3- (3-[(fgH:7*h^->#jU#-;W 7$/] HD^y7xx;W-2--f 
yyo4f^->ypt:^->^X^^Xy;^JM02mg^7ii hx h U;U5mHC^L> N- 
•Jn^X? W5 K200mg£2)n*.fco m^tCTlP^jWU &fSjg^£imx^ 
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A^t>-»8ifJI' (5:1) }§tB^lj«k 9 3- (3-7*0^-5- [ (IH^h+y^M- 
X7^;U433mg£fffc 0 

'H-NMR(CDClj) 6: 0.98 (d. J=6. 0Hz. 3H) 1. 16 (d, J=6. OHz. 3H) 1.25 (t, J=6. 8Hz, 
3H) 1.44 (s, 9H) 2.80 (dd. J=8.4. 13. 6Hz, 1H) 2.88 (dd, J =7. 2, 14.0 Hz, 1H) 
3.51 (sept, J=6. 4Hz. 1H) 3. 97 (dd, J=4. 8. 8. 4 Hz, 1H) 4.16-4.22 On, 2H) 4.24 
(d. J=6. 8Hz. 2H) 5.20 (br, 1H) 6.96 (d, J=l. 6Hz. 1H) 7.35 (d. J=2. OHz. 1H) 
8.45 (br, 1H) 
8li£0»J9Oe) 



3- (3- 7 U [ h * XJU) 7 S J ] * ^)V-A- th'D^7i- 

S. FbmUzmmV. -f*-K**>0. 15mk U ^A500mg^«M^jPAfeo 

T2P#r^lt« i b^©^, EffiS^4fcfcimx^T?#IRU W«*Sr*, «SfP«l^ 
±HJ^AzK, f~T&#U a^&Br^^^ATftflfeU »JK&«BEg*Ufc. 
afi*->'J*^*7A^P7M:T»8U '\* J *>-ffimx.^)l (4:1) mitiftm 
<£ 9 3- (3-7'D [ (I£7' h 4- JPtf X )V) 757]^ ^JU-4-* h * ~> 7 x X 
;W -2-< Vya^^'>yotf^->^X^;UX7.^;i/876mg5:^o 
'H-NMR(CDC1 3 ) 6: 0.97 (d. J=6. OHz. 3H) 1. 16 (d, J=6. OHz. 3H) 1.45 (s, 9H) 2.86 
(dd. J=8. 4. 14.0Hz. 1H) 2.93 (dd. J =4. 4. 14. 0 Hz. 1H) 3.51 (sept, J=6. 4Hz. 
1H) 3. 74 (s. 3H) 3. 84 (s. 3H) 4. 02 (dd. J=4. 8. 8. 4 Hz. 1H) 4. 34 (d. J=6. OHz. 
2H) 4.95 (br. 1H) 7.12 (d. J=l. 6Hz. 1H) 7.37 (d. J=2. OHz. 1H) 
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M -2--T y tr* >«X^>X*x;U£Jl <^THi60iJ38 1 EES©;* 

ffiTlSt, 3-(3-ya^e-5-[(2.4-> ; ^oo^>yV;W 7S7] y^jl-4-7 

MS m/e (ESI) 520 (MH + ) 

ffiiiiWla) 



CN 1 

;W -2-f VT'n^yyn tf*>^X^XXx;P876mg£7 , o tf^-~ h >J ;U5ml 
izmmV, S^T>'(b^-hU'>A182mg, h U 7xr;V7t77^ >/\°^ 

> ? ^7A214mg, ^^-fb^Omg^tD^., MUtflffi^T, &&m?&Wffi.l>£i 0 KfoigS 

£ U 7 A* D7 h fcTttffilU (4: 1) JgtB^iicfc 0 

3- (3-y7 J -5- ( (^E^ h * ->*;P#x;M 757] ;*fP;i-4-7 h+->7ii;H - 
2— T y 7°o^y^D t°^->^x5 L ;i'Xy;^;i/586mg^t#/c. 
•H-NMR (CDC1 3 ) <5 :0. 95 (d, J=6. 0Hz, 3H) 1. 17 (d. J=6. 0Hz. 3H) 1. 27 (t, J=6. 8Hz. 3H) 
1. 45 (s, 9H) 2. 89 (dd, J=8. 4. 14. 0Hz. 1H) 2. 97 (dd, J=4. 4, 14. 0 Hz, 1H) 3. 53 
(sept, J=6. 4Hz, 1H) 4.00 (dd. J =4. 8. 8. 4 Hz, 1H) 4.07 (s. 3H) 4.21-4.27 (m. 
2H) 4.30 (s, 2H) 4.94 (br, 1H) 7.40 (d. J=2. 4Hz, 1H) 7.42 (d, J=0. 8Hz, 1H) 
HJSWlb) 
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OH 



3- (3->7 J -5- [ (W>=."3 V 757] ^5^;P-4-^ h^y7x~ 
&T~mm l> , 3- (3- -> 7 y -5- [(2,4-y^DD^>^JH75;]^ 5F;W4- 7 h ^ 

~> 7 x -2-r v yo#+ > y d t'^- >^ £*#fco 

MS m/e (ESI) 465 (MH + ) 

Hl*Sff]92 

S3t^J92a) 



7tHD75>3>7V>^^ (lM7N^t Kn7 7>^?S) 148. 3g£}jnx.fco ^ 

5-7*D ; E-2-^ □ D^>y^7;^-;H1. 46g£t#7c. 31 £Mi£#I89e) 

'H-NMR(CDC1 3 ) <5 : 0.95 (d. J=6. 0Hz, 3H) 1.15 (d, J=6. 0Hz, 3H) 1.24 (I, J=7. 2Hz. 
3H) 1.46 (s. 9H) 2.93 (dd. J=8. 4. 14. 0Hz. 1H) 3.07 (dd. J=4. 8, 14.0 Hz, 1H) 
3. 49 (sept, J=6. 4Hz. 1H) 4. 04 (dd, J=4. 8. 8. 4Hz. 1H) 4. 12-4. 19 (m, 2H) 4. 30 
(d. J=5. 2Hz, 2H) 4. 80 (br, 1H) 7.12-7.16 On, 3H) 7.23 (d. J=8. 0Hz, 1H) 
H«J92b) 
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CI 0 0 



CI 



OH 



3- (3- [ (f£7* h+y^M^JW 7S /] /^7i5JW-2--f V/o^^y^ 

ntt>fkJL7)ir3L7>Tjv&m^Tmtemzz£mm<D%&^mm^ 3- (3- [(2.4- 

y^DD^>^JH7S;U^7iZJH -2--f V 7° □ rt?* 5/ y'a >M £ 

MS i/e(ESI) 410 (MH + ) 

§S[ii#l93a) 



3- (3-[(fgH:7>=^>#Jl^-;M 75 7] 73MW4-b Ko*->:7;r-;W -2— T 
V^D/^^oh^^x^XT^Jl^gSmg^N, N-y^?MM75 K2ml 
II^U, -f:*b*x^>0. 3mk Mm*'J^A200mg^Jl^n^fco 50*0(3X4^^ 

3- (3- [ (IE7* K*->#;U#x;H 7 5/ ] *5P;U-4-X h4y7x-JH -2--T 77 
U-#3rz/7°n tf^->mx^XX7-;H85nig^#feo 

•H-NMR (CDC 1 3 ) <5: 0. 96 (d, J=6. 0Hz, 3H) 1. 15 (d, J=6. 0Hz, 3H) 1.24 (t, J=6. 8Hz, 
3H) 1.42 (t, J=6. 8Hz. 3H) 1.45 (s, 9H) 2.86 (dd, J =8. 4. 14. 0Hz. 1H) 2.93 (dd, 
J=4. 8. 14.0 Hz, 1H) 3.49 (sept, J=6. 4Hz, 1H) 3.98-4.06 (m. 3H) 4.13-4.21 (m. 
2H) 4.29 (d, J=5. 2Hz. 2H) 4.99 (br, 1H) 6.75 (d. J=8. 4Hz, 1H) 7. 14 (d, J=8. 8Hz. 
1H) 7. 14 (s, 1H) 



BocHN 




«J93b) 
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CI 




J 



°r 



C0 2 H 



3- (3- [(2,4-y^OD^>^JH75y]^ 3^-4-X v 7 rc - ;W -2~f V T7° 

'H-NMR (CDC 1 3 ) 6 : 1.06 (d, J=6. 0Hz. 3H) 1.17 (d. J=6. 0Hz. 3H) 1.45 (t. J=7. 2Hz, 
3H) 2. 92 (dd. J=8. 0, 14. 0Hz, 1H) 3. 07 (dd, J=4. 4. 14. 0 Hz, 1H) 3. 58 (sept. 
J=6. 0Hz. 1H) 4. 06-4. 15 (m. 3H) 4.64 (d, J=6. 0Hz, 2H) 6.81 (d, J=8. 4Hz, 1H) 
6.88 (br, 1H) 7. 15 (dd. J=2. 4, 8. 4Hz. 1H) 7. 27 (d, J=8. 4 Hz. 2H) 7.42 (d. J=2. 4Hz. 
1H) 7.68 (d. J=8.4Hz. 1H) 
MS m/e (ESI) 454 (MH*) 

Mifi#l94a) 



m&frmzimmo-fimz&rt^ 3-(3-uiiiH:/h4^>#;M^;u) 75;]/^ 

'H-NMR (CDCI3) 5: 0.97 (d. J=6. 0Hz. 3H) 1.05 (t. J=6. 8Hz. 3H) 1. 15 (d. J=6. 0Hz, 
3H) 1.25 (t. J=6. 8Hz. 3H) 1.44 (s, 9H) 1.78-1.86 (m, 2H) 2.86 (dd, J=8. 4. 14. 0Hz, 
1H) 2. 93 (dd. J=4. 8, 14. 0 Hz. 1H) 3. 50 (sept. J=6. 4Hz. 1H) 3. 93 (t. J=6. 4 Hz. 
2H) 4.00 (dd. J=4.8, 8. 4 Hz. 1H) 4.14-4.21 (m. 2H) 4.30 (d. J=5. 2Hz. 2H) 4.98 
(br. 1H) 6.75 (d. J=8. 4Hz. 1H) 7.09 (dd. J=2. 0. 8. 4Hz. 1H) 7.13 (s. 1H) 




IWfl94b) 
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CI 




v 



3- (3- [ [W>=.7 h ^ frtf =. )V) 7 2. J ] X fiH-7°D #^y7x -M -2— T 

V , 3- (3- [ (2. A-z?Z7 U U ^ > v/-f ;W 7 S J ] * 5^;P-4-y D 7tf* ->7xZJH -2--f 

'H-NMR(CDC1 3 ) 6:1. 05 (t, J=7. 2Hz. 3H) 1. 06 (d. J=6. 0Hz, 3H) 1. 18 (d, J=6. 0Hz, 3H) 

1.80-1.87 (m, 2H) 2.91 (dd, J=8. 0. 14.0Hz. 1H) 3.07 (dd, J =4. 4. 14. 0 Hz, 1H) 

3.59 (sept. J=6. OHz, 1H) 3.97 (t. J=7. 2Hz. 2H) 4.12 (dd. J =4. 4. 8.0Hz. 1H) 

4.65 (d. J=6. OHz. 2H) 6.81-6.84 On. 2H) 7.15 (dd. J=2. 4. 8. 4Hz. 1H) 7.25 (d. 

J=2. 4 Hz. 1H) 7. 28-7. 33 (m. 1H) 7. 42 (d, J=2. 4Hz. 1H) 7. 67 (d. J=9. 6Hz. 1H) 
MS m/e (ESI) 470 (MH + ) 



'H-NMR(CDClj) 5 : 0.97 (d. J=6. OHz. 3H) 1.15 (d. J =6. OHz. 3H) 1.24 (t. J=6. 8Hz. 
3H) 1.33 (d. J=6. OHz. 6H) 1.44 (s. 9H) 1.78-1.86 (m. 2H) 2.86 (dd. J=8. 4. 14.0Hz. 
1H) 2. 92 (dd. J=4. 8. 14. 0 Hz, 1H) 3. 50 (sept. J=6. OHz. 1H) 4. 00 (dd. J=4. 8. 
8.4 Hz. 1H) 4.13-4.21 (m. 2H) 4.26 (d, J=5. 2Hz, 2H) 4. 54 (sept. J=6. OHz. 1H) 
4.96 (br. 1H) 6.77 (d. J=8. 4Hz. 1H) 7.08 (dd. J=2. 4. 8. 4Hz. 1H) 7.13 (s. 1H) 
«#J95b) 



$S3g#l95a) 
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X 



r 



OH 



3- (3- [ (W>~ELy h * 757]^ yyo^y7i - 

2-^ V^P^^S>^Dh°^->^X^;WX7>^;P^fflViTll«J38tl5l#©^&T 
8Jg L/ , 3- (3- [ (2, 4- v £ □ P ^ > W V^D^y7x^ 

MS m/e (ESI) 470 (MH + ) 

Hl)S£ffJ96 

$25£#J96a) 



mig^j93 1. mmo^mz^ k> . 3- (3- [ i^ht' h 4- z/tDvat-M 757]^^ 

'H-NMR(CDC1 3 ) 6: 0.97 (d. J=6. 0Hz, 3H) 1.15 (d. J=6. 0Hz, 3H) 1.24 (t, J=6. 8Hz, 
3H) 1.44 (s, 9H) 1.63-1.65 (m. 2H) 1.75-1.90 (m, 6H) 2.85 (dd. J=8. 4, 14. 0Hz, 
1H) 2. 92 (dd. J=4. 8, 14. 0 Hz. 1H) 3. 50 (sept. J=6. 0Hz, 1H) 4. 00 (dd, J=4. 8. 
8.4 Hz. 1H) 4.10-4.21 (m. 2H) 4.25 (d. J=5. 2Hz. 2H) 4.76-4.79 (m, 1H) 4.95 
(br. 1H) 6. 75 (d. J=8. 4Hz. 1H) 7. 07 (d. J=8. 4Hz. 1H) 7. 12 (s. 1H) 
HS£#J96b) 



3- (3- [ m=7' h*^t>)l#-)V) 7 5 /] *?-)V-4-i/? u^y^lV**^? JL 
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■%mx~mWL, 3- (3- [(2, dD^> l /-f M 757] *7)V-4-i'9nl>7-)l 

MS m/e(ESI) 494 (MH + ) 
3lMff]97 



7*=;h**'>7x=;w -2— r yyp#^^^ne^->^x^;uxx7";w329nig 

& K;Ux>4mlfc:i&fl?U 4-^;i/^-P7xx;P^P>i!110mg, rh7^hU7i 
-JP7*^7-f>A7^DA74ng, ^KtfU A440ng<£Jn*., SCHIST 101TC 

jftffi L£g*6£ -> U 7A7D7h ilTiil. "v¥^ >-Wmx.7)V (6 : 1) 

{U^iSck 0 3- (3- [ (i£7 b * S>7j;^x;W 757U ^)V-A- [(h'J7Mo^ 
7^7 1 ^JH t4 y 7 x " JH -2- (4-7 J^a 7i-JH y^-jlzfntf* 

'H-NMROClj) 6 : 1.01 (d, J=6. 4Hz. 3H) 1.18 (d. J=6. 4Hz, 3H) 1.26 (t, J=7. 2Hz. 
3H) 1. 43 (s, 9H) 2. 99 (dd, J=8. 8, 13. 6Hz. 1H) 3. 04 (dd, J=5. 6, 13. 2 Hz, 1H) 
3.56 (sept, J=6. 4Hz, 1H) 4.08-4.24 (m. 5H) 4.60 (br 1H) 7.05-7.15 (m, 4H) 
7. 19-7. 30 (m. 3H) 



3- (3- [ m=zr h * ->tj ;u#x m 757]^ 5Pju-4- [(hU7MD^ tuu 




;»J97b) 
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>^jL^-)vx.^)v^m^xmmmntmm<D^m-vMm.iy. 3- o- [ (2. 4-s^ □ 

wOV-fM 75 7] /fJH-(f7MD7iZJH 7x-JH -2-fy7°o^ 

MS m/e (ESI) 504 (MM 

§Sl£#l98a) 

BocHN-^TV^r 002 ^ 



3- [Z-U'm^ V*^tl )Vt£=-)V) 75/] ;*3MW-4-t FD^y7HiH 

*5fc#U ^7KiS^^->'7AT'f£^U ^^^m§5SL,7Co 3-(3-[(I£7h 
^r->*;U#-;W 757] ^^;W-4-[(hU 7)V*U*^)V) 7.)V7*-M**r^7 
ac-;W-2-f V yo#^->ya tf^->^X^X7.^663mg^#fc 0 
'H-NMR (CDC 1 3 ) 6 : 0.92 (d. J=6. 0Hz. 3H) l. 16 (d. J=6. 0Hz. 3H) 1.24 (t, J=6. 8Hz. 
3H) 1.46 (s, 9H) 2.91-3.04 (m. 2H) 3.51 (sept. J=6. 4Hz. 1H) 4.02 (dd, J =4. 4. 
8.8 Hz, 1H) 4.16-4.23 (m, 2H) 4.40 (d, J=6. 0Hz. 2H) 4.95 (br, 1H) 7.17-7.20 
On, 1H) 7.24-7.25 (m, 1H) 7.40 (s. 1H) 

BocHN^V^r^V C ° 2Et 



3- (3- [ (^E7h^y*J^-JH 7 5 7] * 3^)1-4- [ ( MJ 7)l*u 
7 * ziH t+->7i - -2-< 77a^+y7D t: t >iifM7 5^3 34rag 
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>A o ^^0A75mg, ^bU3^A83mg£jQA^f?ffl5rF80 < C{;: 

U A^t>Sfil^ (7:1) mttiftm* 0 3- (3- [ (fg=:/ h + ->*;P#=;W 75 
/] ^^M-[(h'J7Mo^^H 7>)17*=.M t*->7x-;W-2-(2-7'J 

'H-NMR(CDC] 3 ) (5 : 0.96 (d. J=6. 0Hz, 3H) 1.16 (d, J=6. 4Hz, 3H) 1.26 (t, J=6. 8Hz. 
3H) 1. 46 (s, 9H) 2. 95 (dd. J=8. 8. 13. 6Hz, 1H) 3. 02 (dd, J=4. 8. 14. 0 Hz, 1H) 
3.51 (sept, J=6.4Hz, 1H) 4.06 (dd. J =4. 8, 8. 8 Hz. 1H) 4.19 (a. J=6. 8Hz, 2H) 
4.47 (s. 2H) 4.95 (br 1H) 6.52 (d, J=20Hz, 2H) 6.98 (s. 1H) 7.21 (d, J =8. 4Hz, 
1H) 7.32 (s, 1H) 7.51-7.53 (m. 2H) 
«#J98c) 



3- (3- [ (i£7* V* )V#—M 757] ^ 7)V-A- [ ( h U 7)1* U * ?M X)V 
7*—M t+->7x-;H -2- (2-7 U ;w ya*^->^n tf^->^x^JVxXT-;i^ 
SrfflliT^JfiffiI38tra«©7&&-Cffl ! ?IL» 3- (3- [ (2, 4-v7DO^>^JH 75 
7 ] ;* 3^-4- (2-7'J;W 7x^-2-^ y^n*+->yo W>KS: #fc - 
MS m/e (ESI) 476 (MH + ) 



2-* h*->-3-fc Fn + i/^JUti'J i?>l. 4g£ h ;UX> 100ml (C*gfi?U 7vMfc 
v?7xXJW#**U JU3. 8ml*5«fctf^71f tf~>^ P [5. 4. 0] tf>x"fe>9. 5ml ^:7JP 
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ifiT»«jWl/fc. KJ&WZTKfclHl*, H&x^Tttmbfc. 
*->-3-tT'J 5?;M 7y H9. 5g£t#fc„ 

'H-NMR(CDClj) <5: 4. 00 (s. 3H) 4.35 (s, 2H) 6.89-6.92 (m, 1H) 7.55-7.57 (m, 1H) 
8. 15-8. 16 (m, 1H) 



[(2-* blrzs-Z-W&M *?-;H7S>F9. SgSrB^X^JMOOmHCligfllU 3§H 

*7A^DYh (ItiSb, ^+U->-»*X^;P (5:H4: 1) miiOlHy 

N- [ (2-;* h^>-3-fc?> J S^;M ^^H ^-A'T— h6. 84g£#fc 0 
^12. 916g^T-kb-hU;U30mHc^b, N-^d^^W^ H2. 19g£<fc>x.7c. 

N-[(5-7*d^e-2-^ b^v-3-bf'J i^U) ^Mti— A*v— H. 185g£*#7c 0 
'H-NMR (CDC1 3 ) 6: 1.44 (s, 9H) 3.94 (s. 3H) 4.22 (d. J=6. 0Hz. 2H) 5.02 (br. 1H) 
7.62 (s, 1H) 8.01 (s. 1H) 
$SWJ99c) 



N-[(5-7*d^-2-^ h*i/-l-WJM ^J-Mti— Av- M. 009g, ^ODf 
JI/T'^-TnT'w >17mg£*»7j<N. N-y^^WPA75 F3mlk:*«PL, — MitmmM 

s^ttho , ckt2. mmmwLtio Kj&fi^tt£«FB&x3 i ^T?*Ru w^h^ 





MeO N 
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3MM3. 5:l)&m#iIj£9SilH:7*^;i' N-[(5-^;P5JU-2-^ h * ~>-3- 1° U * 

•H-NMROClj) a : l- 46 (s. 9H) 4.08 (s. 3H) 4. 31 (d, J=6. 0Hz. 2H) 5.02 (br. 1H) 
8.01 (d. J=2.4Hz, 1H) 8.54 (d, J=2. 0Hz. 1H) 



5mlK:$g#U 7K^b^hUr7A70mg^J)P^.fco £&KT15#«#U N-[(5-*JU 
S;U-2-^ h=lr>'-3-fcr , J3?;W ^Mtl— /V?— h401mg©N. N-S^^M^PAT 

fiafPm^KU^ATjc, HTML, ***M^*->22*Ttt*U 

A^^2oomg^saA, 7mmm%T. 3miz-ctewst#i,iz. Bu&m&tott?^ 

-B8lf;P (4:1-2. 5:1) &iU#lSJ: D3- (5-[(fH7> + ^M^H T$ J ) 
* ^)V-%-^ V * ->-3- e U 5?;M -2—T yyo^yyDW >^X^;i/X7, 
514mg£*ffc. 

'H-NMR(CDC1 3 ) 6 : 0.96 (d. J=6. 0Hz. 3H) 1.16 (d, J=6. 0Hz, 3H) 1.27 (t. J=7. 2Hz, 
3H) 1. 45 (s. 9H) 2. 85 (dd, J=8. 4, 14. 0Hz, 1H) 2. 92 (dd. J=4. 8. 14. 0 Hz, 1H) 
3. 52 (sept. J=6. 0Hz) 3. 96 (s. 3H) 3. 99 (dd, J=4. 8. 8. 4 Hz. 1H) 4. 17-4. 24 (m, 
4H) 5.03 (br. 1H) 7.47 (s. 1H) 7.93 (d, J=2. 0Hz. 1H) 
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CI 0 



CI 




(j> n °y 



3- (5-1 ->#;m?x;m 75;]^^h-^ h*->-3-t?u> f ;w-2-f 

y y d # * y □ t:* >^ x^;ux x « ^ timj 38 1 mm <D%m-emm 

U 3- (5- [(2. 4-5?£ DO^>7-f;W7Sy] ^^-6-^ h^->-3-eu VM-1- 

MS m/e(ESI) 441 (MH + ) 

SlifitillOOa) 



3- (3-^a^&-5-l(^=^h^r>'*;i/#-;W 757] ^^;P-4-h Ko^>7x- 
;W -2-f yyo^v^D h°^->^x^;i/X^^r;U253mg^T-fe hx h U;U3ml \z 
Jg«¥U N-f^-KT.^ h*157mg<&2JDAfec ^{3X2. 5 Bjg#bfc©S, 

A^7 07M:t^l, ^\^it>-Mx^;U (4:1) *gfcB#Sick 0 3- (3-T * K-5- 
^->7*ntf^->mx^X7;^>>H00mg^#^o 

'H-NMR (CDC1 3 ) 6: 0.99 (d. J=6. 0Hz, 3H) 1.16 (d. J=6. 0Hz, 3H) 1.24 (t, J=6. 8Hz. 
3H) 1.44 (s, 9H) 2.80 (dd, J=8. 0. 13. 6Hz, 1H) 2.86 (dd. J =5. 6, 13. 6 Hz. 1H) 
3.50 (sept, J=6. 4Hz, 1H) 3.96 (dd, J=5. 2. 8. 8 Hz. 1H) 4.15-4.23 (m, 5H) 6.96 
(d. J= 1.6Hz. 1H) 7. 58 (d. J=l. 6Hz. 1H) 



BocHN 
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BocHN 



C0 2 Et 



. II 



Y 



ms 



M -2--f V^d^-^d bT^->^x^;UX7.^305mg^N, N-i?^f;i/*;i/A7 
^77^ >A o ^> ? '>A70mg, <fc "MfclBl 1. 5mg, h U X^75 >0. 5ml £ 

K->'J*W7A7D7 M£Ttt«U 'v*-* >-It^x^;M6 : 1) *§!U#i® 
«t03-3-[(m=yh^->*^x;W 7^y] *'3\>k-4-k Kp*->-5-[2-{1, 1. 1- 

X3.-r;H65mg£#fc. 

'H-NMR (CDC1 3 ) 6: 0.27 (s, 9H) 0.96 (d, J=6. 0Hz, 3H) 1.15 (d, J=6. 4Hz. 3H) 1.24 
(t, J=7. 2Hz, 3H) 1.44 (s, 9H) 2.80 (dd, J=9. 2. 14. 4Hz. 1H) 2.88 (dd, J=5. 2. 
14.0 Hz, 1H) 3.49 (sept, J=6. 4Hz, 1H) 3.96 (dd. J=4. 8, .8. 8 Hz, 1H) 4.13-4.21 
(m, 3H) 4.24 (d, J=6. 0Hz. 2H) 5.11 (br, 1H) 7.05 (d. J=l. 6Hz, 1H) 7.19 (d, 
J=2. 4Hz. 1H) 
$2i£#J100c) 



3-3- [ (^£7' h + y*Jl/^-;W 75 V] ^fJH-t H D + y-5- [2- (1, 1. \-h 
'J*3\H^>UJW-l-X^x;H 7i-Jl/-2-'fV7 , a*^y7'olft>iif;i/i 
*5 i JW65iDg£5 L h7fcFo:77>2nlfcig#U 6H&40 K x h 5 y^)V7>^~ 
-7A7MU h* UM^h^h FD77>iI)0. 5ml£iDA, ^IdTlPtP^Jt^bfc. 
SM^S^iXfJK'tSRU, WM£7K, fi&*QMW*» fcT8fc#U 
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KTttKU ^\^it>-Mx^;U (3:1) ^ttS^iScfc D3-3- [ (iH7h+yi3M^ 

;W 75;] ^^;u-4-t Hn^y-5-(l-i^W 71- ;W2— r vzfut^^zfu 

'H-NMR(CDC1 3 ) 6: 0.97 (d, J=6. OHz. 3H) 1.15 (d. J=6. 4Hz, 3H) 1.26 (t. J=7. 2Hz, 
3H) 1. 44 (s. 9H) 2. 81 (dd, J=9. 2, 14. 4Hz. 1H) 2. 88 (dd. J=5. 2. 14. 0 Hz, 1H) 
3.36 (s, 1H) 3.50 (sept, J=6. 4Hz. 1H) 3.97 (dd. J=4. 8, 8. 8 Hz, 1H) 4.15-4.22 
(m, 2H) 4.23 (d, J=6. 8Hz, 2H) 7.04 (s, 1H) 7.20 (s. 1H) 
§Sti£#J100d) 



3-3- [ (^£7' h * )Vt£-)V) 75/1^ ^)V-A- hHo + ->-5- ( 1-X^x;i/) 
7x^-2-^ V7 , D^y7"D f^-^X^XX^^lmg^rN, N->^3\rt/* 
JI.A75 h*2mH'^L, fflkti U ^ASOmg&jQAfc. 60-70TCtCT»««j*bfe© 

* 7 Ai7 0-7 h ICT^II, ^-tJ->-»Kx^ (6:1) »tli»iB«fc K) 3- (7- [ (IE 
•7V*Zst))Vi£-)V) T^S) ^ > >/ [b] 7 7 ;H -2--f V 7*0 ^+ y 
7"o tt>&3L?)VJL^)Wmg&mz. 

•H-NMR(CDC1 3 ) 5 : 0.94 (d. J=6. 0Hz, 3H) 1.15 (d, J=6. OHz. 3H) 1.23 (t, J=6. 8Hz. 
3H) 1.46 (s. 9H) 3.01 (dd, J=8. 8. 14. OHz, 1H) 3.08 (dd. J=5. 2. 14. 0 Hz, 1H) 
3.49 (sept. J=6.4Hz. 1H) 4.07 (dd, J =5. 2. 8. 4 Hz. 1H) 4.12-4.19 (m, 2H) 4.60 

(brs, 2H) 5.01 (br, 1H) 6.72 (s. 1H) 7.13 (s. 1H) 7.39 (d. J=l. 6Hz, 1H) 7.61 

(d, J=2. OHz, 1H) 
UOS^JlOOe) 
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3- (7- [ Zfh*is* )Ut£-M 757]/ 5-)V< > V (bl 7 7 >-5--T )V) -2--f 

u 3- (7- [ (2, k-vo d □ ^ >y-r m y ^ y ] * > y iw 7 ^ >-5-f ;w -2- 
y y o ~> y a tf 3- >m * mco 

MS m/e (ESI) 451 (MH + ) 
SSiSfcllOla) 



BocHN 




3- (7- [ (iE^ h * ;i/#x;w ^fri > y lb] 7 z> >-5-< ;w -2— r 

yyD^^i/yat:^>mx^;pxx^;i,29mg^x^/-;u{3^U, 

h*«U tti££8MSU 3- (7- [ (iH^ h^y*M-JW 7 = 7 ] 3-y 
th'o^>>/[b]77 >-5-< ;M -2~f y yo^+y^D k't>ixfJl'X^T;i' 
27mg£f#£:. 

'H-NMR(CDC1 3 ) 5 : 0.99 (d, J=6. 0Hz, 3H) 1.15 (d. J=6. 0Hz, 3H) 1.25 (t. J=6. 8Hz. 
3H) 1. 45 (s, 9H) 2. 85 (dd, J=8. 4, 14. 0Hz. 1H) 2. 92 (dd, J=4. 8. 14. 0 Hz, 1H) 
3.17 (t. J=5. 2Hz. 2H) 3.50 (sept. J=6. 0Hz, 1H) 3.98 (dd, J =4. 8. 8. 4 Hz. 1H) 
4. 13-4. 20- On. 2H) 4.24 (brs. 2H) 4.57 (t, J=5. 2 Hz, 2H) 4.97 (br. 1H) 6.91 
(s. 1H) 7.00 (s. 1H) 
HWJlOlb) 
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(275 L , 3- (7- [(2,4-y^DD^>>AJH75y]^ ^;i/-2. 3-5? tHoA 
>V* lb] 7^>-5--r;W -2--f y^D^y^D fcT:*>3ft«:fcfc. 
MS m/e(ESI) 481 (MH + ) 



H»87tTO©^T5!iaU, 3- [2. 4-5?* h*~>-3- ([ (5-^^-2-7 
-1, 3-^ TV— )V-A-^)V) ti)VK~M 75 / *>;M 7iz;H -2--f V/a^^S/ 

MS m/e (ESI) 499 (MH + ) 



mm^mtmrn^mx-mmi^ 3-12.4-5?;* h*->-5-([(5-^^-2-7x-;v 

MS m/e (ESI) 499 OOP) 
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MS m/e (ESI) 499 (MH + ) 




MS m/e (ESI) 548 (MH + ) 
**«9liH*©#ireByiU 3-[3-y7/-4-/ K*->-5- ([(5-^^;i/-2-7 

i-jki, 3~3 L 7V-;i'-4-< ;w 7$y *?-;w 7x-;H -2— r vt*d 

MS m/e (ESI) 494 (MH + ) 
%fflifllll07 




mmmn t u 2-< v 7°o #*-3- [3- ( [ (5- / ^;p-2-^ x^;i/ 

MS m/e (ESI) 439 (MH*) 
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J 



V 



MS m/e (ESI) 483 (MH + ) 



MS m/e (ESI) 497 (MH*) 



MS m/e (ESI) 497 (MH + ) 
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OH 



3-^7 v/— ;p-4~<;w 7 = y y 7xz;n -2~f 7 ^ 

MS m/e (ESI) 523 (MH + ) 
j|^J112 



<h |Hjlg<D73 U 3- [4- (4-7 O 37 ;n ~ ;W -3- ( [ (5-y ^)l-2- 

7x-;wi, 3-f7y-;H-^;W*j^z;n 7=- y y^JM 7i-JH-2--fV7" 

•MS m/e (ESI) 533 (MH + ) 
gd&ff]U3 



nnmz t mmvjj mx-mm u 3- [4- (4-7 u ;w -3- ( [ (5-^f;w-7i -ju- 

1. 3-^7 7— )V-A-^)V) *)\,#-M 7$ y y^MM 7i^JH-2--f 7^atf^> 
MS m/e (ESI) 505 (MH*) 




F 
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W n O N 0 




OH 



mffiMMtm&ttmT-mnis* 2— rv^o^«>-3-[6-^ h*->-5-([(5-^ 

MS m/e (ESI) 470 (MH + ) 



MS m/e (ESI) 479 (MH + ) 



mmm 10 1 1 Ra©77^T5as u , 2--r y y'u^ ~>-3- [7- ( [ (5-* ^)v-2-y ^ 
3-^77-;h- r;w ^M'-^rsy^^H -2. 3-s^t kd^>>/ [b] 

7 5 >-5— f M y° o t°pd" >^£#fc. 
MS m/e (ESI) 480 (MH + ) 

nmmm 
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mn&mn t mm^mr-mm l , 3- (3- 1 a- 2 u u-A-y°u i^ov-i m t 

MS m/e (ESI) 498 (MH*) 



HJfi^J93iI^«©^-effl3SL» 3- (3- [ (2-2 □ o-4-f vyD^y^>'/-f 

'H-NMR(CDC1 3 ) (5 : 1.04 (d, J=6. 0Hz, 3H) 1.15 (d. J=6. 0Hz, 3H) 1.34 (d, J=6. 0Hz, 
6H) 1.43 (t, J=7. 2Hz. 3H) 2. 90 (dd, J=8. 0, 14. 0Hz, 1H) 3.06 (dd, J =4. 4. 14.0 
Hz, 1H) 3.57 (sept, J=6. 0Hz, 1H) 4.06 (q, J=7. 2Hz, 2H) 4.11 (dd. J=4. 4, 8.0Hz. 
1H) 4.56 (sept. J=6. 0Hz. 1H) 4.62 (d. J=5. 6Hz. 2H) 6.79 (d. J=8. 8Hz. 1H) 6.81 
(dd. J=2. 4. 8. 4Hz. 1H) 6.87 (d. J=2. 8Hz. 1H) 7.07 (br. 1H) 7.12 (dd. J=2. 4. 
8. 4 Hz. 1H) 7. 23 (d. J=2. 4Hz. 1H) 7. 74 (d. J=8. 4Hz. 1H) 
MS m/e (ESI) 478 (MH + ) 



mifofrm 1 mm<DjjtkT*mm u 3- (3- ( (2-2 u a -a- -> 0 □ ^ y^^** > 



'H-NMR (CDC1 3 ) a : 1.04 (d. J=6. 0Hz. 3H) 1.15 (d. J=6. 0Hz, 3H) 1.43 (t. J=7. 2Hz. 
3H) 1.61-1.65 (m, 2H) 1.74-1.94 (m. 6H) 2.90 (dd. J=8. 0. 14. 0Hz. 1H) 3.05 (dd. 
J=4. 4. 14.0 Hz. 1H) 3.57 (sept. J=6. 0Hz. 1H) 4.06 (q. J=7. 2Hz. 2H) 4.10 (dd. 
J=4. 4, 8. 0Hz. 1H) 4. 62 (d. J=5. 6Hz, 2H) 4. 74-4. 77 (m. 1H) 6. 78 (d. J=8. 0Hz. 
1H) 6.80 (dd. J=2.4. 8. 4Hz. 1H) 6.86 (d. J=2. 4Hz. 1H) 7.08 (brt. J=5. 6Hz. 1H) 
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7.12 (dd. J=2. 4, 8.4 Hz, 1H) 7.23 (d, J=2.4Hz. 1H) 7.73 (d, J=8. 4Hz, 1H) 
MS m/e (ESI) 504 (MH + ) 



T y-;i/-4-< M t>)i#-)i,T = y)^ -4-x ^->7x - ;w-2-< V !/o # 

'H-NMR(CDC1 3 ) 6: 1.06 (d. J=6. OHz, 3H) 1.17 (d. J=6. OHz, 3H) 1.48 (t, J=7. 2Hz, 
3H) 2.04 (s. 3H) 2.71 (s. 3H) 2.92 (dd,- J=8. 0. 14. 0Hz, 1H) 3.06 (dd, J =4. 4, 
14. 0 Hz. 1H) 3. 59 (sept, J=6. OHz. 1H) 4. 08-4, 13 (m. 3H) 4. 59 (d. J=5. 6Hz, 2H) 
4.74-4.77 (m, 1H) 6.53 (brt, J=6. 4Hz. 1H) 6.81 (d, J=8. 4Hz, 1H) 7. 13 (dd, J =2. 4. 
8.4Hz. 1H) 7.21 (d. J=2. 4Hz. 1H) 7.24 (d. J=8. 0 Hz. 2H) 7.80 (d. J=8. 4Hz. 2H) 
MS m/e (ESI) 497 (MH + ) 



HSSM93 1 mm^mx-mm v , 3-3- 1 ( [2- (2- ^ □ □ 7 =lm -5-* 3- 

^7 V-)V-A-^ M t> )i<#-)\,7 S J ) * =5-M -4-X Y*c=s7 a: ~)U-2— f V 7°u 

'H-NMR(CDC1 3 ) 6 : 1.06 (d. J=6. OHz. 3H) 1.17 (d, J=6. OHz. 3H) 1.48 (t. J=7. 2Hz. 
3H) 2.75 (s. 3H) 2. 92 (dd. J=8. 0. 14. OHz. 1H) 3.06 (dd. J =4. 4. 14. 0 Hz. 1H) 
3.59 (sept. J=6. OHz. 1H) 4.08-4.13 (m. 3H) 4.60 (d. J=6. OHz. 2H) 6.61 (brt. 
J=6. 4Hz. 1H) 6. 82 (d, J=8. 4Hz, 1H) 7. 14 (dd, J=2. 4. 8. 4Hz. 1H) 7. 22 (d. J=2. 4Hz. 
1H) 7.35-7.40 (m, 1H) 7.48-7.51 (m. 1H) 8.24-8.27 On. 1H) 



0 




J 




J 
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MS m/e(ESI) 516 (MH + ) 

mm&m 1 mmcDjsm-emm u 3-3- [|[2-ihdd7x -m -5-^ ^)v- 1, 3- 
^ t v-;i/-4-r ;n # j^-jvt 5y)/f;H -4-x h 3f- -> 7 x ^^-2-< v 7°u 

'H-NMR(CDC1 3 ) <5 : 1.06 (d. J=6. 0Hz, 3H) 1.17 (d, J=6. 0Hz. 3H) 1.48 (t, J=7. 2Hz, 
3H) 2.71 (s. 3H) 2.92 (dd, J=8. 0, 14. 0Hz. 1H) 3.06 (dd, J =4. 4, 14. 0 Hz. 1H) 
3.59 (sept. J=6. 0Hz. 1H) 4.08-4.13 (m, 3H) 4. 59 (d. J=6. 0Hz, 2H) 6.54 (brt, 
J=5. 6Hz. 1H) 6.82 (d, J=8. 4Hz. 1H) 7. 14 (dd. J=2. 4. 8. 4Hz. 1H) 7.21 (d. J=2. 4Hz. 
1H) 7. 41 (d. J=8. 8Hz. 2H) 7.86 (d. J=8. 8Hz. 2H) 
MS m/e(ESI) 516 (MH + ) 




nmvm t mmv-zmn-mw u 3-3- 1 ( [2- (2, a-w nuy i-jh -5-^ 

1. l-J-y V— ;U-4--f M ti)^~)V7^J) ^^M -4-x h*z/y x.-)V-l-' f v 

MS m/e(ESI) 551 (MH + ) 
HMffll24 
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0 




J 



r 



C0 2 H 



mm&m t. mmortfe-emm i> , 3-4-x h =*- ~>-3- [ ( [5-* ^;u-2- - 

'H-NMR (CDC 1 3 ) <5: 1.06 (d. J=6. 0Hz. 3H) 1.17 (d, J=6. 0Hz, 3H) 1.47 (t, J =7. 2Hz. 
3H) 2. 05 (s, 3H) 2. 92 (dd, J=8. 0. 14. 0Hz, 1H) 3. 06 (dd, 1=4. 4. 14. 0 Hz. 1H> 
3. 57 (sept, J=6. OHz, 1H) 4. 08-4. 13 On, 3H) 4. 58 (d, J=5. 6Hz, 2H) 6. 50 (br, 
1H) 6.82 (d, J=8. 0Hz, 1H) 7.09 (dd, J=3. 6. 5. 2Hz. 1H) 7.13 (dd, 1=2. A, 8.0Hz, 
1H) 7. 21 (d, J=2. OHz, 1H) 7. 48 (ddd, J=l. 2, 5. 2, 33. 6 Hz. 1H) 
MS m/e (ESI) 489 (MH + ) 



MS m/e (ESI) 492 (MH + ) 
HlMffJ126 



1 ^O^iSfeTfilSU. 3- (3- [ (2-^ P D-4-^O^v^> vW ;U) 7 
'H-NMR (CDC 1,) <5 : 1.04 (d, 1=6. OHz, 3H) 1.05 (t. 1=7. 2Hz. 3H) 1.16 (d, 1=6. OHz, 
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3H) 1.33 (d. J=6. 0Hz. 6H) 1.79-1.87 On. 2H) 2.90 (dd. J=8. 0. 14.0Hz, 1H) 3.06 
(dd. 1=4 4. 14.0 Hz. 1H) 3.57 (sept. J=6. OHz. 1H) 3.95 (t. J=7. 2Hz. 2H) 4.11 
(dd. J=4.4, 8.0Hz, 1H) 4.56 (sept. J=6. OHz, 1H) 4. 63 (d. J =7. OHz, 2H) 6.79 
(d. J=8. 8Hz. 1H) 6.81 (dd. J=2. 4. 8. 8Hz. 1H) 6.86 (d. J=2. 8Hz. 1H) 6.99 (br. 
1H) 7.11 (dd. J=2.4. 8. 4Hz. 1H) 7.23 (d, J=2. OHz, 1H) 7.72 (d, J=8. 4Hz, 1H) 
MS m/e (ESI) 492 (MH + ) 



■mmm 




mmmutmm^mxmmv. 3- (3- wi-b u n-4-v# d«*>^;m-*$"<: 

MS m/e (ESI) 518 (MH + ) 
MMMU8 




'H-NMR(CDC1 3 ) 6 : 1. 06 (d. J=6. OHz, 3H) 1.09 (t, J=7. 2Hz, 3H) 1.17 (d. J=6. OHz. 
3H) 1.82-1.91 (m, 2H) 2.40 (s. 3H) 2.71 (s, 3H) 2.92 (dd, J=8. 0, 14. OHz, 1H) 
3. 06 (dd. J=4. 4. 14. 0 Hz. 1H) 3. 59 (sept. J=6. OHz. 1H) 3. 99 (t. J=6. 8Hz. 2H) 
4.12 (dd, J=4. 4. 8.0Hz, 1H) 4.59 (d, J=6. OHz, 2H) 6.46 (brt. J=6. 4Hz. 1H) 6.82 
(d. J=8. 2Hz. 1H) 7. 14 (dd, J=2. 4, 8. 8Hz. 1H) 7. 22 (d, J=2. 4Hz. 1H) 7. 24 (d, 
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J=8. OHz. 2H) 7.80 (d. J=8. 4Hz, 2H) 
MS m/e(ESI) 511 (MH*) 




mffi&m t mmojsm-rrmw. u 3-3- [ ( [2- (2-? u □ y^-)i) -5-* 3^-1. 3- 

•H-NMR (CDC1 3 ) 6: 1.07 (d. J=6. OHz, 3H) 1.09 (t, J=7. 6Hz. 3H) 1.17 (d, J =6. OHz. 
3H) 1.85-1.91 (m. 2H) 2.74 (s, 3H) 2.92 (dd, J=8. 0, 14. OHz, 1H) 3.06 (dd. J =4. 4, 
14.0 Hz, 1H) 3.59 (sept. J=6. OHz, 1H) 3.99 (t. J=6. 4Hz. 2H) 4.12 (dd. J=4. 4. 
8. OHz. 1H) 4. 60 (d. J=6. OHz. 2H) 6. 57 (brt. J=6. 4Hz. 1H) 6. 82 (d, J =8. 4Hz. 
1H) 7. 14 (dd. J=2. 4. 8. 4Hz. 1H) 7. 22 (d. J=2. 4Hz. 1H) 7. 35-7. 40 (m. 2H) 
7. 48-7. 51 (ra. 1H) 8. 24-8. 27 (m, 1H) 
MS m/e(ESI) 531 (MH + ) 




mmmutmm<o^m-x:mmv. 3-3- [ ( [2- (4-^ □ □ 7 x - ;w 3- 

'H-NMR (CDCI3) <5 : 1.06 (d. J=6. OHz. 3H) 1.08 (t. J=7. 6Hz. 3H) 1.17 (d, J=6. OHz. 
3H) 1.84-1.89 (m, 2H) 2.70 (s, 3H) 2.92 (dd, J=8. 0. 14.0Hz. 1H) 3.05 (dd. J=4. 4. 
14.0 Hz. 1H) 3.60 (sept, J=6. OHz. 1H) 3.99 (t. J=6. 4Hz. 2H) 4.12 (dd. J=4. 4. 
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8.0Hz, 1H) 4.59 (d. J=5. 6Hz, 2H) 6.49 (brt, J=6. 4Hz, 1H) 6.82 (d. J=8. 4Hz, 

1H) 7.14 (dd. J=2.4, 8. 4Hz, 1H) 7.21 (d, J=2. 4Hz. 1H) 7.41 (d, J=8. 8Hz. 2H) 
7.85 (d. J=8. 8Hz, 2H) 
MS m/e(ESI) 531 (MH + ) 



mm&mtmmojjmismmis. 3-3-[([2-(2,4-y^DD7x^i/)-5-^^- 

'H-NMR(CDC1 3 ) 5 : 1.07 (d, J=6. 0Hz, 3H) 1,07 (t, J=7. 2Hz, 3H) 1.17 (d, J=6. 0Hz, 
3H) 1. 83-1. 92 (m, 2H) 2. 73 (s, 3H) 2. 92 (dd. J=7. 2, 14. 0Hz, 1H) 3. 06 (dd. J=4. 0. 
14.0 Hz. 1H) 3. 60 (sept. J=6. 0Hz. 1H) 3.99 (t. J=6. 4Hz. 2H) 4.12 (dd. J=4. 4. 
8.0Hz. 1H) 4.60 (d. J=5. 6Hz. 2H) 6. 55 (brt. J=6. 4Hz. 1H) 6.82 (d. J=8. 4Hz. 
1H) 7. 14 (dd. J=2. 4. 8. 4Hz. 1H) 7. 22 (d. J=2. 4Hz. 1H) 7. 36 (dd. J=2. 4. 8. 8Hz. 
1H) 7.51 (d. J=2. OHz. 1H) 8.26 (d. J=8. 4Hz. 1H) 
MS m/e (ESI) 565 (MH + ) 



mmm9Atwim<D^Tmmv, 3-4-;/o #*~>-3- [ ( (2-3^x- 

)V)-\, 3-f77HH--rjl/] ft)V#-)V7^ J) 7i-;h2-f V^n^ 

MS m/e (ESI) 503 (MH + ) 
gQSffJ133 
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V 



C0 2 H 



nm&m t mm^mx-mm u . 3- (3- [ (2-^ d p-4-y □ > iat m 7 

'H-NMR(CDC1 3 ) 6: 1.03 (t. J=7. 2Hz, 3H) 1.04 (d. J=6. 0Hz, 3H) 1. 16 (d, J=6. 0Hz. 
3H) 1.35 (d, 1=6. 0Hz, 6H) 1.78-1.83 (m, 2H) 2.90 (dd, J=7. 2, 14. 0Hz. 1H) 3.05 
(dd, 1=4. 0. 14. 0 Hz, 1H) 3. 57 (sept, J=6. 0Hz. 1H) 3. 92 (t, J=6. 4Hz, 2H) 4. 10 
(dd, J =4. 0. 7.2Hz, 1H) 4.56-4.61 (m. 3H) 6.80 (d, J=8. 4Hz, 1H) 6.83 (dd. J=2. 4, 
8.4Hz. 1H) 6.89 (d, J=2. 4Hz, 1H) 7.04 (brt. J=5. 2Hz, 1H) 7.11 (dd. J=2. 4, 8. 4Hz, 
1H) 7.23 (d, J=2.4Hz. 1H) 7.74 (d. J=8; 8Hz. 1H) 
MS m/e (ESI) 492 (MH + ) 



mmm%tmm<Di5m-cmmi^ 3- (3-[ (2-^ po-h yyD#+y^>>/-f;n 
7$y]^ ^;i/-4-< v 7 a # * -> 7 3i - ; w -2— r v 7° o # * ~> 7 □ if ^- >^ & n 

MS m/e (ESI) 492 (MH + ) 



ffiM95£mm<Dj5mT*mmis. 3- (3- [(2-9 a a-4-->^ D^>^;u^^'>^> 
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■H-NMR(CDC1 3 ) 6 : 1.04 (d, J=6. 0Hz, 3H) 1.16 (d, J=6. 0Hz. 3H) 1.35 (d, J=6. 0Hz. 
6H) 1.61-1.65 (m, 2H) 1.75-1.94 (m. 6H) 2.90 (dd. J=7. 2. 14. OHz. 1H) 3.05 (dd, 
J=4. 0, 14.0 Hz, 1H) 3.57 (sept. J=6. OHz. 1H) 4.10 (dd, J=4. 0. 7. 2Hz. 1H) 4.60 
(d, J=5. 6Hz, 3H) 4. 76 (sept, J=6. OHz. 1H) 6. 80 (d. J=8. 8Hz. 1H) 6. 81 (d. J=8. 8Hz, 
1H) 6.86 (d. J=2. 4Hz, 1H) 7.05 (brt. J=5. 6Hz, 1H) 7.11 (dd, J=2. 4. 8. 4Hz, 1H) 
7. 23 (d. J=2. OHz. 2H) 7. 73 (d. J =8. 8Hz. 2H) 
MS m/e(ESI) 518 (MH + ) 



mm^mtmrno^m-vmrnv. 3-3- n [2- m-^ji^x^m -5-^^-1. 3- 
^ 7 y-ju-4-^r jh*j^-;p75/)^ j-m -4— r v^+y^i -;w2-r 
yyo#^->yotr^->S!«:#fco 

'H-NMR (CDC 1 3 ) 6 : 1.06 (d. J =6. OHz, 3H) 1.17 (d. J=6. OHz, 3H) 1.39 (d. J=6. OHz. 
6H) 2.40 (s. 3H) 2.71 (s. 3H) 2.91 (dd. J =7. 2. 14. OHz, 1H) 3.05 (dd, 1=4.0, 
14.0 Hz. 1H) 3.59 (sept. J=6. OHz. 1H) 4.11 (dd. J=4. 0. 7. 2Hz. 1H) 4.56 (d. 
J=5. 6Hz, 2H) 4. 63 (sept. J=6. OHz. 1H) 6. 53 (brt. J=5. 6Hz. 1H) 6. 83 (d. J=8. 4Hz. 
1H) 7.13 (dd. J=2. 4. 8. 4Hz. • 1H) 7.21 (d. J=2. 4Hz. 1H) 7.24 (d. J=8. 4Hz, 2H) 
7.80 (d. J =8. 4Hz. 2H) 
MS m/e(ESI) 511 (MH*) 
H%fiJ137 
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CI 



0 




X 



r 



C0 2 H 



mm&m t mmcoysmx-mmv. 3-3- [ ( [2- (2-^ □ □ y x -m -5-* 3- 

'H-NMR(CDC1 3 ) <5: 1.07 (d. J=6. 0Hz, 3H) 1.17 (d, J=6. 0Hz, 3H) 1.40 (d, J=6. 0Hz, 
6H) 2. 75 (s, 3H) 2. 92 (dd, J=7. 2. 14. 0Hz. 1H) 3. 05 (dd, J=4. 0. 14. 0 Hz. 1H) 
3.60 (sept, J=6. 0Hz, 1H) 4.12 (dd, J=4. 0. 7. 2Hz. 1H) 4.58 (d, J=5. 6Hz. 2H) 
4.64 (sept. J=6. OHz. 1H) 6.63 (brt. J=5. 6Hz. 1H) 6.83 (d. J=8. 4Hz, 1H) 7.13 
(dd. J=2.4. 8.4Hz. 1H) 7.21 (d. J=2. 4Hz, 1H) 7.35-7.39 On. 2H) 7.48-7.50 (m. 
1H) 8.25-8.27 On. 1H) 
MS m/e(ESI) 531 (MH*) 
iHMffJ138 



my&®m hmmco^mx-mm^. 3-3- [ ( [2- (2. u uy^-M -s-*?-)\>- 

2--f vy*u-&3ri/y°utt>m*nti 0 

'H-NMR(CDC1 3 ) <5: 1.07 (d. J=6. OHz. 3H) 1.17 (d. J=6. OHz, 3H) 1.40 (d. J=6. OHz. 
6H) 2. 74 (s. 3H) 2. 92 (dd. J=7. 2. 14. OHz. 1H) 3. 05 (dd. J=4. 0. 14. 0 Hz. 1H) 
3. 60 (sept. J=6. OHz. 1H) 4. 12 (dd. J =4. 0. 7. 2Hz. 1H) 4. 56 (d. J=5. 6Hz. 2H) 
4.64 (sept. J=6. OHz. 1H) 6.63 (brt. J=5. 6Hz. 1H) 6.83 (d. J=8. 4Hz. 1H) 7.13 

(dd. J=2. 4. 8.4Hz. 1H) 7.21 (d. J=2. 4Hz. 1H) 7.36 (dd. J=2. 0. 8. 4Hz. 1H) 7.51 

(d, J=2.4Hz. 1H) 7.26 (d. J=8. 8Hz. 2H) 
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MS m/e (ESI) . 565 (MH + ) 




mmm%tmm(D^mx'mmh, 3-4— r [ ( [5-/^-2- (2-^x 

MS m/e (ESI) 503 (MH + ) 
gdigff.1140 




mmm 6 £ i^o^t^s u 3- (3- [ (2- ^ a o -4-y o > »Af ;w 7 
5 yj ^^^-4-'>^D^>^;p^v7x-;w-2-<y^P#^->yotf^->m 

MS m/e (ESI) 513 (MH + ) 




^m&mtmmcD^m-cmw u 3- (3- 1 ki-o □ 0-4—r v ya#^->^>y-r 

MS m/e (ESI) 518 (MH + ) 




PCT/JPOO/06788 



mffi&mtmmojsm-zmmvs 3- (3- [ (2-* □ d-4->^ d^>^;i/^^> 

MS m/e (ESI) 544 (MH f ) 
gdfcffU143 




mmm%£mm(Djj®iT*mmL. 3-3- [ ( [2- (4-/^^7 x-;n -s-^^^-i, 3- 

^ 7 V-)V-A-<1 M t) )V#-)VT 57)^ -4-> ^ D ^ >^)U^^ l^y zsl ~)V 

'H-NMR(CDC1 3 ) 6: 1.06 (d, J=6. 0Hz, 3H) 1. 17 (d. J=6. 0Hz, 3H) 1.65-1.69 (m. 2H) 
1.77-2.10 (m, 6H) 2.40 (s, 3H) 2.71 (s, 3H) 2.91 (dd. J=7. 2. 14. 0Hz, 1H) 3.06 
(dd. J=4. 0. 14.0 Hz. 1H) 3.59 (sept. J=6. 0Hz. 1H) 4.11 (dd. J=4. 0. 7. 2Hz. 1H) 
4. 54 (d, J=5. 6Hz. 2H) 4. 82-4. 85 (m. 1H) 6. 44 (br. 1H) 6. 82 (d. J=8. 4Hz. 1H) 
7.12 (dd. J=2.4. 8.4Hz. 1H) 7.20 (d. J=2. 4Hz. 1H) 7.24 (d, J=7. 2Hz. 2H) 7.80 
(d. J=8. 0Hz. 2H) 
MS m/e (ESI) 537 (MH + ) 
mffiM\44 
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1 mmox^m-vmm u 3-3- [ ( [2- (2-^ □ □ 7i^jh -5-^^;u-i, 3- 
y- r ;n * ^7 $;)^ -4- -> ^ □ ->7i 

MS m/e (ESI) 557 (MH + ) 




HWJ96 1 ^©^ffiTflftS U 3-3- [ ( [2- (4-^7 a d 7 x -5-;* ^-1, 3- 

5 1 7 , /-;H-'f ;H = y)^ -4-> ^ □ ^ >?^^ ~> 7i-^ 

MS m/e (ESI) 557 (MH + ) 




Zkffi&mtmmoiij&T'Wm u 3-3- [ ( [2- (2, 4-^^ □ o7x^jh -5-*^;u- 

- J W2--f V 7° a tf* -> y □ If * >S£ £ *t fc. 
MS m/e (ESI) 591 (MH*) 
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MS m/e (ESI) 529 (MH + ) 
^I^J148 




mm^mhmm<o^fkxmmL. 3- [3- [ (2-^ □ o-4-yo^+->^>^ ;w t 

MS m/e (ESI) 500 (MH + ) 




H^J98 1. ©MTC-MS U 3- [3- [ (2-^ D D-4-< V7o^y^>^ 

;K7$y] ^^;i/-4- (2-7 u;u) y^^;H -2-< v:/ntf*->;/nb 0 :t>g?£#fco 

MS m/e (ESI) 500 (MH + ) 
^^J150 
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nm&mtmmcDjsm-cmmis. 3- [3- 1 (2-7 o u-A-is? d^>^^~>^> 

"MM 75^] *?)l-4- (2-7 U;W 7x-M -2--T V^O^y^D tf^>^£ 

MS m/e (ESI) 526 OOP) 
HMffJ151 




ISJS«98£ll«©;fr8tT?$aJS U 3-4- (2-7 U ;W -3- [ ( [5-*^)U-2- (A-*^)V7 

MS m/e (ESI) 519 (MH + ) 
jSf60gi52 




n»j98 1 mmojjfeT-mn u 3-4- (2-7 u ;w -3- [ ( [5-* ^)v-i- (2-? uu7 

MS m/e (ESI) 539 (MH + ) 

HMM153 

©ig^J153a) 
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C0 2 Et 



Y 



[ ( h U y)V^u^M 7,)V7*-)l) t+y7i^H -2- (2-^xxjU) 

'H-NMR(CDC1 3 ) 6: 1.01 (d, J=6. 0Hz, 3H) 1.18 (d, J=6. 4Hz, 3H) 1.27 (t, J=7. 2Hz, 
3H) 1.46 (s, 9H) 2.91-3.06 (m. 2H) 3.51 (sept. J=6. 4Hz. 1H) 4.10 (dd, J =4. 8, 
8. 8 Hz, 1H) 4. 16-4. 24 (m, 2H) 4. 40 (d, J=5. 6Hz, 2H) 4. 69 (br 1H) 7. 01 (d. J=6. 0Hz. 
1H) 7. 08 (d, J=5. 2Hz, 1H) 7. 13-7. 20 (m. 2H) 7. 24-7. 35 (m, 2H) 
H»153b) 



3- (3- ( (lEyh^y*J^n;H 7 5 /] ^)l-A- [ ( h U 7J^D^^JW 7JP 
7*~M t+y7xZJH -2- 7o^y7*D tf^-^X^JWx^^ 

*3MU-4-(2-^x~;W ^jc-;U]-2--r vya^^~>yPtf^->^^t#fco 

MS m/e (ESI) 492 (MH 4 ) 

H^J154 



*«J153<h|E0«(C#UIU 3-[3-[(2-^OP-4-yD^->^>V-f;W 7$S) 
MS m/e (ESI) 516 (MH*) 





212 



WO 01/25181 



PCT/JPOO/06788 



ci o 




OH 



MS m/e(ESI) 516 (MH + ) 

glMffJ156 

Mit^J156a) 



S!Ji£0iJ97 £ mmo^mx^- (3- [ (iH^ n * ->^;i-^ n;w 7 5 j ] ^ ^;W4- 

[ ( h 1 J -7)1>*U*?-)V) 7,)V7*-)V] -*3r^7^-)V) -2- (5-*3MU-2-?X-;i/) 

J H-NMR(CDC1 3 ) 5 : 1.01 (d, J=6. 0Hz, 3H) 1.17 (d. J=6. 4Hz. 3H) 1.25 (t, J=7. 2Hz. 

3H) 1.46 (s, 9H) 2.51 (s. 3H) 2.91-3.05 (m. 2H) 3.51 (sept, J=6. 4Hz. 1H) 4.07 

(dd, J =4. 8, 8.8 Hz. 1H) 4.18-4.29 (m, 2H) 4.40 (br, 2H) 4.70 (br 1H) 6.73 (s, 
1H) 7.11-7.19 (in. 2H) 7.23-7.30 (m. 2H) 

CI 0 0 





3- (3- [ (^H^ h ^ )Vtf=.M 757]^ ^;W-4- [(h'J7^o^ *JI/ 
7*-iHt=l ; ->7i-;H-2- (5-^^;W2-^x-;W zfn#*is7°n t?:*>^x 
^xX7-;V^ffl^TH«J153i:[5l^tc^MU 3- [3- [(2. 4-5^ n 
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;H7$y] *^)l-A- (5-^5 L ;i'-2-^X-;U) 7i-JH -2--f vyD^y^D fcf 
MS m/e (ESI) 506 (MH + ) 



MS m/e (ESI) 530 (MH + ) 
gdfcffJ158 



HWJ156i:|5l^H^31U. 3- [3- [ (2-£ □ d-4— f yyD*^y^>^W75 
/] 73^-4- (5-/^;i/-2-^x-;W 7xZJH-2--fV/o^yyDft>i^ 

MS m/e (ESI) 530 (MH*) 

^M^J159 

S»i£#ll59a) 



fitig0J97£|SJ«<O#8cT3- (3-1 (1E7 b*->*UW#x;W 75/] *^;U-4- 

[ ( HJ 7Mn^fjH *x;H t+->7x-JH -2- (5-^ p d-2-^x-;W 
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'H-NMR (CDCI3) <5 : 1.00 (d. J=6. 0Hz, 3H) 1.17 (d, J=6. 4Hz, 3H) 1.25 (t, J=7. 2Hz. 
3H) 1.45 (s, 9H) 2.51 (s. 3H) 2.91-3.05 (m, 2H) 3.50 (sept, J=6. 0Hz. 1H) 4.08 
(dd. J=4. 8. 8.8 Hz. 1H) 4.21-4.24 (m, 2H) 4.38-4.41 (m, 2H) 4.69 (br 1H) 6.78 
(d, J=3. 6Hz, 1H) 7.17-7.20 k 2H) 7.25 (d, J=8. 0Hz, 1H) 7.31 (s. 1H) 
^»!l!59b) 



3- (3- [ h *->#;U# - ;W 75/]^ 3^-4- [(h'J7Mo^ X)V 

WXf;^ffl V>T *JS« 1 53 <h l^lcMS 3- [3- [ (2. 4->^ OD^>7-f 
JW75y]> 3^-4- (5-y- o n-2-^x- ;W 7x~JH -2— f y 7*d ^ ->y° o tf 

MS m/e(ESI) 526 (MH + ) 



mmmmtmmizmmL, 3- [3- [ (2-^7 □ D-4-7*a^+y^>y'f ;w 75 y ] 

*5F;i/-4- (5-^ d D-2-^x-;H 71-JH -2-< V7*D ^y7"D \i*>W.*'i% 

MS m/e (ESI) 550 (MH + ) 
HMffJ161 
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OH 



MS m/e (ESI) 550 (MH f ) 
^£S#)162 



m&&mt mmo^mx'Z- (3- [ (^yh+->*j^^n 7^/] *ep;w-4- 
[ ( h U 7 ji^o * y * -M ^y7xzjH -2- (4-^f;h2-^i-;w 

'H-NMR(CDC1 3 ) (5 : 1.00 {d. J=6. 0Hz. 3H) 1.17 (d. J=6. 4Hz. 3H) 1.26 (t, J=7. 2Hz. 

3H) 1.45 (s, 9H) 2.29 (s. 3H) 2.94-3.05 (in. 2H) 3.54 (sept. J=6. 0Hz. 1H) 4.08 

(dd, J=4. 8. 8. 8 Hz. 1H) 4. 12-4. 24 (m. 2H) 4. 40 (br. 2H) 4. 70 (br 1H) 6. 82 (s. 
1H) 7.14-7.19 (m. 2H) 7.28 (d. J=9. 6Hz. 1H) 7.31 (s. 1H) 

CI 0 0 



3- (3- [ (i£7* h * zst> )It£ - ;W 7$;]^ [(h'J7JWo^ ^)V) 7s )V 

^ji^xrfr&m^TmffimiMtmmizmwiss 3- [3- [ (2, 4-^ □ n^>v*-r 
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MS m/e (ESI) 506 (MH + ) 
g|Jii£g!)163 



1 6 2 £ iwi m \zm m l , 3- [3- [ (2- z a o -4- y □ ^ ^ -> ^ > vw ) w 7 s / ] 

MS m/e (ESI) 530 (MH + ) 



IHWJ 1 62 £ IhUHIcHM L . 3- [3- [ (2- ^ D D -4--f vy'u^ ^ > W ;W T 5 
y ] ;* ^)V-A- (4-*^)1-2-^jl-)1<) yjL-M -2— ( y y°u ~>y'u tf * 

MS m/e (ESI) 530 (MH + ) 

Slii0yi65a) 



[(MJ ^--JH t+y 7x - -2- (3-^xz;H yn^^r 
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y^o kr*>&X^XX7^£f#fco 

'H-NMR(CDC1 3 ) 6 : 1.01 (d. J=6. 0Hz, 3H) 1.17 (d. J=6. 4Hz. 3H) 1.27 (t. J=7. 2Hz. 
3H) 1.44 (s. 9H) 2.95-3.06 (m, 2H) 3.55 (sept. J=6. 0Hz, 1H) 4.09 (dd, J =4. 8, 
8.8 Hz. 1H) 4.14-4.25 On, 2H) 4.32 (d, J=5. 6Hz. 2H) 4.64 (br 1H) 7.10-7.11 
(in. 1H) 7. 18-7. 25 (m. 3H) 7. 30 (s. 1H) 7. 37 (dd, J=2. 1, 5. 2Hz. 1H) 
H»J165b) 




7 * -M > 7xzJH -2- (3-^x - M ~f a is? d tft^x^JUXT, f 

v^tii^j 153 1 mmizmm u 3- [3- [ (2. A-v ^ □ o ^ > ;w 7 5 / ] ^ 

^;i/-4- (3-^X-JW 7jl~M -2--f V^D^y^D tr*>KS:»fc. 

MS m/e (ESI) 492 (MH + ) 

gMM166 




HWJ165t^f^SU, 3- [3- [ (2-^7 □ a-4-^n^^->^>y^r jUjs;] 
*^;P-4- (3-^X~;W 7i-iH -2— T V ^D^y^P >m^mrz 0 
MS m/e (ESI) 516 (MH + ) 
^^J167 



CI 0 0 
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mmm 1 6 5 1 mm izmm l , 3- [3- [ (2- ^ □ □ -4-r v y d # * > 7 =• 
y ] ^ 3^-4- (3-^x - )V) 7 x -;n -2--r v yptf* p t?;t £*#fc 0 

MS m/e (ESI) 516 (MH + ) 

jHfl£ffU168 

MB^J168a) 



0^ 

S»J97<h|S|^(D^T-3- (3- [ (^E^h^y^^JH T i~ /] ;*^-4- 

[ ( h u 7 )i* □ ;* 7, ;i/ ^ * -;w t^y7x-;w -2-(3-7'j;W ^o^^ 

'H-NMR(CDC1 3 ) 6: 1.00 (d, J=6. 0Hz. 3H) 1, 17 (d, J=6. 0Hz, 3H) 1.27 (t. J=7. 2Hz, 
3H) 1. 45 (s. 9H) 2. 93-3. 04 (m. 2H) 3. 54 (sept. J=6. 0Hz, 1H) 4. 08 (dd, J=6. 8, 
8.0 Hz, 1H) 4.18-4.26 (m. 2H) 4.30-4.41 (m, 2H) 4.67 (br 1H) 6.52 (d, J=4. 0Hz. 
1H) 7.13-7.19 (m. 2H) 7.25-7.28 (m. 2H) 7.49 (d. J =4. 0Hz. 1H) 
HlWJ168b) 



3- (3- [ (IE7 h ^ i/t> JU# ^ M 7$;]^ ^)V-A- [(KU7 )V3r P ^ X )V 
7*-M ^+y7x-JH -2- (3-7 U M 7*P^->:7°P tf t>iX^JVX7f ^ 
£ ^TUSg^J 1 53) i iZ^LS U . 3- (3- [(2,4-yi70D^>V<JH75/]^ 
5^0-4- (3-7 U;W 7iXJH -2-< V7°P^'>7"P fc 0 
MS m/e (ESI) 476 ■ (MH + ) 





0 



%#J169 
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mmm 1 68 £ mm. \z. mm l , 3- [3- [ ki-o d n -A-zf □ > v-r ;w 7 ^ j \ 

{Z-y U M 7i-;H -2--f V 7°D#^->y p \i^r>m^mco 
MS m/e (ESI) 500 (MH + ) 
H3£ffiJ170 




mmmmt mmz^is, z- iz- [(2-zu 0-4—f y^a^y^>^ ;w 7 ^ 
y] * ^)i-4- (Z-y u;m 7jc-;w-2--t v^D^y7'oft>i$ffc. 

MS m/e (ESI) 500 (MH + ) 




H»J153i|5|^(^Sb> 3- [3- ( [2-y)V*u-A- ( h >J y)V*u*^)],) 1>V 

(2-^x-;W 7i-JH -2--f vyp^yyo f^">^^ 

MS m/e (ESI) 510 (MH') 
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mmmmtmm\zmmv, 3- [3- [ (2-^ d d-4->^ o^>^;w^->^> , /-< 

jW75y] *^)V-A- (2-^x-;U) 7 v7aTSJr^7n¥*>m.$:n 
MS m/e (ESI) 542 (MH + ) 



o o 




Hi^j 1 53 1 mmizmm l , 2--r yyo^+ ->-3- [3- [ ( [5-* ^;u-2- (4-^ 

MS m/e (ESI) 535 (MH + ) 
^M^J174 




^ss^j 1 56 1 mm\zmm u 3- [3- ( [2-^ 0-4- (hU7Mn^ 9-m 

<;H7$;^ -4- (5-* ^)V-2-^x. - ;w 7iz;H -2--f v y □ #4- ->^d 

MS m/e (ESI) 524 (MH + ) 
HlMffJ175 
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mmmmt mmzmmv. 3- [3- [ (2-* □ n-4- u^>^)v^^>v^ 

MS m/e (ESI) 556 OUT) 




nmmmtmm\zmmv: 2-< [3- [ ([5-^^-2- {a-*^)v? 

- 1, 3-f7 , y-JH-'f M ts - )V7 =• / ) * -4- (5-* 5 1 ;W-2-5 1 x 
MS m/e (ESI) 549 OOP) 

0 




mmmi^tmrnzmmi,. 3-[3-([2-7MD-4-(hu 7;u^-d^^;i/)^>^ 

-fM7$y *^;W -4- (5-£ p d-2-^x-;W 7x-JH -2— T vyot^yya 
MS m/e (ESI) 544 (MH + ) 
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a 0 i 




OH 



mmm 1 59 1 mm \z mm u , 3- [3- [ (2- ^ d d -4-> 2 □ ^ >=?)v* * 5^ > 

MS m/e (ESI) 576 (MH*) 
HljSSffJ179 



HJg^J159<i:lRlilMSb, 2--T V ^D#^y-3- [3- [ ( [5-^>;i^-2- (4-* 

MS m/e (ESI) 569 (MH + ) 
SI^I180 



mifcMmtmmizmmi>. 3-[3-U2--7;M-D-4-(h u 7)i*n*^)v) 
-fjW75; /3MW-4- (4-^^;p-2-^x-;w y^~M -2— r yyp*+y^n 

MS m/e (ESI) 524 (MH + ) 
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CI 0 




$mmm) tmmzmmvs 3- [3- ( (2-? □ d-4->^ n^>f ;w+">^>7-f 

MS m/e (ESI) 556 (MH*) 



miMmmiLmm\zmmv. 2— r v [3- [ ( [5-^^-2- w-* ^7 
x-;w-i. 3-^7V-;w4— r;n*M^75 7) *^;w-4-(4-*^;w2-^x 

MS m/e (ESI) 549 (MH + ) 



&mmm&:mmzmm\s* 3- [3- ( [2-^;u^-p-4- ( h »j ?)i>*u*7M ^>v* 

-f;W7 = ;^ 5 1 ; W -4- (3-?x - ;W 7 x x;H -2— f yyD#+y^ot:t>KS; 
MS m/e (ESI) 510 (MH + ) 
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mt&mmtmm\zim u 3- [3- H2-^o u-a-u^ u^>^jv^^-^^>^m 

;H7$y] ^JU-4- (3-^X-;M 7x-;H -2--f y^D^y^D 
MS m/e (ESI) 542 (MH + ) 




UiM^y 1 65 1. mm \z mm u , 2— r v 7 p ~>-3- 13- [ ( [5- ;* ^;p-2- (4-* epji^ 

MS m/e (ESI) 535 (MH*) 
H£SffU186 




1 6 8 <t 13 b , 3- [3- ( [2- y □ -4- ( h U 7 JM" o ^ ^ J W ^ > y 
<;H75;^^W -4- (3-7 U ;W 7ir;H -2--f y ^d^^->^d tt>m&& 

MS m/e (ESI) 494 (MH*) 
H»U187 
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Mti&Mmtmmzmm u 3- [3- t (2-^ □ d^>^;p^-^->^>^ 

MS m/e (ESI) 526 (MH + ) 




168 1 ITOfc&S U 2-f V^o^ ->-3- [3- [ ( [5-* 5PJI/-2- (4-^ 
x-JH-1, 3-^ 7 V-)V-A-^ M t) )V # - ;i/T s y ) y -4- (3- ^ y ; W 7 x — 

MS m/e (ESI) 519 (MH*) 

g|»J189 

SKfiftll89a) 

"<>5^5-*;i/5;P-2-* h + y^>>;x- h2. 95g£ h U 7xZj^*7- 
U'T r >T-tr h7;i/rt F5g£ h^X^Tig-g- U SOrT?^^^ L^io 

3:l)Ttt«U 1>&)W-* h^y-5-(-WV-l-7o^JH'<>yx-b (E- 
Z mixture) 2. Og&HfiHflci: UTWfc. 

'H-NMR (CDCI3) 5 :3. 95+3. 97 (s. 3H) 5. 37 (s, 2H) 6. 61+6. 64 (s. J=8. OHz, 1H) 6.9 
0-7. 07 (m. 2H) 7. 33-7. 47 (m, 5H) 7. 62+7. 70 (dd. J=2. 0, 8. OHz. 1H) 7. 95+8. 02 (d. 
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J=2. OHz, 1H) 



H0 Z C 
"0 




C0 2 Et 



h U X3\^-2-***/ 79- V- bO. 77g£N. N-y^fJ^A75 Fl3*g8?U 
7m<ti~ b U ^A115ngSiD>tMT 1 P#W«j$L^:. ^>$?;U2-* h^->-5-(-3- 

^>7l- h (E-Z mixture) 0. 6g£N, tt-i/*9)l*)\sA7 5. 

TffiffitUfc (^-H-^illtXfM:!). t#e>ftfcfc(D£X^/-;W^8?U 10% 

i&U Jg&S:«JBETS3sU 5- [4- (x h+y^3J^x;H A^yJH -2-^ b*zs& 

'H-NMR (CDC1 3 ) 5 :0. 50 (t, J =8. OHz, 3H) 1. 17 (t. J=8. OHz, 3H) 1. 38-1. 58 (m. 6 
H) 2. 20 Cm. 1H) 2. 54 (t. J=8. OHz, 2H) 3. 99 (s, 3H) 4. 07 (q, J=8. OHz, 2H) 7.90 
(d. J=8. OHz, 1H) 7. 29 (dd. J=2. 0. 8.0Hz, 1H) 7. 91 (d. J =2. 0Hz, 1H) 
SH»J189c) 



5- [4- (X b*risli)Vtf—)V) *\*isM -2-* h^yfelilO. 47g£4- ( h U 7 )\> 
•tu^)V) 1>*?)V7B. >0. 27g£J8U, HJSfcllcld) <hl^«l<D;£&T';£j&£:fT e> 
H <h \z «fc 0 , 2-x^JW-5- [4-* h * ->-3- ( [4- ( MJ 7 d ^ > 5>;H 7 5 

'H-NMR (CDCI3) 6 :0. 85 (t, J=8. OHz. 3H) 1. 42-1. 59 (m, 6H) 2. 27 On. 1H) 2. 53 (m. 
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2H) 3. 85 (s. 3H) 4. 66 (d. J=6. 0Hz, 2H) 6.90(4 J =7. OHz. 1H) 7. 26 On. 1H) 7.4 
7(4 J=8. OHz, 2H) 7.59(4 J=8. OHz, 2H) 8.04(4 J=2. OHz. 1H) 8. 34 (bs. 1H) 



'H-NMR(CDC1 3 ) 6 :1. 13(4 J=6. OHz. 3H) 1.19(4 J=6. OHz, 3H) 1. 27 (t. J =8. OHz, 
3H) 1.54-1. 74 (m, 4H) 2. 62 (t. J=8. OHz, 2H) 3. 58 (sept. J=6. OHz, 1H) 3. 88 (m. 
1H) 4. 05 (s. 3H) 4. 18 (q, J=8. OHz, 2H) 6. 98 (d, J=8. OHz. 1H) 7. 37 (dd. J=2. 0, 

8.0Hz. 1H) 8.00(4 J =2. OHz. 1H) 



5-(5-ih^->-4- T V^n^^pi>-5-^-^V^>^;i/)-2-^ h + y^SStO. 35 

g<t4-(hu^;^D^5 1 ;w^>> J ;!/TS>o. i8g£/B<^ nt&mitid) tmm<DJ5 

=.)l-\--f y^D^y^>^ >&0. 18g^*Sfe^ B s aM<i: UTtf fc„ 
'H-NMR(CDC1 3 ) 6 : 1. 20(4 J=6. OHz, 3H) 1.21(4 J=6. OHz, 3H) 1. 67-1. 80 (m. 4H) 
2. 63 (t. J=8. OHz. 2H) 3. 69 (sept. J=6. OHz. 1H) 3. 92 (s. 3H) 3. 96 On. 1H) 4.7 
0(4 J=6. OHz. 2H) 6.98(4 J =8. OHz. 1H) 7. 26 On. 1H) 7.47(4 J=8. OHz. 1H) 7. 
59(4 J=8. OHz. 2H) 8.04(4 J=2. OHz. 1H) 8. 33 (bs. 1H) 
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mmm 1 7 1 mmo^m \z «k 0 2- (4-* 1- * v-3- 1 (2- (2.4-^dd7x t 

•H-NMR (CDCI3) 6 :0. 93 (t, J=8. 0Hz, 3H) 1.55-1. 64 (m, 2H) 2. 58 (m. 1H) 2. 68 (dd, 
J=4. 5. 14. OHz. 1H) 2. 89 (dd. J=7. 0. 14. OHz. 1H) 3. 78 (s, 3H) 3. 82 (s, 2H) 6. 

73 (d, J=8. OHz. 1H) 6. 84 (dd. J=2. 0, 8. OHz. 1H) 7. 26 (m, 1H) 7. 35 (d. J=8. OHz. 
2H) 7. 45 (d. 2.0Hz. 1H) 7. 88 (s. 1H) 8. 19 (d. J=2. OHz. 1H) 

MffiMm 




mmm\4tmm(D^mzj: m-^ v :/ozm^>-3- (4-* h4^>-3- 1 [2- 

'H-NMR (CDC 1 3 ) 6 A. 06 (d. J=6. OHz. 3H) 1. 65 (d. J=6. OHz. 3H) 2. 90 (dd. J=7. 0. 
14. OHz, 1H) 3. 06 (dd. J=4. 5. 14. OHz. 1H) 3. 58 (sept. J=6. OHz. 1H) 3. 78 (s. 2 
H) 3. 80 (s. 3H) 4. 13 On, 1H) 6. 77 (d. J =8. OHz. 1H) 6. 92 (dd. J=2. 0. 8.0Hz. 1 
H) 7. 25 (m, 2H) 7. 61 (t. J=8. OHz, 1H) 7. 76 (s. 1H) 8. 24 (d. J=2. OHz. 1H) 




mmmutmmo^mz^ 02-r vyp#*->-3- w-* h*~>-3- 1 [2- (2. 

'H-NMR (CDC1 3 ) 6 : 1. 06 (d. J=6. OHz. 3H) 1. 15 (d. J=6. OHz. 3H) 2. 88 (dd, J=7. 0. 
14.0Hz. 1H) 3. 05 (dd. J=4. 5. 14. OHz. 1H) 3. 57 (sept. J=6. OHz. 1H) 3. 80 (s. 3 
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H) 3. 83 (s. 2H) 4. 12 (m. 1H) 6. 76 (d, J=8. 0Hz, 1H) 6. 90 (dd, J=2. 0. 8.0Hz. 1 
H) 7. 27 (dd. J=2. 0. 8.0Hz. 1H) 7. 36 (d. J=8. OHz. 1H) 7. 46 (d. J=2. OHz. 1H) 7. 
86 (s. 1H) 8. 26 (d. J=2. OHz. 1H) 




mt&M22tmm(0^mz^ Q 2- (4-* i^->-3- l2-;**y-2- [2. 4-y7MP7 

-U;l x^;H i>i?M y* >wt&mz e 

'H-NMR (CDCI3) 6 :0.% (t. J-8. OHz. 3H) 1. 57-1. 66 (m. 2H) 2. 57 (m. 1H) 2. 70 (dd. 
J=7. 0. 14. OHz. 1H) 2. 89 (dd. J=4. 5. 14. OHz. 1H) 3. 69 (s. 2H) 3. 92 (s. 3H) 6. 
76-6. 87 (m. 3H) 7. 09-7. 12 (m. 2H) 8. 22-8. 29 (m, 2H) 



fifcffJ195 




mmmz2tmmo)j5m\z£ 02- (4-y h^v-3- 12-3-^ y -2- [2-^^;u-4- ( h u 

'H-NMR (CDCI3) 6 :0. 96 (t. J-8. OHz, 3H) 1. 55-1. 70 (m. 2H) 2. 10 (m. 1H) 2. 57 (dd. 

J =4. 5. 14. OHz. 1H) 2. 89 (dd. J=7. 0. 14. OHz. 1H) 3. 73 (s. 3H) 3. 89 (s. 2H) 6. 
88 (d. J=8. OHz. 1H) 7. 1 2-7. 1 5 (m. 2H) 7. 26 (t. J=8. OHz. 1H) 7. 39 (d, J=8. OHz, 

2H) 7. 63 (s, 1H) 8.03 (d, J=8. OHz. 1H) 

HJ£#J196a) 




Hi£#J22a) -c) tnm<D^mz^ (4-* b*->-3- 12-^y 
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-2- [2, 4-v ? 2 ? do7- U y) x^;H 7x^H-2-7°o^yi-h$ mz. 
•H-NMR (CDC1 3 ) a : 1. 17 (t, J=8. OHz. 3H) 1. 34 (t, J=8. OHz. 3H) 2. 56 (q. J=8. OHz, 
2H) 3. 77 (s, 3H) 3. 96 (s. 3H) 4. 26 (q, J=8. OHz, 2H) 6. 98 (d, J=8. OHz, 1H) 7. 
22 (dd, J=2. 0. 8.0Hz, 1H) 7. 31 (d. J=8. OHz, 1H) 7. 37 (dd, J=2. 0. 8.0Hz, 1H) 
7. 58 (s. 1H) 8. 22 (bs. 1H) 8. 37 (d. J =8. OHz, 1H) 



2-X5P;W3- (4-* h=^>-3- 12-^ V-2-[2. □ D7^U A X^JH 7x 

xJl/)-2-7°D^yx- hO. 9g^x^y-;H5ml. i^x^HSmllliliL, x^l/ 

)V±i^A^a^hif^y^-X'mm.l^ x?MW2-(4-* K*->-3-|2-;fr*V-2-[2.4 
-c/^ooyxU J\ JL^M ^>i?)U 7*^;i- hO. 44g£*S£?*#i#j£ LT#*: 0 
'H-NMR (CDC1 3 ) 5:0. 90 (t, J-8. OHz, 3H) 1. 14 (t, J-8. OHz, 3H) 1. 50-1. 68 (in, 2H) 
2. 54 (in, 2H) 2. 68 (dd. J=4. 5, 14. OHz, 1H) 2. 86 (dd, J=4. 5, 14. OHz, 1H) 3. 72 (s, 
2H) 3. 88 (s. 3H) 4. 05 (q. J=8. OHz, 2H) 6. 85 (d, J=8. OHz, 1H) 7. 10 (m, 2H) 7. 20 (d, 
J=8. OHz, 1H) 7. 26 (d. J=8. OHz. 1H) 8. 30 (bs. 1H) 8. 37 (d, J=8. OHz, 1H) 
^«J196c) 



X^;U2- (4- * h * ->-3- V -2- [2,4-v7DD7nU/] X^;M ^ > 5? 

)V) ZT$ J X- hO. 27g£x^ j -jHOml IzfeM U 5N7K^ft^ h U O A 1ml £ flP*. 
fe„ KJS^£^rST240#Fpl^#L;t^ *£Jjn*_, ?J<Jf £-^x:f ;Px-^;i/T»tii 

ufco zKJi^^T-^tt^L, mm^)vx'mtaLtz 0 mM^ivmzmwBL^ 

Wii7K«-7^^ y 7 AT« I. ^^^^E®*-r^V(c:d:i9 2-(4-^ h 
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* v-3- V-2- [2. 4-v?£ 007-U/] x^H ^>^;U) 7** >^£2sfi$l 

'H-NMR (CDC1 3 ) <5 :0. 89 (t. J-8. 0Hz, 3H) 1. 49-1. 62 (m. 2H) 2. 50 (m, 2H) 2. 64 (dd, 
J=4. 5. 14.0Hz, 1H) 2. 84 (dd, J=4. 5, 14.0Hz. 1H) 3. 72 (s, 2H) 3. 88 (s, 3H) 6. 

80 (d, J=8. 0Hz, 1H) 7.06(m. 2H) 7. 12 (dd. J=2. 0. 8.0Hz. 1H) 7. 22 (d. J=8. 0Hz. 
1H) 8. 23 (s. 1H) 8. 28 (d, J=8. 0Hz. 1H) 

^^J197 



AP^x^;i/Tfi&tBb^c ^JI£&*n<t!&7kTift#U ^j^gg^^r?^ 
ft»l/, mm&mEEg&lsti. ^S£SMV:7*at!;Ux-^;U£2jn;^ &il&ttifi 
U x^;U-(Z)-4-t K D+y-2-^+y-4-7x-;H-7^ / X- h2. 37g£*ifc. 
'H-NMR (DMS0-d 6 ) 6 : 1. 15 (t. J=8. 0Hz. 3H) 4. 18 (q. J=8. 0Hz. 2H) 6. 55 (s. 1H) 7. 
35-7.48 (111. 3H) 7. 80 (m. 2H) 
SB£#J197b) 

X^;P- (Z) -4-t FD^y-2-t+V-4-7z-JH-^;x- hO. 67g£gmi0 

x^^9:iTx^;n-^^;i-3-7xx;u-iH-5-tf^^-;u*;i/^^->i/- hO. 12g, 

^-9- > : rax^^4 : 1 T JC^JP 1-* ^ Jl-5-7 x ~ 1H-3- 1' ^ Jl/*^ 
>>lx-h0. 55g£#£. 
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'H-NMR (CDCI3) 6 :1.42(t. J=8. 0Hz. 3H) 4. 21 (s. 3H) 4. 38 (q. J=8. OHz, 2H) 7.11 
(s, 1H) 7. 32 (t. J=8. OHz, 1H) 7.40(t. J=8. OHz, 2H) 8. 79 (d. J=8. OHz. 2H) 



'H-NMR (CDC 1 3 ) 6 : 1.41 (t. J=8. OHz, 3H) 3,95 (s. 3H) 4. 43 (a, J=8. OHz, 2H) 6.85 
(s, 1H) 7. 40-7. 53 (m, 5H) 



x^;H-^^-3-7xn;P-lH-5-h°^y-;^J^^r->U- hO. 12g£x^y 

4StK^t^t->^AT'^;^. MEEMSiU l-*^;W3-7iX;WlH-5-t: 

'H-NMR (CDC 1 3 ) <5 : 4. 22 (s, 3H) 7. 22 (s, 1H) 7. 33 (t, J=8. OHz, 1H) 7. 40 (t. J=8. 

OHz. 2H) 8. 80 (d. J =8. OHz. 2H) 

H«J197d) 




/ 
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mmmm)e) tlf«O*ftl:J:0 2-<V7D^^y-3-[4-^ h*~>-3-([(l-* 
^)V-%-7 x - )V- 1H-5- tf 5 v/ >J )V) t> )VHt -)V] 7 5 J x^P; W 7 x :=JH ^o/O 

'H-NMR (CDC1 3 ) 5 :1. 06 (d, J=6. 0Hz, 3H) 1. 17 (d. J=6. 0Hz, 3H) 2. 94 (dd, J=7. 0. 
14.0Hz. 1H) 3. 06 (dd. J =4. 5. 14.0. 1H) 3. 88 (s. 3H) 4. 12 (dd. J =4. 0. 7.0Hz. 
1H) 4. 20 (s. 3H) 4. 57 (d. J=6. 0Hz. 3H) 6. 57 (bs. 1H) 6. 73 (s. 1H) 6. 84 (d. J=2. 
0Hz. 1H) 7. 1 6 (dd. J=2. 0. 8.0Hz. 1H) 7. 22 (d, J=2. 0Hz. 1H) 7. 32 (d. J=8. 0Hz. 
1H) 7. 39 (id. 2H) 7. 76 (m. 2H) 

mmmrn 




x^;n-^^-5-7x-;w-iH-3-kf^v/-;^;i/#^->u— ho. 55g£x^y 

m^m^^^^oAir^tmm. u&mmv. i-^^;w-5-7x-;wih-3- 

'H-NMR (CDC 1 3 ) 6 : 3. 91 (s. 3H) 6. 82 (s. 1H) 7. 34-7. 45 On, 5H) 
H»J198b) 
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r 



C0 2 H 



H»J19d)e) tm&<Dl5m\z&r)s 2--f yyo#*->-3-[4-* h^r->-3-([(l-* 

^;W5- 7 1 - )v- ih-3- tr ^ v* 'J ;w *M-;W7$y x^;w 7 x —M -Juny 

'H-NMR (CDC1 j) 6 : 1. 04 (d, J=6. OHz, 3H) 1. 14 (d. J=6.0Hz. 3H) 2. 90 (dd, J=7. 0. 
14.0Hz, 1H) 3. 04 (dd, J =4. 5, 14.0, 1H) 3. 55 (sept, J=6. OHz. 1H) 3. 86 (s. 3H) 
3. 88 (s. 3H) 4. 09 (dd, J=4. 0, 7.0Hz, 1H) 4. 60 (d, J=6. OHz, 3H) 6. 80 (d. J=6. 
OHz, 1H) 6. 84 (s, 1H) 7. 12 (dd. J=2. 0, 8, OHz, 1H) 7. 23 (d. J=2. OHz, 1H) 7.32 
(bs. 1H) 7. 39-7. 57 (m. 5H) 



7x^;U7-fe^l/>lgt2-^7DO-2-b Ho^W^ySil^UXfiH. 48 

7A^D?h^77^ -TiS I (A^t > : K^I^l^S : 1) , X^;W 5-7 3l~)V 
-4-< V^-tM/— h 1. 2g£*#£:„ 

'H-NMR (CDC 1 3) <5 : 1. 35 (t. J=8. OHz. 3H) 4. 40 (a. J=8. OHz. 2H) 6. 85 (s. 1H) 7.36 

-7.50(m. 3H) 7. 68-7. 80 (id. 2H) 

S&»J199b) 
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x^;p 5-7i- ;i/-4— r y+u-y-JWM+yU- ho. 4g^x^ y — ;nomi 

'H-NMR (DMS0-d 6 ) 6 : 7. 32 (s, 1H) 7. 48-7. 57 (m, 3H) 7. 92 (m, 2H) 
^WJ199c) 




mmmm)e) tmm<D^mz^. 2— rv;/a7t^:>-3-[4-* h^->-3-([(5-^ 

'H-NMR (CDC 1 3 ) 6 A. 04 (d, J=6. 5Hz, 3H) 1. 16 (d. J=6. 5Hz. 3H) 2. 90 (dd, J=7. 0, 
14.0Hz. 1H) 3. 06 (dd. J =4. 5. 14.0Hz. 1H) 3. 56 (sept. J=6. 0Hz. 1H) 3. 87 (s. 3 
H) 4. 10 (dd. J=4. 5. 7.0Hz. 1H) 4. 61 (d. J=6. 0Hz. 2H) 6. 82 (d. J=8. 0Hz. 1H) 6. 
96 (s. 1H) 7. 15 (dd. J=2. 0, 8.0Hz. 1H) 7. 22 (d. J=2. 0Hz. 1H) 7. 36 (bs. 1H) 7. 
47 (m. 3H) 7. 78 (in. 2H) 

§^#l200a) 




C0 2 H 



Mi£#1197a) b) !98<blW]1t&©^£Tl-^5P;U-5-(2-h 0 U -lH-3-lf y^-Jlti 
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'H-NMR (DMS0-d 6 ) d :4. 18 (s. 3H) 7. 22 (s. 1H) 7. 40 (t, J=6. 0Hz, 1H) 7. 85-7. 94 (m. 
2H) 8. 68 (d. J=4. 0Hz, 1H) 12. 75 (s, 1H) 
Ul«J200b) 



mmmm) e) tmrno^mz^r) ^ 2--fv^n^y-3-4-^ h^~>-3-[([i-y 

(2- tf U v;W -lH-3-tf^ »/U JW *M^75 y ) *^JH 7 x^l^D 

'H-NMR (CDC 1 3 ) <5 : 1. 03 (d, J=6. 5Hz, 3H) 1. 34 (d, J=6. 5Hz, 3H) 2. 90 (dd, J=7. 0, 
14. 0Hz, 1H) 3. 05 (dd, J=4. 5. 14. 0Hz, 1H) 3. 55 (sept, J=6. 0Hz, 1H) 3. 87 (s, 3 
H) 4. 09 (dd. J=4. 5. 7.0Hz, 1H) 4. 24 (s, 3H) 4. 60 (d. J=6. 0Hz. 2H) 6. 81 (d, J= 
8.0Hz, 1H) 7. 14 (m, 2H) 7. 23 (m, 2H) 7. 34 (bs, 1H) 7. 64 (d, J=8. 0Hz, 1H) 7.85 
(bs, 1H) 8. 70 (d, J=4. 0Hz, 1H) 

§m#J201a) 



mmmvia) -c) tmm<Djj&-?\-* ^;u-3- (2-tru s jm -iH-5-tf ^ v*-;^;u 

'H-NMR (DMS0-d 6 ) 5 :4. 13(s, 3H) 7. 26 (s, 1H) 7. 32 (dd, J=4. 0, 8.0Hz. 1H) 7.82 
(t, J=8. 0Hz. 1H) 7. 91 (d. J=8. 0Hz, 1H) 8. 57 (d, J=4. OHz. 1H) 

mmm2o\b) 
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r 



C0 2 H 



nmwm)e) tmm<D^m\z&r). 2-<vyo#3r->-3-4-* h*~>-3-[(u-* 
^;i/-3- (2- br u $>;M -iH-5- tf ^ v"j ;H * )V7 s y ) *?-m 7i^d 

'H-NMR(CDC1 3 ) a :1. 03 (d. J=6. 5Hz. 3H) 1. 10 (d, J=6. 5Hz. 3H) 2. 75-3. 00 (m, 2H) 
3. 57 (sept, J=6. OHz, 1H) 3. 81 (s, 3H) 4. 05 (dd, J =4. 5, 7.0Hz, 1H) 4. 21 (s. 3 
H) 4.52(4 J=6.0Hz, 2H) 6. 75 (d, J=8. OHz. 1H) 7. 08 fa. 2H) 7. 15 (bs. 1H) 7.4 
5(bs. 1H) 7. 84 (s. 1H) 8. 04 (t. J=8. OHz, 1H) 8. 24 (d, J=8. OHz. 1H) 8. 70 (d. J 
=4. OHz. 1H) 

N ^C0 2 Et 



x^JU2-^on7-tz hffim. 33ml ttt^n tf^->T5 Fl. 5g^x^y-;i^30m 

4:1) X^;P 2-x^;W5-y^;Wl. 3-^77-JH-*M+yl/- NO. 8g£#fc„ 
'H-NMR (CDC1 3 ) <5 : 1. 34-1. 60 (m. 6H) 2. 98 (q. J=8. OHz. 2H) 3. 70 (s. 3H) 4. 29 (q. J=8. 0 
Hz. 2H) 
M3fi#J202b) 
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'H-NMR (CDC 1 3 ) 5 : l. 40 (t. J=8. OHz. 3H) 3. 74 (s, 3H) 4. 03 (q, J=8. OHz, 2H) 



mmmm)e) tmmvxmz&K). 3-[3-([(2-x^;u-5-*^-;u-i, z-^y v- 

;i/-4-^r M ts )\>#—M 75/ X5^;W -4- /h^y7i -2— f V 7u tf* is? 

'H-NMR (CDC 1 3 ) <5 :0. 98 (d. J=6. 5Hz. 3H) l. 10 (d, J=6. 5Hz. 3H) l. 30 (t, J =8. OHz. 

3H) 2. 56 (s. 3H) 2. 82-3. 01 fa. 4H) 3. 51 (sept. J =6. OHz, 1H) 3. 80 (s. 3H) 4.0 

4(dd. J=4. 5. 7.0Hz. 1H) 4. 48d. J=6. OHz. 2H) 6. 31 (bs, 1H) 6. 75 (d, J=8. OHz. 

1H) 6. 08 (dd. J=2. 0. 8.0Hz. 1H) 7. 13 (d. J =2. OHz. 1H) 



if^DOT-fe M¥BH0mlt^*^>X7 , $ H lOg^x^ J — ;H00alfc* 

*->U*y;^7Ai70-7 H^^-TffiMKL K^+J->:^X5P;H4:1)X5 1 

'H-NMR (CDClj) a :1. 39 (t. J=8. OHz. 3H) 2. 78 (s. 3H) 4. 35 (a. J=8. OHz, 2H) 7.45 
On. 3H) 7.95(111, 2H) 



«J202c) 
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§5»J203b) 



X3M1/ 5-^W-7iz;hl, ^7"/-)V-A-ts)V^iy\y- b-0. 8g£x^ 

TzSfcrSK fc7K«flR^*5^ATtt*«, «JE»*8U 5-^^;i/-2-^ac-;i/-l, 3- 
'H-NMR (DMS0-d 6 ) 5 :2. 66 (s, 3H) 7. 52 (m, 3H) 7. 96 (m, 2H) 



H«J19d)e) hmm<Dj5m\z£K>, 2-fyyn^i/-3-M h^>-3-([(5- 

■H-NMR (CDC 1 3) 5:0. 99 (d. J=6. 5Hz. 3H) 1. 10 (d, J=6. 5Hz, 3H) 2. 65 (s. 3H) 2.86 
(dd. J=7. 0, 14. 0Hz. 1H) 3. 00 (dd, J=4. 5, 14. 0Hz. 1H) 3. 52 (sept. J=6. OHz, 1 
H) 3. 82 (s. 3H) 4. 05 (dd. J =4. 5. 7.0Hz. 1H) 4. 51 (d. J=6. OHz, 2H) 6. 42 (bs. 1 
H) 6. 77 (d. J=8. OHz. 1H) 7. 09 (dd, J=2. 0. 8.0Hz. 1H) 7. 16 (d. J=2. OHz. 1H) 7. 
37 (n. 3H) 7. 85 (m. 2H) 



N- (2. 4-y^OD7x-;W -2- (5-*;i^;U-2-;* h^y7x~JH Til N75 K3. 



»!l203c) 
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igfcx^2^x^;w**#y;M -2-x^;u7-feT— h3. 3g£^IM#Jia) iPifil 

<D^ft«31L> 2-X^-3- (4-^ h + y-3-l2-^7-2-[2,4-y^OD7Z'J 
y] x^;H 7x'iH h2. 6g£#/t D 

'H-NMR(CDClj) 5 : 1. 26 (d, J=6. OHz, 6H) 1. 35 (t, J=8. OHz, 3H) 3. 75 (s. 2H) 3.94 
(s, 3H) 4. 27 (a, J=8. OHz. 2H) 4. 41 (sept, J=6. OHz, 1H) 6.95 (m. 2H) 7.20 (d, 
J=8. OHz. 1H) 7. 30 (d, J=8. OHz. 1H) 7. 79 (d. J =2. OHz. 1H) 7. 85 (dd. J=2. 0. 8. 
OHz. 1H) 8. 18 (bs. 1H) 8. 38 (d. J=8. OHz. 1H) 



mmmmw tmmnjjmz&v, 2-x^.;i/-3-(4-* Hr->-3-(2-=a-*v-2- [2. 4 

-y^DD7-'jy] X^JH 7 x -2- y'u is x— h 2g«£ 0 x^;i/2- (4-y h 
=^>-3- 12-** V -2- [2. 4->^ D D 7- U J ) X^JH ^>>>;U y*^ / X- hO. 3g 

•H-NMR(CDClj) 6 : 0. 88 (d. J=6. OHz. 3H) 1. 06 (d. J=6. OHz, 3H) 1. 15 (t. J=8. OHz. 

3H) 2. 85 (n. 2H) 3. 43 (sept. J =6. OHz. 1H) 3. 65 (s. 3H) 3. 82 (s. 3H) 3. 94 (dd. 

J=4. 0, 8.0Hz, 1H) 4.09 (q, J=8. OHz, 2H) 6. 80 (d. J =8. OHz. 1H) 7. 13 (m. 3H) 
7. 23 (d, J=8. OHz. 1H) 8. 22 (s. 1H) 8. 28 (d, J =8. OHz. 1H) 
H»J204c) 



X^JP2- (4-* b*->-3- 12-** V-2- (2. 4-v 5 ^ □ DTx'J J)jl^M^>~J 

m j x- ho. 3g^x^ j -;nomi mykmti- h U A 1ml £Jn*.£. 
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mj£lg£;?Z>mz£ 0. 2- (4-* h*->-3- 12-** V -2- [4- ( h U 7)V*u*^)V) 

'H-NMR(CDC1 3 ) <5 : 0. 95 (d, J=6. 0Hz, 3H) 1. 08 (d. J=6. 0Hz, 3H) 2. 86 (dd, J=7. 0, 

14. 0Hz. 1H) 3. 00 (dd, J=4. 5, 14. OHz, 1H) 3. 49 (sept, J=6. OHz, 1H) 3. 67 (s. 
3H) 3. 84 (s, 3H) 4. 04 (dd, J=4. 5, 7.0Hz, 1H) 6. 82 (d. J=8. OHz, 1H) 7. 12 (m, 3 
H) 7. 23 (d. J=8. OHz. 1H) 8. 20 (s, 1H) 8. 28 (d, J=8. OHz. 1H) 
3l££ff!j205 
$l>B#J205a) 



nmm mmoixsk \z & d 5- (2- ^ D □ 7i-;w -4-r v *v v-)vts 

'H-NMR (CDC 1 3 ) 6 :7. 40 (s. 1H) 7. 43 (m. 2H) 7. 56 (m. 1H) 8. 00 (dd. J=2. 0. 8. OHz, 1H) 
|^0!l2O5b) 



mmm 1 9d) e) t mm (D^m ic & v 3-3- 1 ( [5- (2-^ □ n 7 ^ - ; w -3--r v *+>- 

ij;H^;i/^-jl/75/) ;*^;W-4-* h^yyx-JWV^o^yynyo 

'H-NMR (CDC 1 3 ) 6 : 0. 98 (d. J=6. OHz. 3H) 1. 09 (d. J=6. OHz, 3H) 2. 84 (dd. J=7. 0, 
14.0Hz. 1H) 3. 00 (dd. J =4. 5. 14. OHz. 1H) 3. 50 (sept, J=6. OHz. 1H) 3. 81 (s. 
3H) 4. 05 (dd. J=4. 5, 7. OHz, 1H) 4. 46 (d. 1=7. OHz. 2H) 6. 76 (d, J=8. OHz, 1H) 7. 
08 (dd. J=2. 0. 8.0Hz. 1H) 7. 16(d. J=2. OHz, 1H) 7. 29-7. 35 (m, 2H) 7. 46 (dd, J 
=4.0. 7.5Hz. 1H) 7. 85 (dd. J=4. 0. 7. 5Hz. 1H) 
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x^;U2, h2m\£?3i— K^> ? >1. 2g£H^20mnci&#? 

o. 37g. > : mm^m : 1 tx^;us-^ 7 x x;u- m-3- t? ^ »/— ;p 



'H-NMR (CDC1 3 ) <5 :1. 22 (t. J=8. 0Hz, 3H) 2. 35 (s. 3H) 4. 22 (q. J=8. 0Hz, 2H) 6.80 
(s, 1H) 7. 42 (m, 5H) 



x^;w5-* x =.)],- ih-3- t: ^ »/— ^a^tf* > 1/- h 

'H-NMR (CDC 1 3 ) 5 : 1. 39 (t, J=8. 0Hz, 3H) 2. 34 (s. 3H) 4. 41 (q, J=8. 0Hz. 2H) 6.7 

4(s. 1H) 7.40-7. 50 On, 5H) 

gii£0iJ2O6b) 



^))sZ-*?)V-\-7x.-)l-m-S-¥7V—)lfi)l#*i/U-h 0. 37g£:X^/ 
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•H-NMR (CDCI3) <5 : 2. 35 (s. 3H) 6. 87 (s, 1H) 7. 40 (m. 5H) 



mmmime) tmrno^mz^o i^v-ju^^-i-m-* h^v-3-U(3-^ 

'H-NMR (CDC 1 3 ) 6 : 0. 98 (d. J=6. 0Hz. 3H) l. 09 (d. J=6. 0Hz. 3H) 2. 62 (s, 3H) 2.8 



lH) 3. 64 (s, 3H) 4. 03 (dd, J=4. 5, 7. 0Hz, lH) 4. 38 (d, J=7. 0Hz. 2H) 6. 23 (bs. I 
H) 6. 67 (d. J=8. 0Hz. lH) 7. 05-7. 08 (m. 2H) 7. 24-7. 32 (m, 5H) 



§2ifi#J206b) £nm<D^fe\z&K>5-^)l-\-7^-)V-\ft-l-\L7V-)lt>)l# 

>mzmz a 

'H-NMR (CDC l 3 ) 5 : 2. 35 (s. 3H) 6. 79 (s. lH) 7. 42-7. 52 On. 5H) 
*S£^J207b) 



«J206 




4(dd, J=7. 0. 14.0Hz. 1H) 2. 96 (dd. J=4. 5. 14. 0Hz. 1H) 3. 51 (sept. J=6. 0Hz. 
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*«J19d)e) iW«©*j*fc«kO 2-fV^D^'>-3-[4-^ h*->-3- (I (5-* 

'H-NMR (CDC 1 3 ) 6 : 0. 96 (d. J=6. 0Hz. 3H) l. 09 (d, J=6. 0Hz, 3H) 2. 60 (s, 3H) 2.8 

2 (dd, J=7. 0, 14.0Hz. 1H) 2. 97 (dd. J=4. 5, 14. 0Hz, 1H) 3. 47 (sept, J=6. 0Hz, 

1H) 3. 76 (s, 3H) 4. 01 (dd. J =4. 5, 7. 0Hz. 1H) 4. 51 (d. J=7. 0Hz. 2H) 6. 67 (s. 1 

H) 6. 71 (d. J=8. 0Hz. 1H) 7. 04 (dd. J =8. 0. 2. 0Hz. 1H) 7. 15 (d. J=2. 0Hz. 1H) 7. 

27 (bs. 1H) 7. 35-7. 38 (m. 3H) 7. 41-7. 46 (m. 2H) 

gj^ffJ208 

^«J208a) 




H»J28a)-c) tmm<Djjmtz£K). Nl-|5-[(2.4-^^FV-l. 3-5^7 V*^>-5- 

'H-NMR (DMSO-dj) 6 :3. 74 (s. 2H) 3. 85 (s. 3H) 7. 12 (d. J =8. 0Hz. 1H) 7. 23 (d. J=8. 
0Hz, 1H) 7. 44 (bs. 1H) 7. 50 (t, J =8. 0Hz. 1H) 7. 66 (s. 1H) 7.90 t. J=8. 0Hz. 1 
H) 9. 98 (s. 1H) 
HWJ208W 
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Nl- 15-1(2. 4-i/^V-l. 3-f7 , /7>-5-< U T r » -2-^ h^F->^>>? 

;H-2-7MD-4-i?oa^>X75 K0.3gS:^^y-M0iDlfc:^»L, 20mgtf)3 

#W-Oni*.fc. KJfc«**?frU 2N«ltT*ttk:Ufc«>>^DO^^>TaimLfc. 

siaEfc^-rv^Dkrji/x— ^jp&jda* igiife«HaT*^tK:<to ni-m-^do- 

2-7 JM" D 7xn;H -2-2-.* h *->-5- [ (2-* J- U >-4-** 7-1. 3-^7 V*^ >-5 
— OW *^;H 7 h75 K80mg£#fc o 

'H-NMR (DMSO-d,) <5 :2. 99 (dd, J=10. 0. 14.0Hz. 1H) 3. 27 (m. 1H) 3. 65 (s. 2H) 3.7 

3(s. 3H) 4. 81 On. 1H) 6. 91 (d. J=8. 0Hz. 1H) 7. 08-7. 11 (m, 2H) 7. 22 (m. 1H) 7. 

47 (m. 1H) 7. 89 On. 1H) 9. 84 (s. 1H) 

fHjfcffJ209 

Mig^J209a) 



mmm2QZhmm(D^miz «t <o i-*j-)v-i- (3-tr u -1. 3-5 l 7 > /-jh-* 

'H-NMR (CDC 1 3 ) 6 : 2. 67 (s. 3H) 7. 54 (dd, J=4. 0. 8.0Hz, 1H) 8. 31 (d. J=8. 0Hz. 1 

H) 8. 70 (d, J=4. 0Hz, 1H) 9. 51 (s. 1H) 

^J£0»J2O9b) 



mmmim e) t.nm<D^mz^K>2- r h*->-3-t([5-*?- 

;u-2- (3- tf U S^JW -1.3-77 7-;i/-4-yl] * ~ ;i/7 ?-M 7 x. ~)V7° 

'H-NMR (CDC 1 3 ) 6 : 1. 01 (d. J=6. 0Hz. 3H) 1. 1 1 (d. J=6. 0Hz, 3H) 2. 66 (s. 3H) 2.8 
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7(dd. J=7. 0, 14.0Hz, 1H) 2. 99 (dd, J=4. 5, 14. 0Hz. 1H) 3. 55 (sept, J=6. OHz, 

1H) 3. 83 (s, 3H) 4. 06 (dd. J=4. 5, 7. OHz. 1H) 4. 52 (d. J=7. OHz. 2H) 6. 59 (bs. 1 

H) 6. 78 (d. J=8. OHz. 1H) 6. 91 (s. 1H) 7. 09-7. 26 On, 2H) 7. 40 (m. 1H) 7. 60 (m. 

1H) 8. 56 (d. J=7. OHz, 1H) 

31:6609210 

Sl£0!l21Oa) 



i-^^-3-7x-jh 5 yv-)\>z. ig&r h^t h*D7 7>\zmmu -sor-e 

ftaTn-^Uf^AO. 5mol/l^+l->^) 18. 7ml i£lTUfc. 
0 < C^TJi#$-&fc^W-50 < C{w^Lfco N, N-y^f;^^A7$ H3. 6ml £JQ 

h^77^-TfflRb (^it>:St^X^W=3:l). 1-^^-5-7 x-JWlH-2— f 
5^ i ;-MM^y7iPfk HI. 9g£#fc«, 

'H-NME (DMS0-d 6 ) 6 :3. 98 (s. 3H) 7. 28 (t. J=8. OHz. 1H) 7. 40 (t. J =8. OHz, 2H) 8. 

82 (d, J=8. OHz. 2H) 8. 10 (s. 1H) 9. 75 (s. 1H) 

»£0921Ob) 



l-^5^Jl/-5-7o:-;i/-lH-2-<5^y-;i/*^^->T;U^t Kl g£15ml<Z)S? 
^Jl^JU^v-FK^U y>&7K*#U£A(linol/l)3ml£Jn*fc. 
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> : mm^)l=Z : 1— 1 : ^BKlf^ : j* ? J -)V=Z : 1) , 1-* x- 

'H-NMR (DMS0-d 6 ) <5 :4. 00 (s. 3H) 7. 26 (t. J=8. 0Hz. 1H) 7. 42 (t. J=8. 0Hz, 2H) 7. 

75 (s. 1H) 8. 82 (d. J=8. 0Hz, 2H) 

H«J210c) 




mmmm) e) trnmn^mz^vz-^ [4-* h+->-3- an-* 

'H-NMR (CDC 1 3 ) 6 : 0. 97 (d, J=6. 0Hz. 3H) L 06 (d, J=6. 0Hz. 3H) 2. 84 (dd. J=7. 0. 
14.0Hz. 1H) 2. 97 (dd, J =4. 5. 14. 0Hz, 1H) 3. 48 (sept. J=6. OHz, 1H) 3. 81 (s. 
3H) 4. 02 On. 1H) 4. 03 (s. 3H) 4. 52 (d. J=7. OHz, 2H) 6. 75 (d. J=8. 0Hz. 1H) 6.91 
(s. 1H) 7. 06 (dd. J=2. 0. 8.0Hz. 1H) 7. 16 (m. 2H) 7. 21 On. 1H) 7. 31 (t. J=7. 5H 
z. 2H) 7.68 (d, J=7. 5Hz. 2H) 




^»J28a)-c), 208a). b) <tWttM<Dj5felz<}: 0 > Nl- (2. 4-v^ p □ 7i — ;U) -2- 
2-* h*->-5-[(2-*^l/>-4-3-*7-l. 3-^T V*^>-5— f;H *3\>H 7xnjP 

'H-NMR (DMSO-d 6 ) «5 :3. 00 (dd. J = I0. 0. 14. 0Hz. 1H) 3. 32 (m. 1H) 3. 65 (s. 2H) 3.7 
6 (s. 3H) 4. 82 (dd, J=4. 5. 10. 0Hz. 1H) 6. 93 (d. J=8. 0Hz. 1H) 7. 1 1 (m. 2H) 7. 38 (dd. 
J=2. 5. 8. OHz, 1H) 7. 64 (d. J=2. 5Hz. 1H) 7. 80 (d. J=8. OHz. 1H) 9. 42 (s, ffl) 
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g»i£#J212a) 




N .C0 2 H 



'H-NMR (DMS0-d 6 ) 0 : 1. 23 (t, J=8. OHz, 3H) 2. 69 (s, 3H) 2. 83 (q. J=8. OHz. 2H) 7. 
70 (d, J=6. OHz, 1H) 7. 78 (s. 1H) 8. 60 (d, J =6. OHz, 1H) 

nmmim) 



H»J19d) e) tPOftOJttfcJ: 0 3-3- [ ( [2- (2-x3^-4-fc: U 5W) -5-*^;W 
1. 3-?7 > /-iM-'f;H^M-^7 5/) *^;H-4-> h^*>7acX;i/-2— f V 

'H-NMR (CDC 1 3 ) 5 : 1. 07 (d, J=6. OHz. 3H) 1. 18 (d. J=6. OHz, 3H) 1.37(d, J=7. 5Hz. 
3H) 2. 72 (s, 3H) 2. 94 fin. 3H) 3. 06 (dd. J=4. 5. 14. OHz. 1H) 3. 61 (sept, J=6. 0 
Hz, 1H) 3. 89 (s. 3H) 4. 12 (dd. J=4. 5, 7. OHz, 1H) 4. 59 (d. J=7. OHz. 2H) 6. 55 
(bs, 1H) 6. 84 (d. J=7. OHz. 1H) 7. 18 (d. J=7. OHz. 1H) 7. 22 (s. 1H) 7. 63 (in. 1 
H) 7. 72 (s. 1H) 8. 62 (d. J=5. OHz. 1H) 

»#J213a) 

NH 2 C0 2 Et 



^>X75 h**->A6. 7g£X5F;uyolf;tU-h5ml£^/-;W::^U 3B# 
-XmUls K^it>:^X^JU=10:l) . X3MU (Z)-3-(((Z)-l-75/-l-7i 
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'H-NMR (CDCI3) <5 : 1. 30 (t. J =8. OHz. 3H) 4. 17 (q. J=8. 0Hz. 2H) 4. 90 (d, J=6. OHz. 
1H) 5. 25 (bs, 2H) 7. 38 (d. J=6. OHz. 1H) 7. 40-7. 50 (m, 3H) 7. 65 (in, 2H) 



(Z) -3-([(Z)-l-7S;-l-7x-;MfUr>] 7$;t+y) -2--7°o^yx- 
M. 5g*i;7 3i-)lJL-^Jl30mUzmffiL. 200 e CT-5P#^in^Ufeo %Lfom&m\z 

z> 7 A -Tit®! b^s^it > : imx^MW l:Hy^OD^^>:^^y -;P=50 : 1) , 

2-:7xx;U-lH-5— f -yy-J^M^yl'- H3. 5g£f#£: 0 
'H-NMR (CDC 1 3 ) a : 1. 39 (t, J=8. OHz, 3H) 4. 38 (a, J=8. 0Hz. 2H) 7. 43 (m. 3H) 7.7 
8(s, 1H) 7. 90 (m, 2H) 
^»J213c) 

X^;P 2--7xx;i/-lH-5— f 5^y-M^+y^- K3. 5g£N, N-i^^^* 
;PA75 H30mHC^L, *ftiT7mitj- b U ^A0. 71g£2jn;^ 1 PfF^JI 

U*W7A^7D7 K^^-TffigSiU ^-y->:^mx^;U=8:lT'X^;W 
l-*^JU-2-:7xx;i/-lH-4— f S^V-^^tf^rf/l/- hO. 6g£. ^\^-9">:SlF^ 

x^;u= 1 : 1 -ex^;u 1-^ =$-)V-2-7 xxji/-iH-5-f s ^V-ju# ;M^-> u- h 2. 

2g£#£o 





X^JW 1-^^)1-2-7 x x;WlH-4--f 5 ^/-Jl^ is U- h 
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'H-NMR (CDCI3) (5 : 1. 37 (t. J=8. 0Hz, 3H) 3. 94 (s, 3H) 4. 34 (q. J=8. OHz. 2H) 7.4 
6 (in, 3H) 7. 60 (m. 2H) 7. 83 (s, 1H) 



x^;u 1-^5^-2-7 xx;u-ih-5-< 5 *V-;i^;i^^vP- h 

'H-NMR (CDCI3) <5 : 1. 39 (t, J=8. OHz. 3H) 3. 77 (s. 3H) 4. 39 (q. J =8. OHz, 2H) 7.4 
5(m, 3H) 7. 64 On, 2H) 7. 68 (s, 1H) - 
§5Bi#J213d) 



x^;w i-^^A-2-^x-;i/-iH-5— ra^v-;u*;^^~>i/-h2. 2g£x^ 
u i-^^;u-2-yxxju-iH-5--f s.^/-)ijj)\,-tf>m. ig&ntco 

'H-NMR (CDC 1 3 ) 6 : 3. 77 (s. 3H) 7. 52 (m. 3H) 7. 71 (m, 2H) 8. 06 (s. 1H) 
nMM2\2e) 



mmmm)e) t^ic^ta?) HvyD^y-3-[4-^ b*i>-3-([(i-* 
^;u-2-7x^;wiH-5--r ^y^VMti)V#-M 75/if;n 7irjn yo/^ 

'H-NMR (CDC 1 3 ) 6 : 0. 82 (d. J=6. OHz. 3H) 0. 97 (d, J=6. OHz, 3H) 2. 66 (dd. J=7. 0, 

14.0Hz. 1H) 2. 79 (dd. J =4. 5. 14. OHz, 1H) 3. 41 (sept. J=6. OHz. 1H) 3. 76 (s. 
3H) 3. 78 (s. 3H) 3. 91 (dd. J=i 5, 7. OHz. 1H) .4. 37 (d. J=7. OHz, 2H) 6. 87 (d. J 
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=8. 0Hz. 1H) 7.05-7.08 (ra. 2H) 7. 46-7. 53 (m. 3H) 7. 72 (d. J=6. 5Hz. 1H) 7. 82 (s, 
1H) 8. 13 (bs. 1H) 



'H-NMR(CDC1 3 ) 6 : 3. 86 (s, 3H) 7. 52 (m. 3H) 7. 68 (m, 2H) 7. 83 (s. 1H) 
H»J214b) 



'H-NMR(CDC1 3 ) 6 : 0. 84 (d, J=6. 0Hz. 3H) 0. 99 (d. J=6. 0Hz. 3H) 2. 70 (dd, 1=7.0, 
14.0Hz. 1H) 2. 84 (dd, J =4. 5. 14. 0Hz. 1H) 3. 44 (sept, J=6. 0Hz, 1H) 3. 79 (s, 3H) 
3. 90 (s. 3H) 3. 96 (dd. J=4. 5. 7. 0Hz, 1H) 4. 40 (d. J =7. 0Hz. 2H) 6. 90 (d, J=8. 0Hz, 
1H) 7.1 Km, 2H) 7. 56-7. 64 (m. 3H) 7. 70-7. 76 (m, 1H) 8. 10 (s. 1H) 8. 97 (bs, 1H) 
jlMffl215 
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§3«J203 1 mm<DjS&T2- (2-2UU7X. -5-* 5^-1. 3-f77-JH- 

'H-NMR (DMSO-d 6 ) 6 : 2. 68 (s, 3H) 7.48-7. 55 (m. 2H) 7. 65 (d, J=8. OHz, 1H) 8. 24 (d 
d, 1=2.0, 8.0Hz, 1H) 13. 50 (bs, 1H) 



nm&mt mm^mz £ v 3-3- [ ( [2- (2-^0 □ 7 x. = jw -5-* ^-i, 3-^t 
V — >»t—4 — r M t> )v#-)vt s j ) -4-* n * -> ^ ^ n;p-2— r V^P^ 

•H-NMR (CDCI3) 6 : 1. 07 (d, J=6. OHz, 3H) 1. 17 (d, J =6. OHz, 3H) 2. 74 (s, 3H) 2. 93 (dd, 

1=7.0, 14.0Hz, 1H) 3. 07 (dd. J =4. 5, 14. OHz, 1H) 3. 60 (sept, J=6. OHz, 1H) 3. 89 (s, 

3H) 4. 13 (dd, J=4. 5, 7. OHz. 1H) 4. 59 (d, 1=7. OHz, 2H) 6. 84 (d, 1=8. OHz. 1H) 

7. 16 (dd. 1=2.0, 8.0Hz, 1H) 7. 23 (d, 1=2. OHz. 1H) 7. 35-7. 38 (m, 2H) 7.48-7. 5 Km. 

1H) 8. 23-8. 26 (m, 1H) 

^^J216 

$OI0iJ216a) 



Mi£0!l2O3 1 mm<DJj&T2- UU7 -5-* 1. 3-^7 1/~ ))r-A- 

'H-NMR (DMS0-d 6 ) 6 :2. 66 (s. 3H) 7. 56 (d. 1=8. OHz, 2H) 7. 98 (d, 1=8. OHz. 2H) 
H«J216b) 
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nmmw t mm<D%mz£ o 3-3- 1 ( [2- u-z a □ 7jl-m -5-* 3^-1, 3-^y 

'H-NMR(CDC1 3 ) 5: 1. 07 (d. J=6. 0Hz, 3H) 1. 17 (d. J=6. 0Hz. 3H) 2. 70 (s. 3H) 2. 93 (dd, 
J=7. 0. 14.0Hz. 1H) 3. 06 (dd, J =4. 5. 14.0Hz. 1H) 3. 60 (sept, J=6. 0Hz, 1H) 3. 90 (s, 
3H) 4. 13 (dd. J=4. 5, 7.0Hz, 1H) 4.58 (d, J=7. OHz. 2H) 6. 52 (bs, 1H) 6. 84 (d, 
J=8. OHz, 1H) 7. 16 (dd. J=2. 0, 8.0Hz, 1H) 7. 22 (d. J=2. OHz. 1H) 7. 41 (d. J=9. OHz. 
2H) 7. 86 (d. J=9. OHz, 2H) 




mmmoztmmvjjm-es-*?-)^- (2-^x-;w -1. 3-^77-^4-*;^ 

'H-NMR (DMSO-d 6 ) 6 :2. 60 (s, 3H) 7. 08 (dd. J=4. 0. 5. OHz. 1H) 7. 77 (d. J=8. OHz. 1H) 

7. 80 (d. J=5. OHz. 1H) 38 (bs. 1H) 

H5S0iJ217b) 




mmmntmrntD^mzx k> 2~r v yo#+y-3-4-/ h*->-3- [ ( [5-^^-2 

'H-NMR (CDCI3) 6 : 1. 05 (d, J=6. OHz. 3H) 1. 17 (d, J=6. OHz, 3H) 2. 67 (s, 3H) 2. 93 (dd. J 
=7. 0.14. OHz. 1H) 3. 06 (dd. J =4. 5. 14. OHz. 1H) 3. 59 (sept. J=6. OHz. 1H) 3.89 
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(s. 3H) 4. 11 (dd, J=4. 5. 7.0Hz. 1H) 4.57 (d. J=7. 0Hz. 2H) 6. 49 (bs, 1H) 6.8 
3(d, J=8. OHz, 1H) 7. 08 (dd. J=4. 0, 5.0Hz, 1H) 7. 17 (dd. J=2. 0. 8.0Hz. 1H) 7. 
22 (d. J=2. OHz. 1H) 7. 43 (dd. J=l. 0, 5.0Hz. 1H) 7. 52 (dd. J=l. 0. 4.0Hz. 1H) 

Mi£#J218a) 



(±)-Z-a-*X/fry ^*'J ~» MJp^I'XXtMI^O. 6g£>^na^>200ml 
1.8-^X-tftfi^n [5.4. 0]-7-C >t4z>8. 9ml ^JDAfc. £/£$E£^ 
^T"15^r^^Ufcmtert-^;P-N-(5-^;i/^;i'-2-^ h^^y^Jl) 

z^y a -vtatfrn l fzm^EEr^m b fc. mm £ -> u # ^ a ^ □ ^ k # ^ ? 

^-T'i|«MLK*1t>: 81^x^=3: IK *^)V (Z) -2- [ K>v;M-^>) tt)V 
^H75 7-3- (3-[(tert-y h^->^;U#-;W 7$y] ^^;U-4-^ Y*z/?3l 
^JW h2lg<H#fco 

'H-NMR(CDC1 3 ) 6 : 1. 44 (s. 9H) 3. 80 (s, 3H) 3. 86 (s. 3H) 4. 25 (s. 2H) 4. 90 (bs. 1 
H) 5. 13 (s. 2H) 6. 78 (d. J=8. OHz. 1H) 7. 35 (m, 5H) 7. 42 (m. 1H) 7. 49 (m. 1H) 
§SB£#J218b) 



^ *?)V (Z) -2- [ (^>V)Vlr*^) t>)V#~ )V) 7 5 7-3- (3- t (ter t-7 h ^-># 
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^itlcioKKIl^H 2-75y-3-(3-[(tert-yh^->*;^- 

75 A ^^)V-A-^ h+y7i-JH /a/Vl- h3. 4g£t#fc„ 
'H-NMR (CDC 1 3 ) 8 : 1. 43 (s, 9H) 2. 80 (dd, J =7. 0, 14. 0Hz, 1H) 
3. 69 (dd. J =4. 5. 14. 0Hz, 1H) 3. 72 (s. 3H) 3. 82 (s, 3H) 4. 27 (d, J=6. 0Hz. 2H) 
5. 00 (bs. 1H) 6. 79 (d, J=8. 0Hz. 1H) 7. 06 (m. 2H) 
|S»j£#J218c) 



*<?)V 2-T$y-3-(3-[(tert-yh^->^;P^— )V) 757] *7)V-4-* h^~> 
7x^JH ^D/tyx-h3.4g^^oo^A30mH3^j§?L, IHttl. Imltmffim^ 
35ml £2jn*., 6(rCT2()#raj*#iU;fc:. MJ&i££2k?£U tK&JDAv^o 

^it>:^X^=9: 1) , 1- [1- (3- [ (tert-^ h^istDVtf—A') 757] *3\>U-4 

'H-NMR (CDC 1 3 ) 6 : 1. 43 (s. 9H) 3. 78 (s, 3H) 3. 82 (s. 3H) 4. 27 (d, J=6. 0Hz, 1H) 

5. 00 (bs. 1H) 6. 79 (d. J=8. 0Hz. 1H) 7. 1 1 (m. 2H) 

lH«J218d) 



\-[\-(Z-[(Uit-7'h*->t>)l<£-)l) 757] *?-)V-A-* h*~>^>i?M -2- 
* h*->-2-**y x?;H -1-S?7S? >-H 2g^n-^OAV-;U30niHc^ 
U Ki?o> ? ^A(n)25nig^JjPArc. ^fa-eil^|B]a^Lfc^«BET»ffiU, 3£ffi 
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*)*>?)lt>7l±2 u^YV=>-74 -Tfltfibfc K^rU-> :KKX5 t ;U=9 : 1) „ 

fc. 

'H-NMR (CDC1 3 ) 6 : 0. 87 (d. J=8. 0Hz, 3H) 1.58 (a. J=8. 0Hz, 2H) 2. 97 (dd, J=7. 0. 

14.0Hz. 1H) 3. 09 (dd, J =4. 5, 14.0Hz, 1H) 3. 38 On. 1H) 3. 52 fa, 1H) 3. 85 (s. 3H) 

4. 07 (dd. J =4. 5, 7.0Hz. 1H) 4. 60 (d, J=7. OHz. 2H) 6. 82 (m. 2H) 7. 1 6 (dd. J=2. 0. 

8.0Hz, 1H) 7. 30 (dd. J=2. 0. 8.0Hz. 1H) 7. 40 (d. J=2. OHz, 1H) 7. 40 (d. J =2. OHz. 

1H) 7. 65 (d. J=8. OHz, 1H) 

It|MffJ219 

SS[«J219a) 




'H-NMR (CDCI3) 6 : 2. 40 (s. 3H) 2. 77 (s. 3H) 7. 25 (d. J=8. OHz, 2H) 7. 85 (d, J=8. OHz, 2H) 
|SlM0iJ219b) 




HWJ38iIH^©^ffi{C<fc D3-3-[([2- i4-*^)Uy 3L—)l) 3-^7 

'H-NMR (CDC 1 3 ) 6 : 1.07 (d. J=6. OHz. 3H) 1. 17 (d. J=6. OHz, 3H) 2. 40 (s. 3H) 2. 70 (s, 
3H) 2. 93 (dd. J=7. 0. 14. OHz. 1H) 3. 07 (dd. J =4. 5. 14. OHz. 1H) 3. 60 (sept, J=6. OHz, 
1H) 3. 89 (s. 3H) 4. 13 (dd. J =4. 5. 7.0Hz. 1H) 4.58 (d, J=7. OHz. 2H) 6. 49 (bs. 1H) 
6. 84 (d. J=8. OHz, 1H) 7. 16 (dd, J=2. 0. 8.0Hz. 1H) 7. 22 (d, J =2. OHz. 1H) 7. 24 (d. 
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J =8. OHz. 2H) 7.81(d, J =8. OHz, 2H) 




N_^C0 2 H 



1 H-NMR(CDClj) 6 :2. 80 (s, 3H) 7. 23 (d, J=8. OHz. 1H) 7. 84 <m, 1H) 8. 09 (dd, J=2. 

0, 8.0Hz, 1H) 

«#!220b) 



mm®mt mm^mz & v 3-3- [ ( [2- (3-^ d uA-yj^ □ 7x-;n -5-* 

y 77° n >K £t#fc e 

'H-NMR(CDC1 3 ) 6 : 1. 07 (d. J=6. OHz. 3H) 1. 18 (d. J=6. OHz. 3H) 2. 70 (s. 3H) 2. 94 (dd. 
J=7. 0, 14.0Hz. 1H) 3. 07 (dd. J=4. 5, 14.0Hz. 1H) 3. 61 (sept. J=6. OHz. 1H) 3. 89 (s. 
3H) 4. 13 (dd. J=4. 5. 7.0Hz, 1H) 4.58 (d. J =7. OHz, 2H) 6. 52 (bs. 1H) 6. 84 (di 
J=8. OHz. 1H) 7. 17 (dd. J=2. 0. 8.0Hz. 1H) 7. 21-7. 23 (m. 2H) 7. 76-7. 80 On. 1H) 
8. 02 (dd. J=2. 0, 8.0Hz. 1H) 
H)6gffJ221 



CI 

M»J203£|W)*!S<D77feT2- (2, 4-y^PD7x-JH-5-/f;hl, Z-^7^J-)V 
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'H-NMR (DMSO-d 6 ) 6 : 2. 67 (s, 3H) 7. 60 (dd. J=2. 0. 8.0Hz, 1H) 7. 86 (d. 1=2. 0Hz. 1H) 
8. 28 (d. J= 8. 0Hz, 1H) 




mmmu^mm<D^m o 3-3- [ ( [2- (2, 4-^^ □ □ 7izjw -5-* 3^-1, 3- 

'H-NMR (CDC 1 3 ) 6 : 1. 07 (d. J=6. OHz, 3H) 1. 17 (d, J=6. OHz. 3H) 2. 72 (s, 3H) 2. 94 (dd. 

J=7. 0, 14. OHz, 1H) 3. 07 (dd. J=4. 5. 14. OHz. 1H) 3. 60 (sept. J=6. OHz. 1H) 3. 89 (s. 

3H) 4. 13 (dd. J=4. 5. 7.0Hz. 1H) 4.59 (d. J=7. OHz. 2H) 6. 52 (bs. 1H) 6. 84 (d. 

J =8. OHz. 1H) 7. 17 (dd. J=2. 0. 8.0Hz. 1H)7. 23 (d. J =2. OHz. 1H) 7. 36 (dd. J=2. 0. 

8.0Hz. 1H) 7. 51 (d. J=2. OHz. 1H) 8. 24 (d. J =8. OHz. 1H) 

^ffJ222 

§£5£#J222a) 




mmmoz t mmco^mrai- (2-^^71 -;w -5-^^-1. 3-^7i/-m- 

'H-NMR (CDC 1 3 ) <5 :2. 61 (s. 3H) 2. 82 (s, 3H). 7. 27-7. 33 (ra. 2H) 7. 37 (d. J=8. OHz. 1H) 

7. 80 (d. J=8.0Hz. 1H) 

H«J222b) 
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mm^mtmmcD^mz^ v 3-3- [ ( [2- (2->^7xr;n -s-tz-ji-i, 1-^7 

'H-NMR (CDCI3) <5 : 1. 07 (d, J=6. 0Hz. 3H) 1. 17 (d, J =6. OHz, 3H) 2. 57 (s. 3H) 2. 72 (s, 
3H) 2. 94 (dd. J=7. 0. 14.0Hz, 1H) 3. 07 (dd. J =4. 5. 14.0Hz, 1H) 3. 60 (sept, J=6. 0Hz, 
1H) 3. 89 (s. 3H) 4. 12 (dd, J =4. 5. 7. 0Hz, 1H) 4. 59 (d, J=7. OHz. 2H) 6. 51 (bs, 1H) 

6. 84 (d. J=8. OHz, 1H) 7. 16 (dd. J=2. 0, 8.0Hz, 1H) 7. 24 (d, J=2. OHz, 1H) 

7. 26-7. 38 On, 3H) 7. 70 (dd, J=2. 0, 8.0Hz, 1H) 

§gig#1223a) 

mmm2M£mm<DX&T~2-(4-* h+y7xz;w -5-^^-1. 3-?77-;h 

'H-NMR (DMS0-d 6 ) <5 :2. 63 (s. 3H) 3. 80 (s. 3H) 7. 04 (d, J=8. OHz. 2H) 

7. 90 (d, J=8. OHz. 2H) 

HJfc0»J223b) 

0 rr\ \\ 



mffi&mtmmcDJsmz^ o 3-3- [ ( [2- (4-* h+->7i^n 3-5^ 
7 V— ;i/-4-< M t>)V#~)VT $ j ) * ?-M -4-^ h^r i/7 jc n;i/-2— r y y □ # 

'H-NMR (CDCI3) <5: 1. 05 (d. J=6. OHz. 3H) 1. 17 (d. J=6. OHz. 3H) 2. 69 (s. 3H) 2. 93 (dd. 
J=7. 0. 14.0Hz, 1H) 3. 05 (dd. J =4. 5. 14. OHz, 1H) 3. 59 (sept. J=6. OHz. 1H) 3. 86 (s. 
3H) 3. 89 (s. 3H) 4. 12 (dd. J =4. 5, 7.0Hz. 1H) 4. 58 (d. J =7. OHz. 2H) 6. 49 (bs. 1H) 
6. 83 (d. J=8. OHz. 1H) 6. 94 (d. J=8. OHz. 2H ) 7. 17 (dd. J=2. 0. 8.0Hz. 1H) 7. 22 (d. 
J=2. OHz. 1H) 7. 86 (d. J=8. OHz. 2H) 
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Mj£#J224a) 




•H-NMR (CDCI3) <5 :2. 42 (s. 3H) 2. 81 (s. 3H) 7. 32 (m. 2H) 7. 76 (dd, J=2. 0. 8.0Hz. 1H) 

7. 82 (d. J=2. OHz, 1H) 

H;6£0!l224b) 




Hjs#i38 «t mm^rn \z & o 3-3- [ ( [2- (3* ^;i/? x n;w -5-* 3-^7 

'H-NMR (CDC 1 3 ) 5 : 1. 07 (d. J=6. 0Hz. 3H) 1. 17 (d. J=6. 0Hz. 3H) 2. 41 (s, 3H) 2. 71 (s. 
3H) 2. 93 (dd. J=7. 0. 14. OHz. 1H) 3. 06 (dd. J =4. 5, 14. OHz, 1H) 3. 60 (sept. J=6. OHz. 
1H) 3.89(s. 3H) 4. 12 (dd. J =4. 5. 7.0Hz. 1H) 4.58 (d. J=7. OHz. 2H) 6. 49 (bs. 1H) 

6. 84 (d. J=8. OHz. 1H) 7. 17 (dd, 1=2. 0. 8.0Hz. 1H) 7. 23 (d. J=2. OHz. 1H) 

7. 25-7. 34 (m. 2H) 7. 70 (d. J =8. OHz. 2H) 7. 76 (bs. 1H) 
mffim22S 

$23t#l225a) 
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'H-NMR(CDClj) <5 :2. 85 (s, 3H) 7. 16 (t. J=8. OHz. 1H) 7. 87 (t, J=8. OHz, 1H) 
3O£0!l225b) 



mMM38tmm<Dj5mz J; 0 3-3- [ ( [2- (4-7Mo7i^H -5-* 3^-1. 

MSm/e(ESI) (MH + ) 487 

^^J226 

$e£#l226a) 



ML, *3m8S^HJ^A*^-h25g£MTb7c 0 H^^t^T"^^^!! 

MX. 5g£Jjfl*_, 4^JtJPl^jl^tbfco J£*M£7ki$U zK, 7>^ex77K^JDATp 

>:S1^X5P;U=4:1— 1:1) , 2-7 5 7-5-^ f ;k 1, 3-f 7 V-;V-4-* 

=^>U-h2. 8g£fcfc. 

'H-NMR(CDC1 3 ) <5 :2. 61 (s, 3H) 3. 88 (s, 3H) 5. 02 (bs, 2H) 
Mifi#J226b) 



*^)V 2-7 5 7-5-/^-1, 3-5 L 7 % /-;U-4-*;^^r->l/-h2. 8g£^*7 
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{b»-ffll.3g©IWb7K3!lK7ml»aK4«tcJJ0^., 60'CTll$K«#Lfc. JE^ffi**^ 

-I. 3-^7l/-;P-4-*;P#*'>l^- h 0. 47g£f#f Co 
•H-NMR (CDCI3) <5 :2. 74 (s, 3H) 3. 93 (s. 3H) 
§OS#l226c) 

CI 

*3-)V 2-^a ; E-5-^^;U-l, J-fJ^M-^J^+yl/- hO. 3g£3-^ □ 
D7i-;^n>g[0. 2g£ b;WX>t::igfl?U fh74XhU7x~M77^ > 

;&7A£o^h^7:7>r-Ttt3SU 2-(3-^^7i^l/)-5-^f;hl,3 

'H-NMR (CDC 1 3 ) <5 :2. 83 (s. 3H) 3. 97 (s. 3H) 7. 38 (m, 2H) 7. 77 (dd. J=2. 0, 8.0Hz. 

IH) 7. 94 (d. J =2. 0Hz, lH) 
M£#J226d) 

^:x C0!H 

CI 

* ^ 2- (3- ;* -5-* 3^-1. 3-^7 i/-;w4-* U— h 0. 

2g£**/-;H0mn::iS#U 5N*mfc^hU^Aig^lml£jbQ;3L, 1 B#rajnSSfcit 
Sitbfco U 2Ni&®?T?4 J *Q Lfe^^X^^Tffltt} Ufc. W$IJI£g& 

^JU) -5-;* 3^-1. 3-f7 , /-JH-*J^>^0. 2g£f# 7c. 
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■H-NMR (DMS0-d 6 ) <5 :2. 73 (s, 3H) 7. 55 (m. 2H) 7. 83 (d. J=8. 0Hz, 1H) 

7. 93 (d, J=2. OHz, 1H) 

HWJ226e) 




mmmzstmM<Djjfe\z& 03-3- [ ( [2- (z-*^)iy x-;w -5-* 3^-1, z-^-t 

V—)V-A--1 M ti )V7 5 7 ) ;* -H h^v7i ^;i/-2--f V^D^ 

MSin/e(ESI) 503 (MH + ) 

H3£ffJ227 

§S»j£0iJ227a) 




CI 

»ifi^J226 1 raflfcO^S; £ ct 0 2- (3-5-S^ □ d y -5-*3\>Wl. 3-^77 

'H-NMR (DMSO^e) <5 : 2.74 (s, 3H) 8. 75 (s. 1H) 8. 90 <s. 2H) 




nm&mtmmcDjjmizjL d 3-3- [ ( [2- (3-5-s^ □ □ y x. -;w -5-*^;u-i, 3- 

MSm/e(ESI) 537 (MIT) 

HfiSffJ228 

MiS^J228a) 
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'H-NMR (CDC 1 3 ) a : 2. 53 (s. 3H) 2. 81 (s. 3H) 6. 74 <d, J=5. OHz. 1H) 7. 28 (d, J=5.. OHz. 1H) 
H»J228b) 



n»<j38 1 mm<D^m \z «t o 2— r yyo^ ~>-3-4-* h * ~>-3- [ ( [5-* ^;p-2 
- (5-* ^;p-2-^x - ;w -1, 3-f7V-;H-^ ;H * - jwt ^ ; ) ^ 7 x 

MSm/etESI) 489 (MH + ) 

SMM229 

Mjt^J229a) 



SB£#J226 £ ct 0 5-^ ^;P-2- (3-5^x - ;W) - 1, 3-5 1 7 V—)V-A-tt 

'H-NMR (CDC 1 3 ) 6 :2. 84 (s. 3H) 7.41(dd. J= 1- 0, 5.0Hz, 1H) 7. 50 (d, J=l. OHz, 1 

H) 7.81 (d, J=5. OHz. 1H) 

§feM#J229b) 



&t&MZZ£ftft<Dl5mz&*)2-'(V'7urt*zs-Z-4-* h^5>-3- [ ( [5-*3MP-2 
-(3-^x-;W-i, z-^-7 s J—)V-A-^Mti)V^-)V7^J)^M y^-)Vy'u 
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MSm/e(ESI) 475 (MH 4 ) 



MM230 



§^#!230a) 



-;u-4-#;i^>^£#/co 

'H-NMR (CDCU (5 :2. 83 (s. 3H) 6. 92 (d. J=5. OHz, 1H) 7. 24 (d. J=5. OHz. 1H) 



mmmzz^mm^mz^ v 3-3- [ ( [2- (5-^ d a-2-^x-;w -s-^^^-i, 3- 

MSm/e(ESI) 509 (MH 4 ) 

EMM23J 

S!^J231a) 



H4. 3g£jto^T^ifiT16P#P^#Lfc. Sftt^METSliS Ufet^i^ y 'J * 
)Vtiz>K>?u-? K^77>f-T'iiU l-y^Q^^^MWS Fl. 8g£ 

■H-NMR(CDC1 3 ) 6 : 1. 64 (m. 2H) 1.78-1. 94 (m. 4H) 2. 00 (in. 2H) 2. 95 (qui. J=6. OHz. 
1H) 6. 86 (bs. 1H) 7. 50 (bs. 1H) 




1 — ' M 
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SWJ231M 



®5gf!i203 1 mm<Dj5&-emm-r% z\t\z&m-i/9n^ >^)v-%-* ^;u-i, 3-3=- 

'H-NMR(CDC1 3 ) 6 : 1.70-1. 88 (m. 6H) 2. 20 Cm, 2H) 2. 72 (s, 3H) 3. 42 (qui, J=6. 0Hz, 1H) 



mmm t mm<D^m \z&m- [3- ( [ (2-> tf □ ^ >^;w5-* t-ji-i 

— M tl )\s#—M 7 5 J * 1 ) -4- * h * 7 -2--f V^D^ 

MSm/e(ESI) 461 (MH + ) 

$2Bi#J232a) 



§Sii^J231chl^«<D^fefC^D2-'>^o^^^;i/-5-^^V-l. 3-^7V— ;W-4- 

"H-NMR (CDCI3) 6 : 1. 25-1. 55 On. 5H) 1. 75 fan, 1H) 1. 86 fan, 2H) . 213 fan, 2H) 2. 72 (s. 

3H) 2. 96 (qui, J=6. 0Hz. 1H) 

H«J232b) 
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nmmz& 1 mmcoxm \z & k> 3- [3- ( i (2- > ^ d ^ ->;p-5- * ^;u- 1. 3-5 1 7 v 

MSm/e(ESI) (MH*) 475 
$S»*t0!l233a) 



mmmn i £ inii^&t:: ck «9 2- (2-* ^7 -5-* 3^- 1, 3-^7 v—)v 

'H-NMR(CDCl 3 ) 6 :2. 61 (s. 3H) 2. 82 (s, 3H) 7. 30 (m, 2H) 7. 37 (d, J=8. 0Hz. 1H) 

7. 80 (dd. J=2. 0. 8.0Hz. 1H) 

^»J233b) 



mffi&mt\*im(Dj3m\z£. D3-3- [ ( [2- (2-^^7i^;w -5-^^-1, 3-^7 

MSm/e(ESI) 482 (MH + ) 
Mit^J234a) 



0- 

;i^-4-^j^>^^t#fc. 
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'H-NMR (DMS0-d 6 ) 6 :2. 66 (s. 3H) 4. 02 (s. 3H) 7. 10 (t, J=8. 0Hz, 1H) 
7. 25 (d, J=8. 0Hz. 1H) 7. 55 (t, J=8. OHz. 1H) 8. 28 (d, J=8. OHz. 1H) 




nffi&mtmmojsmz «k o 3-3- [ ( [2- (2-* i>^y7i-;w -s-^^-i. 3-^ 

MSm/e(ESI) 498 (MH + ) 

Hl)E£ff]235 

Mi£0ll235a) 




2-~>7V -3-* U >2g£ t: >J ^>30ml , MJ XfP^T i= > 12ml ML, 

Bit{b7jcm^7>^2P#F^A*7*'j >^*Lfeo s^^im^so-c-r^PfrBm^ufemMm 

T^Lfc. ^zt^~>U*y;i/^^A^PVh^^y^-T-ffi^U K+t>:^ 

X3^=1:1K 3-^^-2-t? •J> ? >*^^^-7'5 F2. 6g£f#fco 

'H-NMR (CDClj) 6 :2. 76 (s, 3H) 7. 28 (m. 1H) 7. 62 (d, J=8. 0Hz, 1H) 8. 37 (d. J=4. 0Hz. 1H) 

8!{ia#l235b) 



0 
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'H-NMR (DMS0-d 6 ) 6 :2. 66 (s, 3H) 2. 71 (s, 3H) 7. 42 (dd, J=4. 0. 8.0Hz, 1H) 7.80 
(d, J=8. OHz. 1H) 8. 44 (d. J=4. OHz. 1H) 



H»J38 £ [WHHO^ri IZ&Q 3-3- [ ( [2- (3-* ^;U-2- 1! U S JM -5-* 3\M/- 1. 3- 

MSm/e(ESI) 484 (MH + ) 

^MM236 

SS*5I0il236a) 



6 

3-tfnU >2g«r^i7PDpt^>30mHC^U, m-£? D Difi^jRWS. 6g£fin;l, 

^77^-TlHL(^X^:^^y-JV =4:1). 3-tf U 5?>N-*^F^ K2. 4g£ 

'H-NMR (CDC1 3 ) a :2. 31 (s, 3H) 7. 10 (d, J=8. OHz, 1H) 7. 17 (dd. J =4. 0, 8. OHz. 1H) 

8. 07 (m, 2H) 

^it^J236b) 






3-eu > ? >N-^-^i/ K2. 4g^7-t h - h vfrmnzmmis, h U *er;i^>u;uv 
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^ 7 J -T*$HM Vtc K^it > : H^x^l^ 1 : 1) o J&Si#£®Bt0iJ235a) iCt^T® 

1L« 5-^^;P-2-tf U -^>^;U^^T5 HO. 2g£#fc. 

'H-NMR (CDC1 3 ) (5 :2. 41 (s, 3H) 7. 63 (d. J=8. 0Hz. 1H) 8. 34 (bs, 1H) 8. 60 (d, J=8. 0Hz. 1H) 

Mi£#!i236c) 



#1203 1 |Wl#©^ffiTMS-r £ CL £: kl J; D 2- (5-x^;W2- tf U 5?;W -5-* ^Jl-\, 3 

'H-NMR (DMS0-d 6 ) <5 :2. 35 (s, 3H) 2. 65 (s. 3H) 7. 78 (dd. J=2. 0, 8.0Hz, 1H) 8.02 
(d, J=8. 0Hz. 1H) 8.48(d, J=2. 0Hz, 1H) 



mmvmt. mmco^mz & <o 3-3- [ ( [2- (5- * 3^-2- e u $>;w -5-* 3- 

MSm/e(ESI) 484 (MH*) 

mifcffl237 

Mi£#l237a) 
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m&\2oztmm<D^mz^ <o 2- (2-9 □ d7i-jh -s-x^w-i. 3-^7 
-4-#;u**>^£#/t 0 

'H-NMR(CDC1 3 ) 6 : 1. 37 (t. J=8. 0Hz. 3H) 3. 24 (q, H=8. 0Hz, 2H) 7. 40 On, 2H) 7. 52 

(m, 1H) 8. 35 (m, 1H) 

§H»J237b) 



nM&m£mm(Dj5mz& o 3-3- [ ( [2- (2-^ □ n ? -5-x^;u-i, 3-^t 

MSm/e(ESI) 517 (MH + ) 

^MHEJ238 

^B^J238a) 



mmM20Ztmm<D^mz^O2- (4-^7 nay -5-x3^-l. 

•H-NMR (DMS0-d 6 ) 6 : 1. 23 (t. J=8. 0Hz, 3H) 3. 08 (q, H=8. 0Hz. 2H) 7. 57 (d. J=8. 0Hz, 2H) 

8. 00 (d, J=8. 0Hz, 2H) 

^Jg^J238b) 



m&mtmm<Djjm\z& o 3-3- [ ( 12- (4-^ o d -5-x^;i/-i, 3-^7 
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MSm/e(ESI) 517 (MH + ) 
^jt«»J239a) 




-4-*i;M^>^£f#;to 

'H-NMR (DMS0-d 6 ) 5 : 1. 23 (t, J=8. 0Hz, 3H) 2. 35 (s, 3H) 3. 07 (q, H=8. 0Hz, 2H) 7. 

30 (d. J=8. 0Hz, 2H) 7. 86 (d, J=8. 0Hz, 2H) 

mffiM2Z%) 




mmmz8tmm(o^mzxK>z-i-[({2-(A-^^)uy^=i)u)-^-ji^)u-i z-^r 

MSm/e(ESI) 497 OOP) 

Hl#£ffJ240 

®jg#J240a) 




-JU-4-#;i^>^£#7c 0 
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'H-NMR (DMS0-d 6 ) <5 : 1. 27 (t, J=8. 0Hz, 3H) 2. 74 (s. 3H) 3. 10 (q. H=8. 0Hz, 2H) 7. 
42 (dd, J=4. 0, 8.0Hz, 1H) 7. 81 (d, J=8. OHz. 1H) 8. 48 (d. J=4. OHz, 1H) 




mm®m tmrnoysmzj: k> 3-3- [ ([2- (3-^^-2-fcf j *?m -5-x^-i. 3- 

MSm/e(ESI) 498 (MH + ) 
8S»5i#J241a) 




JSig0O236a-c) tmffi<OJ5&lz£ 02-(5-*3MI/-2-tT'J -J)V)-%-^)V-\, 3-5F 

'H-NMR (DMS0-d 6 ) 6 : 1. 24 (t, J=8. OHz, 3H) 2. 35 (s. 3H) 3. 09 (a. H=8. OHz. 2H) 7. 

79 (d. J=8. OHz. 1H) 7. 81 (d, J=8. OHz, 1H) 8. 49 (s, 1H) 

H«J241b) 




mmmzt. mm<Djjm\z£ o 3-3- 1 ( [2- (5-* 3^-2- e u s?;w -s-x^u-i. 3- 
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MSm/e(ESI) 498 (MH + ) 



ci / 



mmmMiimm<Dj5mz& m- (z->? u d-4-7Md7izjh -5-x^;u-i, 3 

'H-NMR (CDC 1 3 ) <5 : 1.35 (t. J=8. OHz, 3H) 3. 20 (a. H=8. OHz. 2H) 7. 21 (d. J =8. OHz, 

1H) 7. 83 (m, JH) 8. 10 (dd. J=2. 0, 8.0Hz. 1H) 
l£«J242b) 



nm&mt mmco^mz^ 03-3- [ ( [2- (3-* □ □4-7Md7i^h -5-x^ 

V7"D^yi;M>i&fL 
MSm/e(ESI) 535 (MH + ) 

*lfcg8243 
§OI0iJ243a) 



M»J203i:[WJ<icD75feT5-X^;i/-2- (2-fIz;H-l, 3-^7 */-)l>-i-% frX 

'H-NMR (CDC 1 3 ) 6 : 1.33 (t. J=8. OHz, 3H) 3. 18 (q. H=8. OHz, 2H) 7. 10 (dd. J=4. 0. 
5.0Hz. 1H) 7. 47 (d. J=4. OHz. 1H) 7. 60 (d. J =5. OHz. 1H) 
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Hl«J243b) 

mnWZl£m&<DJjm\z&Q2-'fV'7n'$*is-Z-4-X b*~>-3-[([5-X^;W-2 

-(2-^x-;i/)-i. 3-^7y-;w4--r;H#;u#-;P7$y) :7xx;w:/n 

MSm/e(ESI) 489 (MH + ) 
5l«J244a) 




4-* h*->-3-|2-[4-(h U 7;P^D^^;W 7x; + y] xf;i/K>X7Jl/Th 

f&jb^t, nmmia)izm^. m&m\w t mmvjymz «t x^;w2— rv^p 

tJ^v-3-(4-* h^-> -3-2-M-(h'J7;P*o>^;W 7x;=^y]l^7i- 

'H-NMR (CDC1 3 ) 5 : 0.96 (d, J=6. 0Hz, 3H) 1.15 (d. J=6. 0Hz. 3H) 1.23 (t. J=7. 
2Hz, 3H) 2. 79 (dd. J=8. 4, 14. 0Hz, 1H) 2. 95 (dd. J=4. 8, 14. 0Hz, 1H) 3. 08 
(t, J=7. 6Hz. 2H) 3. 50 (sept. J=6. 0Hz. 1H) 3. 82 (s. 3H) 4. 00 (dd, J=4. 8. 8. 
4Hz. 1H) 4. 15-4. 20 (m. 4H) 6. 78 (d. J=8. 0Hz. 1H) 6. 96 (d. J=8. 8Hz. 2H) 7. 
09 (s. 1H) 7. 10 (d. J=8. 0Hz, 1H) 7. 52 (d. J=8. 8Hz. 2H) 




X^;U2— f V7 , D^y-3-(4-y h*-> -3-2-(4-(h'J7Mn^^H7iy 
+ -»i^7x-JH yaAVx-h^^Jg^Jle) <>: Iannis U 2— f V 7°u# 
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* ~>-3- (4- * h * ->-3-2- [4- ( HJ 7 □ * 3^ W 7xy^y]lfJI^7xZJH 

'H-NMR(CDC1 3 ) (5 : 1.02 (d, J=6. OHz, 3H) 1.15 (d. J=6. 0Hz. 3H) 2.89 (dd. J=7. 
6, 14. OHz, 1H) 3. 07 (dd. J=4. 0, 14. OHz, 1H) 3. 09 (t, J=7. 6Hz, 2H) 3. 56 (se 
pt, J=6. OHz. 1H) 3. 83 (s, 3H) 4. 10 (dd. J=4. 0. 7. 6Hz. 1H) 4. 17 (t. J=7. 6H 
z. 2H) 6.80 (d. J=8. OHz. 1H) 6.96 (d. J=8. 8Hz. 2H) 7.09 (s. 1H) 7.09 (d. 
J=8. OHz. 1H) 7.52 (d. J=8. 8Hz. 2H) 



»J245a) 




4-* h*->-3-(l[4-(MJ:7;M-D*3 L ;M *<>z?M**5/\ *^M*i>X7)V 
fkKSffl^T, Kigali a) S£0flb) tmm<D^mx\ I^il/ 

n#*->-3-[4-;* H + -> -3- ( [4- ( h U 7;^ o ^ fJH ^ >y;H t + y / f JH 

'H-NMR(CDC1 3 ) 6 : 0.96 (d. J=6! OHz, 3H) 1.15 (d. J=6. OHz. 3H) 1.23 (t. J=7. 
2Hz. 3H) 2. 79 (dd. J=8. 4. 14. OHz. 1H) 2. 95 (dd. J=4. 8. 14. OHz. 1H) 3. 50 
(sept. J=6. OHz, 1H) 3.82 (s. 3H) 4.00 (dd. J =4. 8, 8. 4Hz. 1H) 4.15-4.20 On, 
2H) 4. 58 (s, 2H) 4. 64 (s. 2H) 6. 79 (d. J=8. OHz, 1H) 7. 16 (dd, J =2. 4. 8. 0 
Hz. 1H) 7.28 (d, J=2.4Hz. 1H) 7.49 (d, J =8. OHz. 2H) 7.60 (d. J=8. 4Hz. 2H) 
Hi60iJ245b) 




X5^ HV7'o^y-3-[4-/h + y -3-([4-(hU7MD^f;W^>y 
P/}^>-3-[4-;* h3r~>-3-([4-(HJ y)V^ru^)V)^>VM tt s s*?-M 7 
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3i -M 7urt>WL&&tt. 

'H-NMR (CDCI3) 6 : 1.02 (d, J=6. 0Hz. 3H) 1.15 (d. J=6. OHz. 3H) 2.92 (dd, J=7. 
6. 14.0Hz, 1H) 3. 09 (dd. J=4. 0, 14. OHz, 1H) 3.56 (sept. J=6. OHz, 1H) 3.81 
(s. 3H) 4.12 (dd, J =4. 0, 7. 6Hz, 1H) 4.59 (s. 2H) 4.64 (s, 2H) 6.80 (d, J= 
8. OHz, 1H) 7. 14 (dd, J=2. 4, 8. OHz, 1H) 7. 28 (d, J=2. 4Hz. 1H) 7. 50 (d. J=8. 
4Hz. 2H) 7.60 (d, J=8. 4Hz. 2H) 



TkmitJ- b 'J V A40mg^T- h7th*D77 >2ml *?£Tx^3- [3- 

(k h*D+y^^H-4-^ h*->7x-;W^4y^n#*^n/Vl- hO. 51 
gOfh7t Fo:7^>^&(lml):fc£m-^Dn^>^;K/n5 HO. 25mg^^© 

-g*»x5 t ;K4:l)JStB»P«kO0. 19g£*§fc. #5n&0. 19g£HJ£#Jle) tmm\Z 
3- (3- [ (4-^ □ □ ^?;W ^^H-^ K*5^7x=.JW-2— f V7d 

#+y7o;Oi 0. 17 g£#fco 

'H-NMR (CDC 1 3) 6 : 1.02 (d, J =6. OHz. 3H) 1.15 (d. J=6. OHz. 3H) 2.92 (dd. J=7. 
6. 14.0Hz. 1H) 3. 09 (dd. 1=4.0, 14.0Hz. 1H) 3.56 (sept. J=6. OHz. 1H) 3.81 
(s. 3H) 4. 12 (dd. J=4. 0, 7. 6Hz, 1H) 4. 59 (s. 2H) 4. 60 (s. 2H) 6. 80 (d. J= 
8.0Hz. 1H) 7.13 (dd. J =2. 4. 8.0Hz, 1H) 7.27 (d. J=2. 4Hz. 1H) 7.32 (s, 4H) 

gfMI247a) 
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A° / X- h 2. 2g£ N ^r->x^ > 1 5ml U *^TT'=I{b U >\. 2ml £;bn 
> U j]tf)Vt) :7 A# □ V h ^7 7^ -tdttU ^1t>-^X^;U (4:1) ^ttJ^ill 

yx-h2. 6g£f#£. 

'H-NMR(CDClj) 5 : 0.97 (d. J=6. 0Hz, 3H) 1.15 (d. J=6. OHz, 3H) 1.24 (t, J=7. 
2Hz, 3H) 2. 88 (dd, J =8. 4. 14. OHz, 1H) 2. 95 (dd, J=5. 2, 14.0Hz. 1H) 3. 50 (sep 
t. J=6. OHz, 1H) 3. 87 (s. 3H) 4. 00 (dd, J=5. 2. 8. 4Hz. 1H) 4. 11-4. 2 Km, 2H) 4. 
53 (d, J=2.4Hz, 2H) 6. 79 (d. J=8. 8Hz, 1H) 7. 08 (d. J=8. 8Hz, 1H) 7. 12 (s, 1H) 
M#!247b) 



?m\t 'Jf>A7M x^ A87mg^x K7kFo77>7. 5ml fc*»U *?$T0. 
50g©x^;P5-^^;U-2-7xx;i/-l. l-J-7^/-)V-A-ti)V^^V— h©T h ^ 
t HP7^>^lS (2.5ml) SrJn*., ^T3B#^it^Lfeo HJ£?££*<$1>£:^ ?K 

^^-{ctfU ^*1?->-imx3SM2:l)^ffi#iIicfc£ (5-/?iW-7i^ 

-l. 3-^7v*-;w4-rjw ^^y — )V o. 42g£#fc 0 

'H-NMR(CDC1 3 ) <5 :2. 46 (s, 3H) 4. 82 (s. 2H) 7. 50^7. 53 (m. 3H) 7. 88-7. 91 (m, 2H) 
HS£#J247c) 



ymiti- h U O A24mg^7- h ^ t K o y ? >2ml \Z®M U tK?^T3- [3- C7*d^e 

y^;w-4-y h^->7xxjn-2—r yyo#^r->^°oAVx- ho. i9g(D^h^t 
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K P77« (lml) (5-^W-7x-Jhl, 3-^7 V*-;W-4--r ;W 

l^cHPLCt'-OtgiU 2-f V:/D#^>-3-(4-* h*~>-3- [ (5-/W-7i'^ 

-1, 3-^7V-^-4-Ol/) ;* h^->] ^^7xzJH yn/\°>^0. 13g£f#fc. 

MS m/e (ESI) 454 (MH + ) 

HS£ffJ248 

M«J248a) 



71J-;UB6*ffiV^ ®!i£#J247b) tP«©7&ST» (5-:/^;l,-2-t: U 7^/- 

'H-NMR(CDC1 3 ) <5 : 0.93 (t. J=8. 0Hz, 3H) 1.31-1.40 (m, 2H) 1.56-1.65 (m. 2H) 

2. 63 (t, J=8. 0Hz, 2H) 4. 73 (s. 2H) 7. 14 (d, J=8. 0Hz, 1H) 7. 50 (d, J=8. OH 
z. 1H) 8.39 (s. 1H) 
HSS0«J248b) 



(5- -jj-iv-i- 1! u w ^ ^ y «k 3- [3- ( :/ □ ^ * ^; w -4- * h * -> ? x. 

ZJH -2--f V y D#+y 7*0 A7 X- h 5 ffl nMM241) tm&(D?5&T\ 3- (3 

-[(5-y^;u-2-tru^;w * h^>] x^;w-4-y h+y7i-;w-2-fV7'a^ 

MS m/e (ESI) 416 (MH + ) 

^%^J249 

SU5i0il249a) 
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'H-NMR(CDC1 3 ) 5 : 1.34 (d. J=6. 4Hz, 6H) 4.55 (sept, J=6. 4Hz, 1H) 4.62 (s, 2 
H) 6.87 (d. J=8.8Hz, 2H) 7.22 (d. J=8. 8Hz, 2H) 



~>7x-JH-2^V7'P^yyD/VX-H^U > HWJ247) t|WI^£D^T% 
2— T vyP7H^->-3- (3-[(MV7 5 o^y^>y;H ^->3 *^;i/-4-* 

MS m/e (ESI) 417 (MH + ) 

$gjt0iJ25Oa) 



4-^nm-2-* h*zs$:&m%t*mi<\ Siii#J247b) t.W\m<D^-C\ (4-^7 
-2-* h + y7i^P) S-fr&ntco 

'H-NMR(CDC1 3 ) 6 : 3.83 (s, 3H) 4.62 (s. 2H) 6.85 (s. 1H) 6.94 (d. J=8. 0Hz, 

1H) 7.20 (d, J=8. 0Hz. 1H) 

fH«J250b) 
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(4-^DO-2-* h + y 7i-;W / ^ y -;^«k^3- [3- (^Dt^fJW -4-* h 

T\ 3-(3-[(4-^on-2-* h* s s*>VM**i'} h^y7x~;H-2 
— f V7'D^+y7"a^>iS#fc, 
MS m/e (ESI) 423 (MH + ) 

&£0i|251a) 




'H-NMR(CDC1 3 ) 5 : 3.80 (s. 3H) 4.70 (s. 2H) 6.80 (d. J=8. 0Hz, 1H) 6.95 (s, 

1H) 7.37 (d. J=8. 0Hz, 1H) 

HS£^J251b) 




(2-^ao-4-y h+y 7 x ~ JH ^ ^ y - Jl/fe«ti;3- [3- (7*n^^ -4-^ h 
^y7xZJH -2-<y7"D^->7"OAVX-h^K 0U£0iJ247) <t[iO*icD7J*£ 
T\ 3-(3-[(2-^tnD-4-^ h^S^>^;W ^v'] *^JU-4-* h^S/^rc-;W-2 

MS m/e (ESI) 423 (MH + ) 
HM#)252 



282 



WO 01/25181 



PCT/JP00/06788 



SiSM252a) 



FX 




2-* h*->-4-(h U 7Mn/3 : ;Wftl.f ISiV^ §S!ii0iJ247b) 

[2-* h^y-4-(h'j 7;m-d*3\M/) 7j-M ^^y-;u^#^c„ 

'H-NMR(CDC1 3 ) <5 : 3.92 (s, 3H) 4.72 (s, 2H) 7.08 (s, 1H) 7.22 (d, J =8. 0Hz. 

1H) 7.42 (d. J=8. 0Hz, 1H) 

H2j&ftl252b) 



^i/7i =-M -2— f y7o^y 7oA >gfe Srftfc. 

MS m/e (ESI) 457 (MH + ) 

^MM253 

»«J253a) 



'H-NMR (CDC 1 3) 5 :4. 72 (s, 2H) 7. 00-7. 02 (m. 4H) 7. 12 (t, J=8. OHz. 1H) 7. 30- 

7. 38 (m. 4H) 

*«J253b) 
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(4-7i;+y7x-jH/^y Wocfc m- [3- (7 D * -4-* h * -> 7 
x^JH V 7*0#+y 7°D Ay I- h ^ ffl li, H»J247) £|5|1£(D7jfeT, 2- 
^V^O^ ->-3- (4-* h * ^-3- [(4-7x; + ->^>^;U) :*3=- ->] ;* fJV7i 

MS m/e (ESI) 451 (MH + ) 
^»J254 




2,4-y^PD^>yjl/7^ — ;|/i5 <£ 3- [3- C/ O ^ U) -4- * h ^ -> 7 x 
z;H-2-fy7 s D^y7*n/Ux-h^fflt\ l^»J247) <t ITOOTj &T\ 3-(3 
- [ (2, 4-v^ □ D ^ > 5?;W ->] 3-)V-A-* h+y7iz;H -2--f v7d^ 

MS m/e (ESI) 427 (MH + ) 
H^J255 



F 0 




2-^;^D-4- ( h U 7)V3ru ^>V)V7)Vzi — [3- C/D^Ept 

^;i/)-4-^ h^y7x-JH-2-fy7°o^y7'o/VX-h^ffl^ H»!l247) 
iHUtlOTj&T, 3- [3- ( [2-7)l*U-4- ( h >J 7;M-n.*-?\>W ^>^H ^->* 

MS m/e (ESI) 445 OOP) 
glMffil256 
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4- ? D D -2- 7 )Vrt o 1 > T;io — )V$> «fc #3- [3- C7* o ;* -4- * h * 
5/7X-JH-2— fy/D#+yyo/Vl-h5ffl^, H«J247) 
3- (3- [ (4-^ D o -2-7;M" □ ^ >*J)V) is] * ^)V-A-* h * y7i^JH -2--f 

MS m/e (ESI) 4 1 1 (MH + ) 



3, 4- v? # □ a ^ > ;p □ — ;M3 =fc #3- [3- Ct* □ t ^ ^ J W -4- ^ h is 7 x 
-;H-2--fV^D^y/'P/VX-h$fflK nffiM2W tmmoJj&T: 3-(3 

- [ (3. 4-^ d □ ^ > >>; w ^ ->] * ^;w-4- * h 3f v ^ x —j w -2--r v y □ # * 

y7'o; , ?>l£ffc. 
MS m/e (ESI) 427 (MH f ) 



4— T V u H ;P ^ > is )V T )V a — )l& #3- [3- ( □ =E ^ f-M -4- ;* h 3=- is 7 
x-JH-2— fV^D^y^D/VX- b£/Bt^, HJfE0O247) tHttfiD^ftlf, 2- 
^fvya^y-3- (3-1(4— T VZfu¥)\,^>i?)V) ttis]*?-)V-4-* h^y7i 

MS m/e (ESI) 401 (MH*) 




gMM258 




ffiffJ259 
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4-* h *r ~>-3- 12- [4- (hU7MD^ J-M 7i/+ ->] X^;H ^ >X7Jl/f fc 
F*5«fctf2. 4-^7^/U^>^>^rffl^, Mit^J27c) £lfc*Htt0929) tW*«D* 
5- (4-^ h*i/-3-2- [4- ( h 'J 7;i'tD^5 1 ;W 7iy^'>]lfM>^W- 
1, 3-^77*7 >-2. 4-^> £#fco 

'H-NMR (DMS0-d 6 ) <5 : 3.09 (t, J=7. 2Hz. 2H) 3.10 (dd, J =9. 2, 14.0Hz, 1H) 3.45 
(dd, J=4. 0, 14.0Hz, 1H) 3.83 (s, 3H) 4.17 (t, J=7. 6Hz. 2H) 4.49 (dd. J=4. 
0, 9. 2Hz. 1H) 6. 82 (d, J=8. 0Hz, 1H) 6. 96 (d, J=8. 8Hz. 2H) 7. 08-7. 10 (m. 2 
H) 7.52 (d, J=8. 8Hz, 2H) 8.37 (brs, 1H) 



^J260 

.0 




4-* h^->-3-(l [4-(h U 7i\,*u*5-M 1>i?M ^->l *J-M ^>XT)\> 
ft 4-^7"/U 5^>^>*fflVi, Mit#l27c) fd^#|IWJ29) <h|WHf 

(DJS&T. 5- [4-* h^->-3-([4-(hU 7)l?TU tWW ^>i?;H ^-^r->^^ ;W ^ 
>5?;H-1. 3-f777>-2, 4-^*->£f#fco 

'H-NMR (DMS0-d 6 ) <5 : 3.11 (dd. J=10. 0. 14. 0Hz. 1H) 3.47 (dd, J=4. 0, 14.0Hz, 
1H) 3.82 (s. 3H) 4.51 (dd, J=4. 0. 9. 2Hz, 1H) 4.58 (s. 2H) 4.66 (s, 2H) 6. 
82 (d, J =8. OHz, 1H) 7.12 (dd, J=2. 4, 8.0Hz, 1H) 7.24-7.28 (id. 1H) 7.50 (d. 
J=8. OHz. 2H) 7. 61 (d. J=8. OHz. 2H) 8. 10 (brs, 1H) 



$££0326 la) 
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tert-7*^;U N-(5-*;U5JI/-2-* b^5/^>> ? ;U) %)W**— hi. 7g£cfctf2. 4 
-f7 4 /Uy>yt>3. 4g£ WI/X>100mH;:Jgfl¥U ^Uv>0. 28g*5«ktfi*K0. 

te£PLfcm> tfrfcBLfc*gii£M*U MI/X>T8fci*bfc&, «EETtt*U ter 
t-^;U N-5- 1 (2. 4-S?**V-l. 3-?T 4 /^>-5— T 'Jf» *?-;H-2-* h*-> 
^ > v ;I/7J ;W\* *-h £f#7c 0 S> nfc t e r t-ff-JV N-5- [ (2, 4-^*^ V - 1, 

TjsJUATS h*80mnz^L, 10ai/t^^OA^8. Og^rinx.. 50^, lSkg/cntoKfft 

-Bfflfcx^Hl : 1) mihftW£ 0 tert-y^ N-5- [(2, 4-> 5 ^V-l, Z-^TV? 
>-5— fJW pWH-2-* h^S/^>5?;i/*;WX^— h8. 2g'£*#fc. 
■H-NMR(CDC1 3 ) 6 : 1. 45 (s, 9H) 3. 11 (dd. J=9. 2, 14. OHz, 1H) 3.42 (dd, J=3. 6. 14. 
OHz. 1H) 3. 83 (s. 3H) 4. 26 (d. J=6. OHz, 2H) 4. 50 (dd. J=3. 6. 9. 2Hz, 1H) 5. 
00-5.08 (m, 1H) 6.79 (d, J=8. OHz, 1H) 7.09-7.13 (m, 2H) 8.28-8.33 (jd, 1H) 
HWJ261b) 



tert-y^U N-5- [(2. 4-^^V-l, 3-9^/7 >-5--f M *^M-l~* h^~> 
^>5?;p*;p/X^— h8. 2glc4M HCl-dioxane 40ml£iD7L, l^lSMJfcttUfc. fcfo 
m*mffiLtz'&. «JETf£&U tert-y^ N-5- [(2. 3-f7V7 

>-5-f ;w *^;H -2-* h^^^>> 5 ;PT5 >i&&*&6. 0g^#fc o #^T#e>nfc 

tert-y^ N-5-U2. 4-i^^V-l. S-fJV^^HM *^;H-2-* h*->^ 
>i?)l7$>&mm. 20g&J:tf2-* h^y-4-(hU7MD^f;H^lflO. 1 
5g$y/fM;i/A75 K2.5nlK:8#U 7k^T~>7 7 ^X^V^^X^^O. 11m 
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K h »J JL^)VT 5 >0. 10ml ZlMXtzo imfflnWlstz'&, Kfom$:7kT~m 

h tf^yj-lZttL, ^D-y-ffiWtJL^fr (2 : 1) mta^m^ ON1-5- [ (2, A-itOr* 

;M-o*^;n^>xri=: K o. i8g£f#fc„ 

'H-NMR (DMSO-d 6 ) 6 : 2.99 (dd, J=9. 6, 14. OHz, 1H) 3.28 (dd, J=4. 0, 14. 0Hz. 1 
H) 3. 79 (s. 3H) 3. 97 (s, 3H) 4. 42 (d, J=6. OHz, 2H) 4. 79 (dd, J=4. 0. 9. 6Hz, 
1H) 6.93 (d. J=8. 4Hz, 1H) 7.08-7.13 fan, 2H) 7.37 (d, J=8. OHz. 1H) 7.42 
(s. 1H) 7.84 (d. J=8. OHz, 1H) 8.64 (t, J=6. OHz. 1H) 12.02 (brs. 1H) 
HMM262 




2-^7 od-4-^ h*is$:Mm%t& £tfter i-7 )V N-5-[(2. 4-v^^V-l. 3-^ 
TV^>-5— r;W ;*5M/]-2-* h + y^>y;i,75>MiS^ffl^« HWJ261) <h 
IpHH^^-T, Nl-5-[(2. 4-5*** V-l. 3-f777>5-<;W *3MU]-2-* h* 
5"*>5*;i/-2-^OD-4-;* h^y^>X75 

•H-NMR (DMSO-d,) 6 : 2.99 (dd. J=9. 6. 14. OHz. 1H) 3.28 (dd. J=4. 0. 14. OHz, 1 
H) 3.78 (s. 3H) 3.79 (s. 3H) 4.42 (d. J=6. OHz, 2H) 4.79 (dd. J=4. 0. 9. 6Hz. 
1H) 6.93 (d, J=8.4Hz, 1H) 6.94-6.96 (m. 1H) 7.06 (d. J=2. 4Hz, 1H) 7.08-7. 
13 fan. 2H) 7.43 (d, J=8. OHz. 1H) 8.64 (t. J=6. OHz, 1H) 12.02 (brs, 1H) 




7-V-)lM&£ZfteTt-y^)l N-5-[(2,4-> f ^-^V-l. >-5-< )V) ^ 
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h + y^>vJl/75>liS^K H«J261) tliiC^^T, N2-5- 
. [(2, 4-v*#*y -U-fJ'/^V-H^^^H^h+y^OyJH-^JV 



'H-NMR (DMS0-d 6 ) <5 : 0.89 (t, J=7. 2Hz. 3H) 1.25-1.33 (m. 2H) 1.53-1.60 (e 2 
H) 2.67 (t, J=8. 0Hz, 2H) 2.99 (dd, J=9. 6, 14. 0Hz, 1H) 3.28 (dd. J=4. 0. 14. 
0Hz, 1H) 3.79 (s, 3H) 4.42 (d, J=6. 0Hz, 2H) 4.77 (dd. J=4. 0, 9. 6Hz, 1H) 6. 
93 (d. J=8. 4Hz. 1H) 7.03 (d, J=2. 4Hz. 1H) 7.10 (dd. J=2. 4. 8. 4Hz. 1H) 7.8 
1 (dd. J=2. 0. 8.0Hz, 1H) 7.95 (d. J=8. 0Hz. 1H) 8.49 (d. J=2. 0Hz. 1H) 8.89 
(t. J=6. 0Hz, 1H) 12.02 (brs. 1H) 



4--T V y°a#*:/$:&mWt&£meTt-7^)l N-5- [ (2. 4-i?ttV-l 3-3^/ 
7>-5-OW *?-M-2-* H^y^>yJl/75>SSIl^l\ H^J261) tmm 
O^ffit, Nl-5- [ (2. 4-^^V-l, 3-^7V^>-5-<;W *^M-2-* h*i/^ 

'H-NMR (DMS0-d 6 ) 6 : 1.26 (d. J=6. 0Hz. 6H) 2.99 (dd. J=9. 6, 14. 0Hz. 1H) 3.28 
(dd. J=4. 0. 14.0Hz. 1H) 3.79 (s, 3H) 4.42 (d. J=6. 0Hz. 2H) 4.69 (sept. J 

=6.0Hz. 1H) 4. 79 (dd. J=4. 0. 9. 6Hz. 1H) 6.93 (d. J=8. 4Hz. 1H) 6.95 (d. J=8. 

4Hz. 2H) 7.03 (s, 1H) 7.08 (d. J=8. 4Hz. 1H) 7.84 (d. J=8. 4Hz. 2H) 8.63 (t. 
J=6. 0Hz. 1H) 12.02 (brs. 1H) 



5-^f;H-7i^Jkl, Z-3 L 7"J-)V-4-ti)\sT£>m.&£Uiexi--7' : ?)l> N-5- 
1(2. 4-^^V-l. 3-5=-7V*^>-5--r;W *TM-l-* h^y^yyJl'T^^i 



^5500264 
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J££ffit/^ HWJ261) tmmo^m-V. N4-5- [ (2. 4-v^*V-l. 3-f7 l /7>-5- 
-f ;W -2-p< F^y^>^-5-^iH-7iZJhl, 3-f77-JM-iJJl, 

'H-NMR (DMS0-d 6 ) 

5: 2. 61(s. 3H) 2.99 (dd. J=9. 6, 14. OHz. 1H) 3.28 (dd, J =4. 0, 14. OHz, 1H) 
3. 79 (s. 3H) 4. 37 (m. 2H) 4. 77 (dd, J=4. 0. 9. 6Hz, 1H) 6. 93 (d. J=8. 4Hz. 

1H) 7.08-7.13 (in, 2H) 7.46-7.52 (id, 3H) 7.90-7.95 On. 2H) 8.61 (m, 1H) 12. 
02 (brs. 1H) 




A-y jL-)V^Bmm^^ZSitxi-y^)V N-5-[(2, 4-^^rV-l, 3-^T\/^>-5 
X\ Nl-5-[(2.4-v^V-l, 3-^TV^>-5--r;w pWH-2-* h^->^>^;u- 

4-7x^M>X75 VZntZo 

'H-NMR (DMS0-d 6 ) 6 : 2. 99 (dd, J=9. 6. 14. OHz, 1H) 3. 28 (dd. J=4. 0. 14. OHz, 1 
H) 3.79 (s. 3H) 4.42 (d. J=6. OHz. 2H) 4.77 (dd, J=4. 0, 9. 6Hz. 1H) 6.93 (d, 

J=8.4Hz. 1H) 7.08-7.13 (m. 2H) 7.39 (t. J=7. 2Hz, 1H) 7.48 (t. J=7. 6Hz. 2 
H) 7.72 (d, J=7. 6Hz. 2H) 7.76 (d. J =8. OHz. 2H) 7.99 (d. J=8. OHz. 2H) 8.87 

(t. J=6. OHz, 1H) 12.02 (brs, 1H) 




4-7xy^->^M^*5<fcUttert-y^;P N-5-K2. 4-v f :**V-l. 3-^7*/^ > 
-5--r;H *^M-2-* h*M>^75>*KI*ffll». 3djS#J261) ti«©J 
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'H-NMR (DMS0-d 6 ) <5 : 2. 99 (dd, J=9. 6, 14.0Hz, 1H) 3. 28 (dd. J=4. 0, 14.0Hz, 1H) 
3. 79 (s, 3H) 4. 42 (d. J=6. OHz, 2H) 4. 77 (dd, J=4. 0. 9. 6Hz, 1H) 6. 93 (d. J=8. 
4Hz, 1H) 7. 02 (d, J=8. 8Hz. 2H) 7. 05-7. 10 (m. 4H) 7. 20 (t, J=8. OHz, 1H) 7.43 
(t, J=8. OHz, 2H) 7. 92 (d, J=8. 8Hz, 2H) 8. 76 (t. J=6. OHz. 1H) 12. 02 (brs. 1H) 



7 V)lWt& <fc tfx^ )VZ- [3- ( 7 5 y 7 3\> W -4- 7 1- * ~> 7 ;c -M -2— T V 7 □ 

^yyn/vi-h^^ ^is^!ii9d) \zm^mmm\9e) tmm(Dj5mT\ 3-13 

- ( [ (5-^;u-2-t: u #;u#n;H 7 5 j *^)V) -4-7 h^p->7 izjH -2--f 

'H-NMR (CDC 1 3 ) 5 : 0.93 (t, J =8. OHz, 3H) 1.00 (d, J=6. OHz, 3H) 1.12 (d. J=6. 
OHz, 3H) 1.31-1.40 (m, 2H) 1.56-1.65 (m, 2H) 2.66 (t, J=8. OHz, 2H) 2.88 
(dd. J=8. 0. 14.0Hz, 1H) 3.04 (dd, J=4. 4. 14. OHz, 1H) 3.53 (sept. J =6. OHz. 
1H) 3.87 (s. 3H) 4.08 (dd. J=4. 4. 8.0Hz. 1H) 4.63 (d. J=6. 4Hz. 2H) 6.80 
(d. J=8.0Hz. 1H) 7.12 (dd. J=2. 4. 8.0Hz. 1H) 7.22 (d. J=2. 4Hz. 1H) 7.63 
(dd. J=l. 6. 8. OHz, 1H) 8. 10 (d. J=8. OHz. 1H) 8. 35 (d, J=l. 6Hz. 1H) 



4-< V7°utf*is$:&mm&£UJL?-)lZ- [3- (7 5 7 7^JW -4-7 V*i/~7 ^ 






- M -2- 




m<Dj5&T. 2-r v y° d^^v-3- (3- 1 (4— r \ 
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•H-NMR(CDC1 3 ) 6 : 1.02 (d, J=6. 0Hz, 3H) 1.15 (d, J=6. 0Hz, 3H) 1.34 (d, J=6. 
4Hz, 6H) 2. 90 (dd, J=8. 0, 14. 0Hz, 1H) 3. 05 (dd, J=4. 4. 14. OHz, 1H) 3. 57 
{sept, J=6. OHz, 1H) 3. 86 (s, 3H) 4. 10 (dd. J=4. 4. 8. OHz. 1H) 4. 58 (d. J=6. 
OHz. 2H) 4.59-4.61 (m. 1H) 6.55-6.61 (m. 1H) 6.80 (d. J=8. OHz. 1H) 6.87 
(d, J=8. 8Hz, 2H) 7.13 (dd. J=2. 0. 8.0Hz. 1H) 7.22 (d. J=2. OHz. 1H) 7.69 
(d. J=8. 8Hz. 2H) 



A-? 3L-)V£M>mm&&U3-^)iz- [3- (7sv/?;n -4-* h*i/7^—M -2 

--fV^P^yya/Vi-h^lK HWJ19d) lcg|#*«J19e) tmmoX 
2--T yya^y-3-(4-^ h*->-3- [ (4-7;c-;i^>\Af ;M 7 5 A 

'H-NMR (CDCI3) <5 : 1.03 (d. J=6. OHz, 3H) 1.15 (d, J=6. OHz. 3H) 2.92 (dd. J=8. 
0. 14.0Hz, 1H) 3.06 (dd. J=4. 4. 14.0Hz. 1H) 3.58 (sept. J=6. OHz. 1H) 3.88 

(s. 3H) 4.11 (dd. J=4. 4, 8.0Hz. 1H) 4. 63 (d. J=6. 4Hz, 2H) 6.68-6.73 (m, 
1H) 6.82 (d. J=8. OHz. 1H) 7.15 (dd. J=2. 0. 8.0Hz. 1H) 7.24 (d. J=2. OHz. 1 
H) 7.35-7.40 (m. 1H) 7.46 (t. J=7. 2Hz. 2H) 7.59 (d, J=7. 2Hz. 2H) 7.64 (d. 

J=8. OHz, 2H) 7. 82 (d. J=8. OHz, 2H) 



4-7x7^ ->2cM^:fe £ t>'x^;i/3- [3- (75 7/ J-M -4-/h^->7i ~M 
-2-fV7 9 o^y7"D/tyx-h^ffl^, H»J19d) £ffi€rfti60iI19e) £.W\mv> 
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•H-NMR (CDC 1 3 ) 6 : 1.04 (d, J=6. 0Hz. 3H) 1.15 (d, J=6. OHz. 3H) 2.91 (dd, J=8. 
0, 14. 0Hz. 1H) 3. 04 (dd, J=4. 4, 14. 0Hz. 1H) 3. 57 (sept, J=6. 0Hz, 1H) 3. 86 
(s, 3H) 4.10 (dd. J=4.4. 8.0Hz, 1H) 4.59 (d. J=6. 0Hz. 2H) 6.60-6. 65 (10, 1 
H) 6. 81 (d, J=8. OHz, 1H) 6.98 (d, J=8. 0Hz, 2H) 7. 03 (d. J=8. 0Hz, 2H) 7.13-7. 
18 (m, 2H) 7. 22 (d, J=2. OHz. 1H) 7. 37 (t. J=8. 0Hz, 2H) 7. 72 (d. J=8. OHz, 2H) 




(D^mn\ 2-< V y n ->-3- (3- ( (4-^ V t JK>V< ;H 7 S / ] *J-)V-\ 

'H-NMR (CDC la) 5 : 1.02 (d, J =6. OHz. 3H) 1.15 (d. J=6. OHz. 3H) 1.25 (d. J=6. 

OHz, 6H) 2. 90 (dd, J=8. 0. 14. OHz, 1H) 2. 92 (sept. J=6. OHz. 1H) 3. 04 (dd. 

J=4. 4. 14. OHz. 1H) 3. 56 (sept. J=6. OHz. 1H) 3. 86 (s. 3H) 4. 10 (dd. J=4. 4. 

8.0Hz. 1H) 4.60 (d, J=6. OHz. 2H) 6.66-6.70 (m. 1H) 6.81 (d. J =8. OHz, 1H) 

7. 14 (dd. J=2. 0. 8. OHz. 1H) 7. 23 (d. J=2. OHz. 1H) 7. 26 (d. J=8. OHz. 2H) 

7.68 (d. J=8. OHz. 2H) 

HM^J273 




2. 4-^> h^^m#^*3d:^X^;i/3-[3-{TSy ^3\>H-4-* h*zsy jl- 

3t«J19d) lc^£H«>ll9e) tmU 
(DJd&T\ 3- (3- [ (2. h*->^>VW;U 7 5/] *5F;W-4-* h^S/^x- 
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»H-NMR(CDC1 3 ) 5 : 1.02 (d, J=6. 0Hz, 3H) 1.15 (d. J=6. 0Hz, 3H) 2.90 (dd, J=8. 
0. 14. 0Hz. 1H) 3. 04 (dd. J=4. 4. 14. 0Hz. 1H) 3. 56 (sept. J=6. 0Hz. 1H) 3. 85 

(s. 3H) 3.88 (s. 3H) 3.92 (s, 3H) 4.09 (dd. J=4. 4. 8. 0Hz. 1H) 4.61-4.63 
(m. 2H) 6.47 (d, J=2. 0Hz. 1H) 6.59 (dd. J=2. 0. 8. 8Hz. 1H) 6.81 (d. J=8. OH 
z. 1H) 7.13 (dd. J=2. 0. 8.0Hz. 1H) 7.22 (d. J=2. OHz. 1H) 8.19 (d. J=8. 8Hz. 

1H) 8.34-8.39 (n, 1H) 




A-i/? □^*v;i^,E#&:fe«fctfX^;U 3- [3- ([ (tert-y h^~>^;P^-;W 
75y]>f;M-4-^ h^y7iZJH-2-<yyo^y^o/Vi-h^K 

nmmm tmm<D^mx\ 3-(3-[(4->^n^s>ji/^>y^;w 75/] 

MS m/e (ESI) 454 (MH*) 
^#0275 




4- (4'-x^7x-;W ^J&SKfiitfi^^ 3- [3- ( [ (tert-^* ~ 

^, mmmm tmm<Djj&T\ 2--r v yp^^ ->-3- m-^ h ^ ->-3- ( [4- (4'-if 

^7x"JH ^>V<JH 757) jWI^xZJH 77°D/\°>^<H#it 0 

MS m/e (ESI) 476 (MH*) 

ITO*J276 
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0 0 




2-ry^V>t!)V^>m^Xn^)V 3-[3-([(tert-:/b*->;*7;U#x;M 7 

»J38) tfwuncD^-r, 2--r v:/ptf^>-3-(4-* h^->-3-[(2-±^^;i/*;^ 

MS m/e (ESI) 422 (MH + ) 

glM0U277 

Mi£0iJ277a) 




2-#PP-4-t KP=^>^,fe#^l. 9g£^^;M^A:7 5 K20mlt::*§fl?U 3 

;^7Ai/P7 h^^-tcttU ^it>-it^X9 1 ;K3:l)}§ai^-liictD2-^ 

□ P-4-h KD^y^cIfi^fJH. 7g£t#fc 0 

M5I0iJ277b) 

CI 0 

#U 3^tX5P;W). 23g&J;tfjz*m#U^A0. 21g£SD*.> T^r^^b/io J£ 

-^6mH;:ig#PU lN7M^hU^A3ral^tQA, ^TGBf^if WLtz., frfom 
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£4fc**}£U lNffiBtT+fnUfcSfe, KKx^TfflttJLfc. W«HSfia?P^Jfi* 
-e»£»U JSTKBfEK^-hU^A-CKjftU ?»£MJ£@5SLT2-£ □ P-4-X 

'H-NMR (CDCI3) <5 : 1.43 (t. J =7. 2Hz. 3H) 4.10 (q. J=7. 2Hz. 2H) 6.84 (dd. J=2. 

8, 8.8Hz, 1H) 6.99 (d, J=2. 8Hz, 1H) 8.03 (d. J=8. 8Hz, 1H) 

*»!l277c) 



l-fp o P-4-X h*->£,&SBkfc«fctf3- [3- ( [ (tert-y b^rz/tUVS-M 75 
M38) tra«©3&tt7f, 3-(3-[(2-^DD-4-Xh^r->^>V-r;W7ay]^^;V-4- 
MS m/e (ESI) 450 OflH*) 
^iS^J278a) 



2-^PO-4-t FP^v^m#m^^;W43^^ 3 ^7^^ntf^^ffiV^ Mit#J277 
b) tl^lO^T, 2-^7 o □-4-7 s a^^y^ISK$#fe. 
'H-NMR(CDC1 3 ) <5 : 1.05 (t. J=7. 2Hz, 3H) 1.80-1.86 (01, 2H) 3.98 (t. J=6. 4Hz. 
2H) 6. 84 (dd. J=2. 8. 8. 8Hz, 1H) 6. 99 (d. J=2. 8Hz. 1H) 8. 03 (d, J=8. 8Hz, 1H) 
^»J278b) 



2-^Pa-4-7°P^^i>^-&S^=t^3- [3-([(terl-y h^->*;U3t?xJU) 75 




CI 0 
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#j38) tmm<o^mx\ 3- (3- [ (2-^ □ D-4-7*p*+y^>y< ;w 7 $ y ] 

'H-NMR(CDC1 3 ) d : 1. 03 (t, J=7. 2Hz, 3H) 1. 04 (d, J=6. 0Hz. 3H) 1.16 (d. J=6. OH 
z, 3H) 1.76-1.85 (id, 2H) 2.91 (dd, J=8. 0. 14.0Hz. 1H) 3.06 (dd, J=4. 4. 14. 
0Hz, 1H) 3. 57 (sept. J=6. 0Hz. 1H) 3. 85 (s. 3H) 3. 92 (t. J=6. 4Hz. 2H) 4. 10 
(dd. J=4.4. 8.0Hz. 1H) 4. 61 (d. J=6. 0Hz. 2H) 6. 80-6. 89 (m. 3H) 6. 95-7. 02 (m. 
1H) 7. 14 (dd. J=2.0. 8.0Hz. 1H) 7. 24 (d. J=2. 0Hz. 1H) 7. 74 (d. J=8. 8Hz. 1H) 

rnmmm 



0iJ277b) tmm(D^mx\ VZfn#*is$:&mMZ'&ZLo 
'H-NMR (CDC1 3 ) d : 1.37 (d. J=6. 0Hz. 6H) 4.62 (sept. J=6. 0Hz. 1H) 6.81 (dd. 
J=2. 8. 8.8Hz. 1H) 6.99 (d. J=2. 8Hz, 1H) 8.02 (d. J=8. 8Hz. 1H) 
H«J279b) 

CI 0 0 



2-2 a D-4-- T V 7°n#3ris&MMM&£m- [3- ( [ (tert-:/ h^i^^tf 



^»J38) £m®.<Dj5&T% 3-(3-[(2-^DD-MV7'a^y^>\ 
/] h4y7x-JH-2-^y7"D^y7'oA>i^lfc 
MS m/e (ESI) 464 (MH*) 
HlMff]28Q 
Mi£#1280a) 
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CI 0 



OH 



'H-NMR (CDCI3) 6 : 1.76-1.98 (m. 8H) 4.78-4.82 (m. 1H) 6.81 (dd. J=2. 8, 8. 8H 

z, 1H) 6.99 (d, J=2. 8Hz. 1H) 8.02 (d. J=8. 8Hz, 1H) 

H«J280b) 



2-? □ o-4->^ u^>^)\>-** ^Bmmh^m- [3- ( [ (tert-?* V^^tDV 
#~)l>) 7$/] t^M-A-* h*y7x^JH-2-' f yyD^yyn/Vi-h 

l£^J38) £l^1t<£>;£?£T% 3- (3- [ (2-^7 o o-4-y i7 D^>f j^^y^ 
>^;H7$y] ^^;i/-4-^ h^r~>^3i-;w-2— r vyo^yyn;^>i^| 

'H-NMR (CDC 1 3 ) 6 : 1.03 (d. J=6. 0Hz. 3H) 1.15 (d. J=6. 0Hz, 3H) 1.72-1.95 (m, 
8H) 2.91 (dd, J=8. 0. 14. 0Hz. 1H) 3.05 (dd. J=4. 4, 14. 0Hz, 1H) 3.56 (sept. 
J=6. 0Hz, 1H) 3. 85 (s, 3H) 4. 10 (dd, J=4. 4. 8. 0Hz, 1H) 4. 60 (d. J=6. 0Hz, 

2H) 4.74-4.77 (m, 1H) 6.79 -6.86 (m. 3H) 6.95-7.01 (m. 1H) 7.14 (dd. J=2. 

0. 8.0Hz. 1H) 7.24 (d. J=2. 0Hz. 1H) 7.73 (d. J=8. 8Hz. 1H) 

Mii^J281a) 



4-^7DD-2-h Kd^v^B#^5. Og^^WM^ATS K25mHc*g$?U 3 
^ffcX5P;H4. 5g:fcckt^g£;fcU^A12g£}}Q;^ 70 , CT'8B#M^Lfeo £fS$t£ 



CI 0 



0 
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7A^D^h^77^-II#L ^^1t>-@t®!X5 L ;K2:l)^l±l^i®cfcO> 4-? d 

'H-NMR (CDC1 3 ) 6 : 1.48 (t. J=7. 2Hz, 3H) 1.59 (t. J=7. 2Hz, 3H) 4.10 (q, J=7. 
2Hz, 2H) 4. 33 (q, J=7. 2Hz, 2H) 6. 92 (d. J=2. 0Hz. 1H) 6. 94 (dd. J=2. 0, 8. 8 
Hz. 1H) 7.73 (d, J=8. 8Hz, 1H) 



g^#J281b) 




hu^A2mi^nA, m.w l T*mmmwvfr 0 Kmu^^mv, immx^uv 

T-nmis, mmZffiJ£%3kVT4-2 u n-2-X h+y^lW. 20g£#2r o 
'H-NMR (CDC 1 3 ) 6 : 1.59 (t. J=7. 2Hz, 3H) 4.33 (q. J=7. 2Hz, 2H) 7.04 (d. J=2. 
0Hz, 1H) 7. 13 (dd, J=2. 0, 8. 8Hz. 1H) 8. 13 (d, J=8. 8Hz. 1H) 
a^J281c) 




4-? o D-2-X h^r^M^^H^m- [3- ( [ (tert-y h 7 5 

J] *3M!/)-4-* h+y7xXjH-2-fV7°o^yyo/Vx-h^fflli, « 
M38) tmffi<£>tt£T\ 3-(3-[(4-^np-2-xh^v^>y-f )V) 75 7] *3MU-4- 
* h * > 7 :cX;W -2--f V7D^y7"D A° >K 
MS m/e (ESI) 450 (MH*) 
gdfcff]282 
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gJji#J282a) 
^0 0 

2,4-^k HP^r->^J&SK*5«krJf3^<bx^*fi^J281a) K«S#, SUg0!l28 
lb) tig«©55FiSfeT, 2. 4->>X h^y^ISi^ifc. 

'H-NMR(CDC1 3 ) <5 : 1.45 (t, J=7. 2Hz, 3H) 1.56 (t. J=7. 2Hz, 3H) 4.10 (a, J-7. 
2Hz. 2H) 4. 28 (a, J=7. 2Hz. 2H) 6. 51 (d, J=2. 0Hz. 1H) 6. 62 .(dd. J=2. 0, 8. 8 
Hz, 1H) 8. 12 (d, J=8. 8Hz, 1H) 
HWJ282b) 




2, 4-s?ih+5^A*W±r«- [3- ( [ (tert-y b*tt)V#—)V) 75;]^^ 
;M-4-* h^y7x-JW-2-fV^D*^yyo/Vx-h^l\ HMM38) £ 
ra«©^fffiT, 3-(3-[(2,fylh + y^>^JH 75/] ^^-4-^ h + y7i 

MS m/e (ESI) 460 (MH + ) 

SHM283 

£lifi^283a) 




2-h H ( h U 7;i/to / ^JH ^>X7^f t KO. 80g^^^^;u*;i^ 

A75 K8mH;:Sfl?U 30fcx^;M). 78g*J:^K* U ^AO. 69g£Jn*_, 70*0 
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)V (5:1) m\tiftm£ V) . 2-xh + y-4- ( h 'J y)V*u *^)\A ^>X7Jl^h FO. 60 

'H-NMR(CDC1 3 ) a : 1.57 (t, J=7. 2Hz. 3H) 4.22 (q, J=7. 2Hz, 2H) 7.22 (s, 1H) 

7.29 (d. J=8. 0Hz, 1H) 7.93 (d, J=8. 0Hz. 1H) 10.50 (s, 1H) 

§WJ283b) 



2-1 h ^ y-4- ( h 'J 7 Jl^t o ^ ?JW 'OXJJl'T t KO. 60g£i^^;UX;i^ 
K5ml £ U tK^^- h U ^ A67nig7K^^ (1ml) L, MJ r> 

AO. 35 g zKS§ri?£ (3ml) $iTbfc» ^T12P$Kit#^> tK^JdA, SI^x^t 

)V (2:1) m\tim%& V 2-x h3r~>-4- ( h 'J :7;i/*n^3^H &M.mmO. 55g£#7c„ 
'H-NMR (CDC1 3 ) 6 : 1.61 (t, J=7. 2Hz, 3H) 4.40 (q, J=7. 2Hz. 2H) 7.28 (s, 1H) 
7.40 (d, J=8. 0Hz, 1H) 8.30 (d, J=8. 0Hz. 1H) 
«#J283c) 

^0 0 0 



2-xh + y-4- ( h U 7)U*n *J-)\>) &&m®L$> [3- ( { (tert-^ b^i/t) 
757] *3\>M-4-* h*y7xZJH-2-^yyD^y7 , DAVl- 

h£ffi</>> hjs#I38) tmm(D^^x\ 3-[3-([2-xh^->-4-(hu^;i^^-p^^;w 

.^> , y-f;H75y^5 1 JH-4-/ h^v7xZJH ~2— f y7'o#^y7 , D/Oi^ 
MS m/e (ESI) 484 (MH*) 
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2- 1 H o ^ ->-4- (hU7 □ ^ 3-)\A ^ >X7^r kH*«t a -7>ft :?* n tr;p 
»jfi^283a) tRI«©^-e, 2-yn^y-4-(h 'J 7Md/^W ^> 

•H-NMRtCDCla) 6 : 1.11 (t, J=7. 2Hz. 3H) 1.88-1.96 On. 2H) 4.10 (t, J=7. 2Hz. 
2H) 7. 22 (s. 1H) 7. 29 (d. J=8. OHz. 1H) 7.93 (d, J=8. OHz. 1H) 10.50 (s, 1H) 
Sgj£#J284b) 




2-^n^^>>-4-(h'J 7;i/tn^^H^>X7JPTt HSrfflV^ $3MI283b) £. 

'H-NMR(CDC1 3 ) 6 : 1.15 (t. J=7. 2Hz. 3H) 1.94-2.04 On. 2H) 4.30 (t. J=7. 2Hz, 
2H) 7.28 (s. 1H) 7.40 (d. J=8. OHz, 1H) 8.30 (d. J =8. OHz, 1H) 
HJ£0iJ284c) 




2-7-D#*ris-4- ( h U 7)\,*u*5-M <fctf 3- [3- ( [ (ter t-7~ h*z/ 

-h^fflK H»!l38) <i:|sJ^©7jfeT\ 2-< V7*n^->-3- [4-* h3^>-3- ( [2- 
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MS m/e (ESI) 498 (MH + ) 

g|;&£ff!l285 

§SJji#J285a) 




-fyyp^y^o/ui-b^^ mmmm) tmmojsm-e. x^;v3-[-3- 
( [4-y d ^ > v-r ; H 7 a y ) y -4-^ ^->7 jl - j w -2--f v y n -> 
:/pAyx-h£#fc 0 &^-c, »^nfcx5 L ;i/3-[-3-([4-^'D^:^>i/-i';i/]T 

(t^-P^-h) >>#D>0. 64g, 1. (y7i^MX7^;) 7^aii> 

e^on/^i^A56mg:feJ;£N*g1^# U ^AO. Wg*^*3-)V7,)V-fc*z/ H20mHc 

$g«?u ^#s^T8o t CT?i^r B m^b7 v co Kmm^M^x^mvtz^ mm 

^->|JA 7)V1) ^AZu^ht/^yj-lZttL. >-@^X^ (1 : 1) *§tti# 

PUOX^ 2--<V7 , n^y-3-[4-^ H 3r i/-3- ( [4- (4, 4. 5. S-T h 7 ^^Jl-l, 
3, 2-i/^-^rlf # □ ^ >-2--T ;W^>^;H7$7^ 7 xx;H 7*n/l 7 x- 
M. 23g£#fc 0 

'H-NMR(CDC1 3 ) 6 : 0.96 (t. J=6. 4Hz. 3H) 1.14 (d. J=6. 4Hz, 3H) 1.21-1.27 (m, 
3H) 1.35 (s, 12H) 2.88 (dd. J=8. 4. 14. 0Hz, 1H) 2.94 (dd, J=4. 8. 14.0Hz, 
1H) 3. 50 (sept, J=6. 4Hz, 1H) 3. 86 (s, 3H) 4. 02 (dd. J=4. 8. 8. 4Hz, 1H) 4. 1 
4-4. 19 (m. 2H) 4. 62 (d. J=5. 6Hz. 2H) 6. 65-6. 70 (m, 1H) 6. 81 (d, J=8. 4Hz. 
1H) 7.16 (dd, J=2.4. 8. 4Hz, 1H) 7.22 (d, J=2.4Hz, 1H) 7.73 (d. J=8. 0Hz, 2 
H) 7.85 (d. J=8. 0Hz. 2H) 
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J£#!l285b) 




X^Jl/ 2--fV:/P^>'-3-[4-;* h*5>-3-([4-(4,4. 5. S-jh^^^hl, 3, 2 
-5? n ^ >-2--T M**> % M M 7 5 / *3~M y jl~M y d/nv x- h 5 

3mg. 4-yn ; E>';^o^>-tf>21mg, 1. l-h'X (v7xz^7 7^y) 7in 
-fe>v^OD/^>?£A5. 7mg*3«t^m*U^A55mg^^^ h*S>x^>l. 5ml 
U ^»ffl^.T80 < CT2P#K^bfc. £/£^£^£T?^b7c^ -fe 

h U Jl/— f U ^;P^a^^$r^ V^cHPLC(CT»^b2-f V^D^^->-3-4- 

h 3r ->-3- ( [4- (4'-7)V* uy JH7S7) ^ iZiH ^o/t 

>^19mg^#fco 

MS m/e (ESI) 466 (MH + ) 

H%ffJ286 

0 0 



JL^Jl 2-<y^D#^f>-3-[4-^ h^->-3-([4-(4, 4, 5. 3.2 

*5ct^4-yp^E^DD^>-tf>^ffl(/^ ^;&£#J285) il^<D^&T\ 2-fV:/otf 
* ->-3-4- b 3r ->-3- ( [4- (4'-^7 O □ 7 a: - ;W ^ > Jl/] 7 S J ) * a: ~ 

M y'a^ymzntz. 

MS m/e (ESI) 482 OOP) 



CI 
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2--1'VyD#+y-3-[4-^ h 5>-3- ( [4- (4. 4, 5, 3, 2 

□ ^ >-2-< ;w ^ > v^-r M 7 5 y ^ ^-M ~? x — ;H ^o/ty x— h 

* «ki«-^nt^ □ p^>€>*ik mxmm) tmmvxm-z. 2— 

*->-3-4- U b*~>-3- ([4- (2'-£ OD7x-JH ^>^/H75 7) ^^xX 

JW^a/Oi^ifc. 

MS m/e (ESI) 482 (MH + ) 

H«SflJ288 




x^;P 2--T y.^D3}?+v-3- [4-* h*:/-3- ( [4- (4. 4. 5, 5-5=" h ^ ;* 3^1-1, 3. 2 
-yW^07 >-2-'f JW ^> v ;<JH 75 y /?JW 7i-JH ^o/Vx-b 
*5«fc^4-yo^ETxV-;i,$rffi^, IIJS8I285) £P>I«©#&"Tf, 
-3-4- b*~>-3-([4-(4'-* h^F->7 i-JH^>^ ;H 757) ^WiZ 
;H yn/^>|$#&. 
MS m/e (ESI) 478 OOP) 
^^J289 

CI 

X^;U 2-fV7*D^y-3-[4-^ h*->-3-([4-(4,4, 5. 5-t- h^/^M. 3. 2 

-s^^^itsH □ ? >-2--r ;w ^ > ;H 7 5 j * y x xjh y □ y x- h 
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-JutS* ->-3-4- h * ~>-3- [ (4- [4'- ( HJ 7 )V* o ;* 3 1 ; W 7 x XJH ^ > »/-f 
;W 75/] ^^7xZJK yoA>|^ff; 0 
MS m/e (ESI) 5 1 6 (MH 4 ) 




X^JP 2--Y yyD^'>3-[4-^ h*->-3- ( [4- (4, 4, 5. 5-5r h 3. 2 

*5ctm-ya^E^Ty-;^ffiv\ g|«]285) tm^oo^-c, 2-<y^D7j?^-> 

-3- [4-/ h 3r S/-3- [ ( [4- ( 1 . 3-3=- 7 JU-2— f ; W ^ > »Af ' JH 75/)^ 7 
xx;M 7a^>i^#fc. 
MS m/e (ESI) 455 (MH + ) 
gMM29j 




X^;U 2--fV^o^y-3-[4-^ K^->-3-([4-(4. 4, 5, 5-5r h^^^l^-l. 3. 2 
-i? t^Ft# o 7 >-2"f JH ^>7^f ;H 7 5 / 7i~;H ^d/Vi- h 

*3j;Z>*2-ya^t 0 U^>?:ffl^, H^J285) fcWfcflDj&anN 2--T V ^"o^->-3 
-[4-* h^->-3-[([4-(2-t:U^;W^>y<JH 75/) 7i-JH7"d^ 

MS m/e (ESI) 449 (MH 4 ) 

«i£0l292a) 
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m<Dj5&T\ ^^;i/2-^DD-4-(4. 4, 5. 5-^ h 5* 3^-1. 3. l-itJr^-Vfcu? >- 
2—f;M^>yx-hO. 91g$r#^:<, 

1 H-NMR(CDC1 3 ) a : 1. 25 (s. 6H) 1.36 (s. 6H) 1.14 (d, J=S. 4Hz, 3H) 3.94 (s, 3 

H) 7.70 (d. J=8. 0Hz, 1H) 7.79 (d, J=8. 0Hz, 1H) 7.84 (s. 1H) 

MS£#J292b) 



*^)VL-Z>uu-\-(A, 4, 5, S-rh^^fJK 3. 5 >-2— X )V) ^ 

>>/X— b0.30g, ^D^>-g >0. 19g, 1. l-tiT, (S^^xn^Tf^T.^^ 7) :7x 
D-fe>^^Pa/\'^>^>A57mg*3J:TO^U , >AO. 55g£^* h3^>x^>15ml 

£->U *y>iJ 7 D7h^77>fH:#U ^it>-P^x^;W (5: 1) }gLti# 
®«fc 0 2-^DO-4-^jcx;i/^m#^75 1 ;W^tffco ^T*#£>nfc2-^no-4-:7 
i^miH/^^^^y —JMnlCStfU lNzkBftfb*- h U £ A2ml £Jn*., 
^ST6B#Fa^#Ufe. Rj&*g-&^£*#U lNi&MT^nLfc^ BKl^T 

JBE®^bT2-^PP-4-7xXj|/3^J&SBeO. 12g£#fe 0 

'H-NMR(CDC1 3 ) <5 : 7.44-7.52 (m, 3H) 7.56-7.63 (m. 3H) 7.73 (d, J=1.6Hz, 3H) 
" 8. 05 (d. J=8. 0Hz. 1H) 




OH 
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«J292c) 




2-2 P 0-4-71-^1118^^^1^ 3- [3- ( [ (tert-y h*->;fr 

HJ6«8J38) fcR*©#asT?, 3-(3-[(2-^DD-4-7i-M>7'fJH 7 5^1 

MS m/e (ESI) 482 (MH + ) . 

Hjfeff.1293 

»jfi^293a) 



^^l/2-^DD-4-(4. 4. 5. 5-rh7>^V-l, 3, 2->^3r+h^P 7 >-2— f ^ 
y^JL-hH^UA-yn^^uu^O^y^m^. Mit#J292b) tl^«60^ffiT» 2 
-/7 d p-4- (4-^ p d 7i-JW £J&«8£#fc. 

'H-NMR (DMS0-d 6 ) <5 : 7.54 (d. J=8. 8Hz, 2H) 7.72 (dd. J=l. 6, 8.0Hz. 2H) 7.78 
(d, J=8. 8Hz, 2H) 7. 84 (d. J=l. 6Hz. 2H) 7. 87 (d, J=8. OHz, 1H) 



2-/7 o d-4- (4 % -Z p P y*. -;W gc.&#&*3 JitXx^U 3- [3- ( [ (tert-7 h^r 
->*M-;W7 5/] *3\>M-4-* h+y7xZ;H-2-fV7 , o^y7 # D/V 




OH 
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X-h£ffi^> H»J38) tmmo^-V. 3-(3-[2-^DO-4-(4'-^D07iZJH 
^>^iH75;/ -4- * h 3=- > 7 x -2— r V^a^y^D A° £ 



MS m/e (ESI) 5 1 6 (MH + ) 

^£#1294 

g£j£0<J294a) 

CI 0 

rV^OH 



^^;W2-^dd-4-(4, 4, 5. 5-^^*^-1,3. 2-v ? :*3r+J-^o ^ >-2—T;W ^ 
>>/x- h&^tPl-^n^ h;i/X>£/B Mi£M292b) £^©73 2-^ d 
□-4- M'-^Wl'^x-JW ^Ifl^llfc. 

'H-NMR(CDC1 3 ) 5 : 2.42 (s. 3H) 7.29 (d. J=8. OHz, 2H) 7.52 <d. J =8. OHz, 2H) 
7.56 (dd, J=l. 6. 8.4Hz, 1H) 7.71 (d. J=l. 6Hz, 1H) 8.09 (d. J=8. 4Hz, 1H) 



P-4- (4'-*?-)V7x.=.M &&MWt&£.Zt^)l' 3- [3- ([Uert-7' 
JU/tf -;W 7 -4-* h*v7x =;U -2--f V^D^yyo/V 

x-h^ffiVi. ^»J38) £|sU£075*r^ 3-(3-[2-^DD-4-(4'-^fil'7x-JH 

MS m/e (ESI) 496 (MH*) 

jlfi£ffJ295 

gW(J295a) 
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OH 



4-^DO-2-xb^v-3£S*MX5P;W).50g, 7zi=.)l>#n>m0. 31g, 1. 

Bt^x^;i/ (9: 1) i§fctJ:friIiJ: 0 2-x h^y-4-7i-J^lfiif;^#fc. &n 

U«7AT^ib, ^^^]E§*bT2-Xh^«>-4-7a:X;^B§^0. 22g£#Zto 
'H-NMR(CDC1 3 ) 6 : 1.61 (t. 3=7. 2Hz. 3H) 4.42 (q, 3=7. 2Hz. 2H) 7.21 (d, 3=1. 
6Hz. 1H) 7.36 (dd, 3=1. 6, 8. 4Hz, 1H) 7.43-7.51 On. 3H) 7.59-7.61 (m, 1H) 
8.25 (d. J=8.4Hz. 1H) 
^Uf£#l295b) 



2_x h^>>-4-7x— ;u^&SBE*«t^x^;W 3- [3- ( [(tert-:7>=^>7j;i/# 

fflW HWJ38) tlW]^CD75fifeT, 3-(3-[(2-Ih^v-4-7xrM>^JK75 
/] ^^-4-^ h^i/7x-;H-2-'fV7'D^+v'7o/OiS:#fc. 
MS m/e (ESI) 492 (MH*) 




310 



WO 01/25181 



PCT7JP00/06788 



Mit#l296a) 




4- 2 □ o -2-x h 4- y^lSixfM «fc tf4- 7 u ^ >-fef >tf o >S6 £iB V 

•H-NMR (CDClj) fi : 1.61 (t. J=7. 2Hz, 3H) 4.42 (q, J=7. 2Hz. 2H) 7.15-7.20 (m. 

3H) 7. 30 (dd. J=l. 6, 8. 0Hz, 1H) 7. 55-7. 59 (m, 2H) 8. 24 (d, J=8. 0Hz. 1H) 
Ui»J296b) 



2-X h*->-4- (4'-7)V*U7x.-)l) &mmm&£TS3L : ?)V 3- [3- ( [ (tert-y 

/Vl-FSIBK SI»J38) tlD^cDTj^T'. 3-(3-[2-Xh^y-4-(4'-7^a 
7i-;W ^>\Af ;W 757 h + y7xi:JH -2-< V7D^y7° 

MS m/e (ESI) 510 (MH + ) 

^MM297 

SSit^J297a) 
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'H-NMR(CDC! 3 ) 6 : 1.61 (t. J=7. 2Hz, 3H) 3.87 (s, 3H) 4.41 (q, J=7. 2Hz. 2H) 
7.01 (d. J=8. 0Hz, 2H) 7.17 (d, J=l. 6Hz, 1H) 7.31 (dd, J=l. 6, 8. 4Hz. 1H) 7. 
55 (d, J=8. 0Hz. 2H) 8.22 (d, J=8. 4Hz. 1H) 



2-xK^y-4-(4'-^ h^y7x^;W ^clf l^il/X^ 3- [3- ( [ (tert-^ 
/Vx-h^K *««f!38fcR*0*flsTl 3-(3-[2-xh^fy-4-(4'^ h^->7 

MS m/e (ESI) 522 (MH + ) 



HJfify218tP«lO^T, 3- [3-|[2-7MD-4-(h'J 7)V*U*7M *<>V 
7$y^^M-4-^ h^y7i^]-2-7D^y7 , on>i$#fc 0 
'H-NMR(CDC1 3 ) 5 : 0.86 (t, J=7. 2Hz. 3H) 1.51-1.61 (m. 2H) 2.97 (dd. J=8. 0. 
14.0Hz. 1H) 3.07 (dd. J =4. 4. 14. 0Hz, 1H) 3.35 (dt. J =6. 4, 8. 8Hz. 1H) 3.50 

(dt, J=6.4, 8.8Hz. 1H) 3.89 (s. 3H) 4.04 (dd. J =4. 4. 8.0Hz. 1H) 4.64 (d. 

J=6. 0Hz. 2H) 6.82 (d. J=8. 0Hz. 1H) 7.17 (dd. J=2. 0. 8.0Hz. 1H) 7.22 (d. 
J=2. 0Hz, 1H) 7.38 (d. J=12. 0Hz. 1H) 7.37-7.45 (ra, 1H) 7, 52 (d. J=8. 0Hz. 1 
H) 8.23 (t, J=8.0Hz. 1H) 



«J297b) 




0 
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T OH 



mmm2 1 8 t mm , 3- (3- [(hdd -2- □ ^ > i/-r ;w 7 s j ) * 

MS m/e (ESI) 424 (MH + ) 



mmm2\ztmu<oi5m^ 3- [4-* h^r->-3- a (5-^^-2-^ x-;v-i, 3-5^7 

MS m/e (ESI) 469 (MH + ) 
^#1301 



HJ£^J2 18 1 mm(D^mX\ . 3- (3- [ (2-^7 D D-4-yD#+y) 7 5 / 1 ;* 5P;i-4-* 
h * -> 7 x. -2-y O # ^ -> y P A' >M 5: *#7Co 
MS m/e (ESI) 464 (MH 4 ) 
g|fiSffJ302 



nmm&tmmcDjjm'c. 3- (3- ( [2-^ □ 0-4- <->^ □^>^;u^-» 

<iM 75/ ^^JU) -4-* h^->7x-;H -2-^0^=^70 a* >^£*#fc 0 
MS m/e (ESI) 490 (MH + ) 
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MS m/e (ESI) 454 (MH + ) 
^HM304 



CI 

2£tfc09218£H«CD:#feT. 3-3-[([2-(2->?nn7x^H-5-^5 1 ;hl, 3-^-7 V 
MS m/e (ESI) 503 (MH + ) 



HJS^J218i:l^«^ST> 3-4-* h^->-3- [ ( [5-*5P;W2- (4-/^7x-jW 
-1. 3-^7*^— JU-4--Y ;H*^-;i/75y) 7xZ,lH-7P^y7D 

MS m/e (ESI) 483 (MIT) 



»!i2 1 8 <h mm(D^mx\ 3- (3- [ (2. 4- o d ^ > »/-f jH7$y] * ^;i/-4- 





j^jM306 
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* h+-/7xZJH-2-Ih^yyp/Oi^#fc, 



MS m/e (ESI) 426 (MB*) 



mMM2\&£mm<Djj&T% 2-xh*->-3-[4-^ K+->3-([(5-^^h2-7i- 
MS m/e (ESI) 455 (MH*) 



H»218i(H«073^T, 3- (3- [ (2. 4-5?* DD^JHys;] ^^;U-4- 

h^y7iZJW-2--fV^b^yyn/Ol^#fc. 
MS m/e (ESI) 454 (MH + ) 
HSSffJ309 



^}£0iJ218t|5i^O7j^tr, 2-< V!7* h*v-3- [4-* h^->-3- ( [ (5-^^Jl-2-7 

MS m/e (ESI) 483 (MIT) 
^^J310 
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nmwid). le) tmm^m-vmmv. 2-[4-/h+y-3-([4-(h'j7Mn^ 

h * -» ^ > V/-T M7=LS* j-m > z?M Zf? J <i v 2 7 > v K 
6: 0.94 (t. J=7. 2Hz, 3H) 1.51-1.71 (m. 2H) 2.51-2.58 (m. 1H) 2.70 (dd, J 
=5.8. 14. 0Hz. . 1H) 2.88 (dd. J =8. 4, 14.0Hz. 1H) 3.84 (s. 3H) 4.57 (d. J=5. 
6Hz. 2H) 6.75 (t. J=5. 6Hz. iffi 6.80 (d. J=8. 4Hz. 1H) 7. 09 (dd. J=2. 0. 8. 4H 
z. 1H) 7. 15 (d. J=2. 0Hz. 1H) 7. 23 (d. 8. 4Hz. 2H) 7. 79 (dt. J=2. 0. 8. 4Hz. 2H) 




mmmid). le) t^i«TiIL, 2-tt-*Y*i'-Z-{(2-)-7^)\<t>)VX- 

;W75;]^ ^)i^>i?M y $ j y ? 7 > y k zmtz. 

'H-NMR(CDC1 3 ) 6 : 0.96 (t. J=7. 2Hz. 3H) 2. 53-2.62 (m. 1H) 2.73 (dd. J=5. 8. 
14. 0Hz. 1H) 2. 89 (dd. J=8. 6. 14. 0Hz. 1H) 2. 89 (dd. J=8. 6. 14. 0Hz. 1H) 3. 8 
7 (s. 3H) 4.64 (d. J=6. 0Hz. 2H) 6.82 (d. J=8. 4Hz. 1H) 6.85 (t. J=6. 0Hz. 1 
H) 7.10 (dd. 2^2. 8. 4Hz. 1H) 7.22 (d. J=2. 2Hz, 1H). 7.4-7.58 (m. 2H) 7.78 
-7.94 (m. 4H) 8.27 (s. 1H) 

nmmzn 

mnmii). ie) tm^^mx-mm^. 2-[4-^h^->-3-([(i-^^;w-iH-2-r 

> H U M i3)V# -M 75// J-M ^>VM 7$ J v Z 7 Is y H Sr^fc. 
'H-NMR(CDC1 3 ) 6 : 0.95 (t. J=7. 2Hz. 3H) 1.51-1.62 to. 2H) 2.53-2.62 (m. 1H) 
2. 72 (dd. J=6. 4. 14. 0 Hz. 1H) 2. 89 (dd. J=4. 4. 14. 0Hz. 1H) 3. 86 (s. 3H) 
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4.04 (s, 3H) 4.57 (d. J=5. 6Hz. 2H) 6.77 (t. J=5. 6Hz, 1H) 6.79-6.83 (id, 2 
H) 7.06-7.18 (m, 3H) 7.27-7.33 (m, 1H) 7.37 (d, J=8. 4Hz, 1H) 7.61 (d, J=8. 
0Hz. 1H) 




'H-NMR(CDC1 3 ) 6 : 0.94 (t. J=7..2Hz. 3H) 1.50-1.71 (m, 2H) 2.49-2.58 (m, 1H) 
2. 70 (dd. J=6. 0, 14. 0 Hz, 1H) 2. 86 (dd. J=4. 4, 14. 0Hz. 1H) 3. 84 (s, 3H) 

3.86 (s. 3H) 3.90 (s, 3H) 4.59 (d. J=6. OHz. 1H) 4.60 (d. J=6. 0Hz. 1H) 6.4 

6 (d. J=2.4Hz. 1H) 6.58 (dd, J=2. 4, 8.8Hz, 1H) 6.78 (d. J=8. 4Hz, 1H) 7.05 
(dd, J=2. 4, 8. 4Hz, 1H) 7. 17 (d, J=2. 4Hz, 1H) 8. 16 (d. J=8. 8Hz. 1H) 8. 35 

(t. J=6. OHz, 1H) 



0 




mffimid). le) tmmomm-em&h. 2-[3-([(5-^^-2-tru^;w^;^^ 

»H-NMR(CDC1 3 ) 6 : 0.90-1.00 (m, 6H) 1.30-1.42 (in. 2H) 1.50-1.71 (m. 4H) 2.5 
0-2. 59 (m, 1H) 2. 65 (t. J=8. OHz, 2H) 2. 70 (dd, J=6. 4, 14. OHz, 1H) 2. 86 (d 
d. J=8.4. 14.0Hz. 1H) 3.86 (s, 3H) 4.61 (d, J=6. 4Hz. 2H) 6.78 (d, J=8. 4Hz, 
1H) 7.06 (dd, J=2.4, 8. 4Hz, 1H) 7.17 (d. J=2. 4Hz, 1H) 7.62 (dd, J=2. 0, 8. 
OHz, 1H) 8.10 (d. J=8. OHz. 1H) 8.35 (d. J=2. OHz. 1H) 8.42(t. J=6. 4Hz. 1H) 
H^J315 
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mmmid). ie) tmu^mx-mmv, 2- (4-* h*->-3-[(2, 4, 5-hu*h^> 

'H-NMR (CDCI3) 6 : 0.93 (t, J=7. 6Hz. 3H) 1.50-1.70 (m, 2H) 2.50-2.58 (m, 1H) 
2.69 (dd. J=6. 0, 13.6Hz, 1H) 2.88 (dd. J=8. 4. 13. 6Hz. 1H) 3.86 {s, 3H) 3. 
88 (s. 3H) 3.91 (s. 3H) 3.92 (s. 3H) 4.60 (d, J=6. 0Hz. 2H) 6. 49 (s, 1H) 6. 
78 (d. J=8. 0Hz, 1H) 7. 06 (dd, J=2. 0, 8. 0Hz. 1H) 7. 17 (d. J=2. 0Hz. 1H) 7. 7 
5 (s, 1H) 8.45 (t, J=6. 0Hz, 1H) 



mmmid). leltH^ttTjBIl. 2-I3-K2, 4-y^?;^>^^7ay] 

'H-NMR(CDC1 3 ) 6 : 0.94 (t, J=7. 2Hz. 3H) 1.50-1.71 (in. 2H) 2.31 (s. 3H) 2.36 

(s. 3H) 2. 50-2. 59 (m, 1H) 2. 70 (dd, J=6. 6, 14. 0Hz. 1H) 2. 88 (dd. J=8. 4, 
14.0Hz. 1H) 3.81 (s. 3H) 4.54 (d. J=6. 0Hz. 1H) .4.55 (d, J=6. 0Hz, 1H) 6.29 
(t. J=6. 0Hz. 1H) 6. 78 (d. J=8. 6Hz. 1H) 6. 98 (d. J=7. 6Hz. 1H) 7. 00 (s. 1H) 7. 
08 (dd, J=2. 0. 8. 6Hz. 1H) 7. 18 (d. J=2. 0Hz. 1H) 7.24 (d, J=7. 6Hz, 1H) 



^IWJldK le) tm^(D^mX'mm.V. 2- [4-* h^->-3-([(5-^^;W2-t:^^ 



&MM16 




J60U317 
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! H-NMR(CDC1 3 ) <5 : 0.94 (t, J=7. 2Hz. 3H) 1.50-1.70 (m. 2H) 2.50-2.58 (m, 1H) 
2.69 (dd. J=6.8. 14.0Hz. 1H) 2.88 (dd, J=8. 4. 14.0Hz, 1H) 3.85 (s, 3H) 4. 
61 (d, J=6. 0Hz. 2H) 6.79 (d. J=8. 4Hz. 1H) 7.08 (dd, J=2. 0. 8. 4Hz. 1H) 7.1 
5 (d. J=2. OHz, 1H) 8.21 (t, J=6. OHz. 1H) 8.36 (s. 1H) 9.26 (s. 1H) 




mmmid). \t) £mm<Dj5&T~mwL. 2-w-* h^->-3-[(2-^yj;i/^;^n 

'H-NMROCU 5 : 0.93 (t, J=7. 2Hz, 3H) 1.50-1.70 (m. 2H) 2. 51-2. 60 (m, 1H) 
2.70 (dd. J=6.4, 13.4Hz, 1H) 2.89 (dd. J=8. 6. 13. 4Hz, 1H) 3.87 (s. 3H) 4. 
68 (d. J=6.4Hz. 2H) 6.80 (d. J=8. 2Hz. 1H) 7.07 (dd. J =2. 2, 8. 2Hz, 1H) 7.2 
l(d. J=2.2Hz. 1H) 7. 69 (t. J=8. OHz. 1H) 7. 76 (t. J =8. OHz, 1H) 7. 97 (d, J=8. 0 
Hz. 1H) 8. 01 (d. J=8. OHz. 1H) 8. 62 (s. 1H) 8. 67 (t. J=6.4Hz. 1H) 9. 15 (s, 1H) 
H^J319 



O 




'H-NMR(CDC1 3 ) 6 : 0.91 (t, J=7. 6Hz. 3H) 1.47-1.70 (m, 2H) 2.47-2.56 (m. 1H) 
2. 69 (dd. J=6. 0. 14. OHz. 1H) 2. 84 (dd. J=8. 8, 14. OHz. 1H) 3. 79 (s, 3H) 4. 

57 (d. J=6. OHz. 2H) 6.75 (d. J=8. 0Hz. 1H) 6.84 (t. J=6. OHz. 1H) 7.05 (dd. 
J=2. 0. 8. OHz, 1H) 7. 17 (d. J=2. OHz. 1H) 7. 34 (dd. J=4. 4. 8. 4Hz. 1H) 7. 88 
(dd. J=2. 0, 8. 8Hz, 1H) 7. 96 (t. J=8. 8Hz. 1H) 8. 06 (d. J=8. 4Hz. 1H) 8. 10 

(s. 1H) 8.86 (d. J=2. 8Hz. 1H) 
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2- (3-1(2. S-i?7)i>*n-4~* h^y'O^JH 75/] h^->^> 
5*>M 7* y -f y * 7 -> H £#fc. 

'H-NMR(CDC1 3 ) <5 : 0. 95 (t. J=7. 6Hz, 3H) 1. 53-1. 71 (m, 2H) 2. 52-2. 59 (m. 1H) 2. 

70 (dd, J=6. 6. 14.0Hz, 1H) 2. 88 (dd. J =8. 4, 14. 0Hz. 1H) 3. 79 (s, 3H) 3. 83 (s, 

3H) 4. 57 (d, J=5. 6Hz, 1H) 4. 57 (d, J=5. 6Hz. 1H) 6. 44 (s,_ 1H) 6. 46 (s. 1H) 

6. 78 (d. J=8. 0Hz. 1H) 7. 07 (dd. J=2. 0. 8. 0Hz. 1H) 7. 17 (d, J=2. 0Hz. 1H) 

H«J321 



nmmiti. 10 tiroes-cays u 2-[4-^h^y-3-([(5-/h+yif<jv 

'H-NMR (CDC 1 3 ) 6 : 0.93 (t, J=7. 2Hz. 3H) 1.48-1.70 (m. 2H) 2.48-2.57 (m. 1H) 
2.69 (dd. J=6. 6. 13. 6Hz. 1H) 2.87 (dd. J=8. 4. 13. 6Hz. 1H) 3.85 (s. 3H) 3. 
89 (s. 3H) 4. 59 (d. J=6. 0Hz. 2H) 6. 78 (d. J=8. 0Hz. 1H) 7. 06 (dd, J=2. 0. 8. 
0Hz, 1H) 7.16 (d. J=2. 0Hz. 1H) 7.26 (dd. J=3. 2. 8. 4Hz. 1H) 8.14 (d. J =8. 4 
Hz. 1H) 8.19 (d. J=3. 2Hz. 1H) 8.30 (t. J=6. 0Hz. 1H) 



^MMIM. le) tmm<D^mx^mL, 2- [3- ([(3, %-V^uu-l-\i^^)V)ti)V 
•H-NMR(CDC1 3 ) a : 0. 94 (t. J=7. 2Hz. 3H) 1. 51-1. 70 (in. 2H) 2. 50-2. 59 On, 1H) 2. 
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69 (dd, J=6. 4, 13.6Hz, 1H) 2. 87 (dd. J=8. 4, 13. 6Hz. 1H) 3.85 (s. 3H) 4.57 

(d. J=6. 4Hz, 2H) 6.78 (d. J=8. 4Hz. 1H) 7.07 (dd. J=2. 2. 8. 4Hz. 1H) 7.16 

(s. 1H) 7.82 (d. J=2. OHz. 1H) 8. 09 (t. J=6. 4Hz. 1H) 8. 40 (d. J=2. OHz, 1H) 
^#1323 




mn&ttti* ie) tmmcDjsm-vmmis. 2-[3-([(4-^nD^>7[b]7 7>-7-f 

■H-NMRfCDClJ 6 : 0. 94 (t, J=7. 2Hz, 3H) 1.50-1.71 On. 2H) 2.50-2.60 (m. 1H) 
2. 71 (dd. J=6. 0. 13.8Hz, 1H) 2. 87 (dd. J=8: 8, 13. 8Hz. 1H) 3.89 (s. 3H) 4.69 
(d. J=6. OHz. 1H) 4. 70 (d. J=6. OHz, 1H) 6. 81 (d, J=8. 4Hz, 1H) 6. 96 (d, J=2. 
OHz, 1H) 7.08 (dd. J=2. 0. 8. 4Hz. 1H) 7.20 (d. J =2. OHz. 1H) 7.33 (d. J=8. 0 
Hz. 1H) 7.71 (d. J=2. OHz. 1H) 8.01 (t. J=6. OHz, 1H) 8.04 (d. J=8. OHz. 1H) 
gyfcffj]324 




■H-NMR(CDC1 3 ) 5 : 1.04 (d. J=6. OHz. 3H) 1.16 (d. J=6. OHz. 3H) 2.92 (dd. J=7. 
2. 14. OHz. 1H) 3. 03 (dd. J=4. 4. 14. OHz, 1H) 3. 59 (sept. J=6. OHz. 1H) 3. 86 
(s. 3H) 4.11 (dd. J=4.4. 7. 2Hz. 1H) 4.60 (d. J =6. OHz. 2H) 6.77 (br. 1H) 6. 
82 (d. J=8.4Hz. ffl) 7. 1 6 (dd. J=2. 0, 8. 4Hz. 1H) 7.21 (d. J =2. OHz. 1H) 7.70 
(d. J=8. OHz. 2H) 7.84 (d. J=8. OHz. 2H) 
gl3£ffiJ325 
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Ilild), \e) tmmo)^mX'Mmi^ 3-(3-([3-7Mo-4-(h'J7Mo> 

'H-NMR(CDC1 3 ) 6 : 1. 03 (d. J=6. OHz. 3H) 1. 16 (d. J=6. 0Hz, 3H) 2. 92 (dd, J=7. 4. 
14. 0Hz, 1H) 3. 03 (dd, J=4. 6, 14. 0Hz, 1H) 3. 58 (sept, J=6. 0Hz, 1H) 3. 87 (s, 
3H) 4. 1 1 (dd, J=4. 6. 7. 4Hz, 1H) 4. 60 (d. J=6. OHz. 2H) 6. 75 (br. 1H) 6. 83 (d. J 
=8. 4Hz, 1H) 7. 17 (dd, J=2. 0, 8. 4Hz, 1H) 7. 21 (d, J=2. OHz, 1H) 7. 56-7. 70 On, 3H) 



HJS^JldK le) £mm<Dj}&T~mmL. 3-tt-[(2-7)l*u-4-* h^->^>^M 

'H-NMR(CDC1 3 ) 6 : 1.00 (d. J=6. OHz, 3H) 1.14 (d. J =6. OHz. 3H) 2.89 (dd, J=8. 
0. 14.0Hz. 1H) 3.04 (dd. J=4. 0, 14. OHz, 1H) 3.54 (sept. J =6. OHz, 1H) 3.83 
(s. 3H) 3.86 (s. 3H) 4.09 (dd. J=4. 0. 8.0Hz. 1H) 4.62 (d. J=6. OHz, 2H) 6. 
59 (dd. J=2. 4, 14.0Hz, 1H) 6.77 (dd. J=2. 4. 8. 8Hz, 1H) 6.81 (d, J=8. OHz, 
1H) 7.13 (dd. J=2. 0. 8. 4Hz, 1H) 7.21 (d, J=2. OHz. 1H) 7.27-7.36 (m. 1H) 8. 
05 (t. J=8. 8Hz. 1H) 

CI 0 



^S^JldK le) tmm<Dj5&T*mmV\ 3-(3-[(2-^on-4-* h*->^>y< M 
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757]^ 3^)1-4- * h 3=- ~> 7 x - M -2—f V 7° P ^^r > Zf P 7 -< y V 7 >- y H 

•H-NMR(CDC1 3 ) <5 : 1.02 (d. J=6. 0Hz. 3H) 1.15 (d. J=6. 0Hz, 3H) 2.90 (dd. J=7. 
6, 14. 0Hz. 1H) 3. 05 (dd, J=4. 4. 14. OHz, 1H) 3. 56 (sept, J=6. OHz, 1H) 3. 81 
(s, 3H) 3.84 (s. 3H) 4.09 (dd. J=4. 4, 7. 6Hz. 1H) 4.61 (d, J =5. 6Hz. 2H) 6. 
59 (dd. J=2.4. 14.0Hz. 1H) 6.80 (d. J=8. 4Hz. 1H) 6.84 (dd. J=2. 8. 8. 8Hz. 
1H) 6. 88 (d, J=2. 8Hz. 1H) 6. 97 (t. J=5. 6Hz. 1H) 7. 14 (dd. J=2. 0. 8. 4Hz. 1 
H) 7.24 (d. J=2. OHz. 1H) 7.74 (d, J=8. 8Hz. 1H) 



n»jid) . le) tmm(Dj5&-vmwv, 2— r vyp^->-3-(4-^ h*->-3- 1 (2, 

4. 6-h U ^UU^OV-iM 757] *J-)V7ot~ )V) 7°uns^ yZTi/y 

'H-NMR(CDC1 3 ) 5 : 1.04 (d, J=6. OHz. 3H) 1.16 (d. J=6. OHz. 3H) 2. 91 (dd. J=7. 
6. 14. OHz. 1H) 3. 05 (dd. J=4. 4. 14. OHz. 1H) 3. 57 (sept. J=6. OHz. 1H) 3. 82 

(s. 3H) 4.11 (dd. J=4. 4. 7. 6Hz. 1H) 4.61 (d. J=6. OHz. 2H) 6.40 (br. 1H) 
6.80 (d. J=8. 4Hz. 1H) 7.16 (dd, J=2. 4. 8. 4Hz. 1H) 7.27 (d. J=2. 4Hz. 1H) 7. 
26 (s. 1H) 7.32 (s, 1H) 



mmmii). ie) tmrncD^m-cmmv. 2-ryyn^^->-3-4-^ h^->-3-(([6 

-(h'J7;VtP/ J-M -3- tf U z?M * )V#-)17 5 J ) * J-M 7 jl ~)V7°un J 
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'H-NMR (CDCI3) <5 : 1.05 <d. J=6. OHz. 3H) 1.16 (d. J=6. OHz.. 3H) 2.93 (dd. J=7. 
2, 14.0Hz, 1H) 3.04 (dd. J=4. 4. 14. OHz, 1H) 3.59 (sept. J=6. OHz. 1H) 3.86 
(s. 3H) 4. 10 (dd. J=4. 4. 7. 2Hz. 1H) 4. 63 (d. J=6. OHz, 2H) 6. 83 (d. J=8. 4 
Hz. 1H) 6. 93 (br. 1H) 7. 17 (dd. J=2. 0. 8. 4Hz. 1H) 7. 22 (d. J=2. OHz. 1H) 7. 
75 (d. J=8.4Hz. 1H) 8.29 (dd. J=l. 2. 8. 4Hz. 1H) 9.02 (s. 1H) 




3-3- [ ( [3-^ D D-5- ( h U 7)V*U -2-tf U VM t> )l7$~)l>7 Si J) 

'H-NMR(CDC1 3 ) <5 : 1.02 (d. J=6. OHz. 3H) 1.15 (d. J=6. OHz. 3H) 2.90 (dd. J=7. 
6. 14.0Hz, 1H) 3.04 (dd. J=4. 4. 14. OHz. 1H) 3.56 (sept. J=6. OHz. 1H) 3.86 
(s. 3H) 4.09 (dd, J=4. 4, 7. 6Hz. 1H) 4.61 (d. J=6. OHz. 2H) 6.82 (d. J=8. 2 
Hz. 1H) 7. 15 (dd. J=2. 0, 8. 2Hz. 1H) 7. 23 (d. J=2. OHz. 1H) 8. 05 (d. J=0. 8H 
z. 1H) 8. 14 (t. J=6. OHz. 1H) 8. 70 (d. J=0. 8Hz. 1H) 
^M331 




mmmw. ie) tmrn^mx-mmv. 3- [3- ( [ (2. 4-^^ h^-5-truse?- 

•H-NMR (CDCI3) 6 : l. 04 (d. J=6. OHz. 3H) l. 16 (d. J=6. OHz. 3H) 2.91 (dd. J=7. 
4. 14.0Hz. 1H) 3. 04 (dd. J=4. 2. 14. OHz. 1H) 3.58 (sept. J=6. OHz. 1H) 3.89 
(s. 3H) 4. 10 (dd. J=4. 2. 7. 4Hz. 1H) 4. 60 (d. J=6. OHz. 2H) 6. 82 (d. J=8. 4 
Hz. 1H) 7.14 (dd. J=2. 0. 8. 4Hz. 1H) 7. 19 (d. J=2. OHz. 1H) 7.96 (t. J=6. OH 
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Z. 1H) 9.10 (S. 1H) 




Z-?U*:-A-7)VlrUOX7)V?\i h* 25g£ ;* ^ J JU300mlfc*«Pb , ^1/ 
h^KMJ^JMOg. h ->;H!3g*JDA. 6l$raiJnSft3S8iEU£. ^ 

18 U 2-yDt-4-(y/ h^5/^^;W^>if>30g^t#fc„ ^©fe^fijc^^^- h ^ 
k Fn:7 7>300nHC»#U ft*»H»T -78T;K:?fr3PLfco ^;PU^^A(2. . 
47M^*-y->*«a 60ml£JnA*i. HSKJ«#bfc^ N, N-y^^MMTS K20 

^^;W^>XT;i/^t K25g^f#fec £©fi£jEfc&£x^y— ;i/200mlfci&«IU 
2k?£T, 7K^b*">^^-hU^A3. 3g^iD^_fco ^lCT2Ptr^Jt#b, zk£;&D*.> 

2-7;M-d-5-(5?* h*^;*3^H/)^>^;K7;U:3— ;U25g£#fco ^OS^/fc^S: 
h )VJL >400il tC^^I b , 7 iSik V ~7 ;r ~ * U ;i/32ml *5 ck v'T+f k* -> ^ □ 

[5.4.0]#>^Hz>22m]£jD*.* M-ei2BtfKUS#l/fc. R^^HtK^SDA, 

-bf>30g£#fco i«Dt4l$i*fh7k Ho7 7>500mnc»»b» 7jc50ml4ocfctf 
h U 7izM^ t7 ^ >45g£iHA, 50 < C-T?3B#P B 1ijt#L.fco i£$*£MEEfg*b, 2- 

MJ^75 F200ilK:*tfU *H^;^*-#*—h55g, HJX3MWX=-> 
43ml ^r»P^_. ^JatT4Hra8M^ Ufc. JE*Sg'&4&!»C*£JD*., i¥Kx^;WTlfittJ 
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O0:l-+2:l)*gffi#iIj<};9SgH:/^;i/ N- [5- (>>;* h^^WM -2-7;i/*P 

>H-NMR(CDCl 3 ) S : l. 44 (s. 9H) 3.30 (s, 6H) 4.36 (d, J=5. 2Hz. 2H) 4.90 (br, 
lH) 5.34 (s. lH) 7.02 (t, J=9. 2Hz. lH) 7. 16-7.46 On. 2H) 



lE^il' N-[5-(S>* Y^-ls *3-M-l-7 fr-tU^ZsiSMtl— A"7- h30g£ 
fh7t K a!7^> 300m Hci£fi?U lN-^80ml^inA^T20^-ti^U^:. SSftl 

&*£u ^TK^mv^^^AT'^b, mm&m&^v, ish:/5p;u n-(2-^ 
;p^-a-5-7^;i/a;w #-A*-7-b25g£f#fco 

■H-NMRICDCls) 6 : l. 45 (s. 9H) 4.43 (d. J=5. 6Hz, 2H) 4.98 (br, lH) 7. 19 (t. 
J=8. 8Hz. 1H) 7.79-7.85 On. 1H) 7.90 (dd. J=2. 0. 7. 2Hz. 1H) 



N-(2-7;^P-5-^$;W jtJ-A-7- h^ffl^T, M^J261t[w| 
ItcD^feT&SU ^E^;i/ N-5- [ (2. 4-v^V-l. >-5-< ;W 

;H-2-7;i/^-a^>^;^-;\*x'-h^t#^:o 

'H-NMR (DMS0-d 6 ) <5 : 1.38 (s. 9H) 3.06 (dd. J=9. 2. 14. 0Hz. 1H) 3.34 (dd. J=4. 
0. 14. 0Hz. 1H) 4. 12 (d. J =5. 6Hz. 2H) 4. 81 (dd. J =4. 0. 9. 2Hz) 7. 05-7. 20 (m. 
2H) 7.35 (t. J=5. 6Hz. 1H) 7.93 (s. 1H) 
Hig^J332d) 
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'H-NMR(CDC1 3 ) 6 : 3.17 (dd. J =8. 4, 14. 4Hz. 1H) 3.26 (dd. J=4. 4. 14. 4Hz. 1H) 
4.45 (dd, J=4.4. 8. 4Hz) 4.59 (d. J=6. OHz. 2H) 6.61 (br. 1H) 6.96 (t. J=9. 

2Hz, 1H) 7. 04-7. 1 1 (m, 1H) 7. 20-7. 29 fa. 2H) 7. 36 (d, J=2. OHz, 1H) 7. 80 
(d, J=8.4Hz. 1H) 

affl333 




'H-NMR(CDClj) <5 : 3.15 (dd. J=8. 6. 14. OHz. 1H) 3.32 (dd. J=4. 2. 14. OHz. 1H) 
3.76 (s. 3H) 4.44 (dd. J =4. 2. 8. 6Hz. 1H) 4.59 (d. J=6. 4Hz. 2H) 6.76-6.86 
(m. 3H) 6.95 (t. J=8. 4Hz. 1H) 7.03-7.08 On. 1H) 7.27 (dd. J=2. 0, 7. 2Hz. 

1H) 7.69 (d. J=8.4Hz. 1H) 8.46 (br. 1H) 



Mffl334 




nmmi%\£nm<D^&-?:®Mv* ni-5-[(2.4-> ? ^v-i. 3-^yy^>-5-f 

'H-NMR (DMS0-d 6 ) 6 : 3.07 (dd. J =8. 8. 14. OHz. 1H) 3.34 (dd. J =4. 4. 14.0Hz. 1 
H) 3. 90 (s. 3H) 4. 47 (d. J=6. OHz, 2H) 4. 82 (dd. J=4. 4. 8. 8Hz. 1H) 7. 00-7. 
30 (m. 5H) 7. 70 (d. J*8. OHz. 1H) 8. 63 (t. J=5. 6Hz. 1H) 12. 03 (s, 1H) 
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M#J335 




JW >WH-2-:7;M-D'*>5?;i^2-* h * 5>^=i 5. K 

■H-NMROCls) <5 : 3.07 (dd. J=9. 6, 14.0Hz, IB) 3.34 (dd, J =4. 4, 14. 0Hz. 1H) 
3.97 (s, 3H) 4.50 (d, J=6. 0Hz, 2H) 4.83 (dd, J =4. 4. 9. 2Bz. 1H) 7.08-7.20 
(m, 3H) 8. 07-8. 14 (m, 1H) 8. 26-8. 33 fan. 1H) 8. 74 (t. J=6. OBz. 1H) 12. 03 

(s. 1H) 

mffimm 




. $mM26\£.m&<D-J5&'V9BMls. N3-5- [ (2. 4-v>*3rV-l. 3-f777>5- f 

'H-NMRtCDClj) <5 : 2.43 (3H. s) 3.07 (dd, J =9. 4. 14. 0Hz, 1H) 3.40 (dd. 1=4.0. 

14. 0Hz. 1H) 3. 96 (s, 3H) 4. 49 (d. J=5. 6Hz, 2H) 4. 82 (dd. J=4. 0. 9. 4Hz. 1 

H) 6.94-7.00 (m, 1H) 7.10-7.30 (m, 3H) 8.02-8.10 (m. 1H) 8.64 (t. J=5. 6Hz, 

IB) 12.02 (s. 1H) 




mMmmtmucoiitevvm.^* N3-5-[(2.4-^^-^y-i. f 

'H-NMR(CDC1 3 ) 6 : 3.02-3.10 (m. 1H) 3.27-3.36 On, 1H) 3.90 (d, J=2. 0Hz. 3H) 
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4.10 (d. J=2. 0Hz. 3H) 4.49 (d. J=5. 6Hz, 2H) 4.79-4.84 On. 1H) 6.48 (d. J 
=8. OHz. 1H) 7.08-7.27 (id, 3H) 8.13 (d, J=8. OHz, 1H) 8.48 (t. J=5. 6Hz, 1H) 
12.01 (s, 1H) 




mm^mitrnm^mx-mmv. N3-5- [ (2. 4-5?** v-i. 3-^tv^>-w 

)V) * ^-M -2- 7 )lJr d ^ > JU-2-X h * - n 5 

'H-NMR (DMS0-d 6 ) 6 : 1.33 (t. J=7. 2Hz, 3H) 3. 07 (dd. J=9. 6, 14. OHz. 1H) 3. 35 
(dd. J=4.4. 14.0Hz. 1H) 4.43 (q. J=7. 2Hz. 2H) 4.49 (d. J=5. 6Hz. 2H) 4.85 
(dd. J=4.4. 9.6Hz. 1H) 7.06-7.30 (m. 4H) 8.12 (dd. J=2. 0. 7. 6Hz. 1H) 8.2 

7 (dd. J=2. 0. 4.8Hz. 1H) 8.63 (t. J=5. 6Hz. 1H) 

HM#J339 




mMm2Z\tmM(Djj&-V® 1 mL. N4-5-[(2. 4-^^V-l. 3-^7V*^>-5— f 

'H-NMR (DMS0-d 6 ) 6 : 2.61 (s. 3H) 3.09 (dd. J=9. 6. 14. OHz, 1H) 3.35 (dd. J=4. 

4. 14. OHz, 1H) 4. 44 (d. J=5. 6Hz. 2H) 4. 85 (dd, J=4. 4, 9. 6Hz. 1H) 7. 10-7. 2 

9 (m. 3H) 7.46-7.55 (m. 3H) 7.90-7.96 (m. 2H) 8.81 (t. J=5. 6Hz. 1H) 12.03 
(s. 1H) 
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0 



0 




0 



NH 



mm^m\tmm<D^xmmv. ni-5-[ (2.4-5?** v-i. 3-^71/5 >-5-< 

'H-NMR (CDCI3) <5 : 1.25 (d, J=7. 2Hz. 6H) 2.94 (sept. J=7. 2Hz, 1H) 3.19 (dd, 
J=8. 8. 14. OHz, 1H) 3. 36 (dd, J=4. 4. 14. OHz, 1H) 4. 50 (dd, J=4. 4, 8. 8Hz. 1 
H) 4.64 (d, J=6. OHz, 2H) 6.61 (t, J=6. OHz. 1H) 7.00 (dd, J=8. 6. 9. 6Hz. 1 
H) 7. 08-7. 14 (m, 1H) 7. 25-7. 35 (m. 3H) 7. 68-7. 74 (m. 2H) 9. 04 (br. 1H) 



mMmib\£mU<nJ58k~t:9m.ls. N7-5-[(2,4-i;**V-l. 3-f7y7>-5-^ 
M *^M-2-7)l*u^>z/)l'-4-pnn^>V[b]7?>-7-%)U#*y-2. F£ 

'H-NMR (CDC 1 3 ) 5 : 3.19 (dd. J =8. 8. 14. OHz. 1H) 3.39 (dd. J =4. 4. 14. OHz. 1H) 
4.50 (dd. J=4.4. 8. 8Hz. 1H) 4. 76 (d. J=6. OHz. 2H) 6.98 (d. J=2. OHz. 1H) 
7.03 (t. J=9. OHz. 1H) 7. 10-7. 16 (m. 1H) 7.30-7.42 (m. 2H) 7.77 (d. J=2. OH 
z. 1H) 7.83 (t. J=6. OHz. 1H) 8.06 (d. J=8. 8Hz. 1H) 



nffi®mi£m&<Djj&T~mmis. N1-5-K2. 4-iWrV-i. 3-^yy^>-5-< 

;W * -2-7 a ^ > i?)V-2- 7JVtD-4-(h'J7 D^^H^>X7S 
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'H-NMR(CDC1 3 ) <5 : 3.14 (dd, J=8. 8, 14. OHz. 1H) 3.33 (dd, J =4. 4, 14.0Hz. 1H) 
4. 44 (dd, J=4. 4, 8. 8Hz. 1H) 4. 62 (d, J=5. 6Hz, 2H) 6. 97 (t, J=9. OHz, 1H) 
7.04-7.16 (m, 2H) 7.23 (dd, J=2. 2, 7. 2Hz, 1H) 7.35 (d, J=ll. 6Hz, 2H) 7.48 
(d. J=8. OHz. 1H) 8. 17 (t. J=8. OHz, 1H) 




m&&m\£mm<DismT-mmis. n3-5-[(2.4-^^v-i. 3-^TV^>-5-r 

)V) *^M-2-* h^->^>^;l/-2. 6-v^^ h*i/- =3^5 F£f#fco 
'H-NMR (DMS0-d 6 ) 6 : 3. 00 (dd. J=9. 6, 14. OHz. 1H) 3. 28 (dd, J=4. 4. 14. OHz, 1 
H) 3.84 (s, 3H) 3.91 (s, 3H) 4.03 (s, 3H) 4. 42 (d, J=5. 6Hz. 2H) 4.80 (dd. 
J=4. 0. 9. 6Hz. 1H) 6. 49 (d. J=8. 4Hz. 1H) 6. 95 (d, J=8. 4Hz. 1H) 7. 06-7. 15 
(m. 2H) 8.17 (d. J=8. 4Hz. 1H) 8.40 (t. J=5. 6Hz. 1H) 

I / 0 

nmmisitmmoijsm-vmmv, N3-5-[(2.4-v^y-i. 3-^7^/7>-5-f 

M t^M-l-* h*^^>z/)V-2-* h*v- FZmfc* 
'H-NMR (DMS0-d 6 ) 6 : 3. 03 (dd. J=9. 6. 14. OHz. 1H) 3.30 (dd. J =4. 0, 14. OHz, 1 
H) 3.87 (s, 3H) 3.99 (s. 3H) 4.43 (d. J=6. OHz. 2H) 4.80 (dd. J=4. 0. 9. 6Hz. 
1H) 6. 95 (d. J=8. 8Hz, 1H) 7. 05-7. 20 (m, 3H) 8. 13-8. 20 (ra. 1H) 8. 27-8. 33 
On. 1H) 8.63 (t. J=6. OHz. 1H) 12.01 (br. 1H) 
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NH 



'H-NMR (DMS0-d 6 ) 6 : 2. 54 (s, 3H) 2. 98 (dd, J=9. 6, 14. OHz. 1H) 3.24-3.31 (m, 1 
H) 3. 82 (s, 3H) 4. 44 (d, J=6. 4Hz, 2H) 4. 79 (dd. J=4. 4. 9. 6Hz. 1H) 6. 95 (d, 
J=8.4Hz, 1H) 7.05 (d. J=l. 6Hz. 1H) 7.11 (dd, J=l. 6. 8. 4Hz. 1H) 7.45 (dd, 
J=l. 6. 6.8Hz, 1H) 7.80-7.90 (m. 2H) 8.85 (t, J=6. 4Hz, 1H) 11.99 (br. 1H) 



mm&mitmmom&T-mmv, N2-5-K2. 4-^^y-i. 3-?7V7>-h 

)V) h*$"<>i?)l>-Z, 5-> f i7PD-2-tfU^>*;^^5 F£#fco 

'H-NMR (DMS0-d 6 ) 6 : 2. 98 (dd. J=9. 6, 14. OHz. 1H) 3. 30 (dd. J =4. 6. 14.0Hz. 1H) 
3. 79 (s. 3H) 4. 38 (d. J=6. OHz. 2H) 4. 78 (dd. J=4. 6. 9. 6Hz. 1H) 6. 94 (d. 
J=8. 2Hz, 1H) 7. 13 (d. J=8. 2Hz. 1H) 7.15 (s. 1H) 8.35 (d. J=2. OHz. 1H) 8.64 
(s. 1H) 8.94 (t. J=6. OHz. 1H) 12.02 (br. 1H) 



mm&m\tmm<D^mT'mmh. N2-5-[(2.4-^^v-i. z-^y^^y-^ 

M tT-M-l-* h>5"OSW-3. 5-5/^^-2-1^0 9 J>j3)V&tt% 
'H-NMR (DMS0-d 6 ) 6 : 2.31 (s. 3H) 2.52 (s. 3H) 2.97 (dd. J =9. 6. 14. OHz. 1H) 
3.28 (dd. J=3. 8, 14. OHz, 1H) 3.80 (s. 3H) 4.38 (d, J=6. 4Hz. 2H) 4.77 (dd. 
J=3. 8, 9. 6Hz. 1H) 6. 93 (d. J=8. 4Hz. 1H) 7. 06 (s. 1H) 7. 10 (d. J=8. 4Hz. 1 
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H) 7.55 (s. 1H) 8.28 (s. 1H) 8.79 (t, J=6. 4Hz, 1H) 




nmw2Gi£m&<Di5&-ewmi'* Ni-5-[(2.4-^^v-i.3-^7y^>-5-r 

'H-NMR (DMS0-d $ ) 6 : 3.03 (dd. J=9. 0. 14.0Hz, 1H) 3.30 (dd, J=4. 0. 14. 0Hz, 1 
H) 3: 69 (s, 3H) 4. 16 (d, J=6. 4Hz. 2H) 4. 46 (dd, J=4. 0, 9. 6Hz, 1H) 5. 59 (t, 
J=6.4Hz. 1H) 6.63 (d. J=8. 4Hz. 1H) 6. 95 (d, J=2. 0Hz. 1H) 7.03 (dd. J=2. 0, 
8.4Hz. 1H) 7.64 (d. J=8. 4Hz, 2H) 7.85 (d. J=8. 4Hz. 2H) 8.95 (s, 1H) 
3Ufifl!349 




mffi&m\£mm<Dj5&T*mwi^ N5-5-[(2.4-^3-*v-i. s-j-tv? >-5--r 

fc. 

'H-NMR (DMS0-d 6 ) 6 : 3.14 (s. 6H) 3.03 (dd. J =9. 6. 14. 0Hz. 1H) 3.30 (dd. J=4. 
4. 14.0Hz, 1H) 3.79 (s. 3H) 4.36-4.40 (m. 2H) 4.82 (dd. J=4. 4, 9. 6Hz. 1H) 
6. 94 (d. J=8. 8Hz. 1H) 7. 06-7. 16 (m, 2H) 8. 63 (s. 1H) 8. 88 (t. J=5. 6Hz, 1 
H) 12.00 (br. 1H) 
Hlft£ffiJ350 
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\ 



'H-NMR (DMS0-d 6 ) 6 : 3.00 (dd. J=9. 6. 14. 0Hz, 1H) 3.28 (dd, J=4. 0. 14.0Hz, 1 
H) 3.82 (s. 3H) 3.94 (s. 3H) 4.03 (s, 3H) 4.40 (d. J=6. 0Hz. 2H) 4.79 (dd, 
J =4. 0. 9.6Hz, 1H) 6.94 (d, J=8. 4Hz, 1H) 7.05-7.15 (m, 2H) 8.36 (t, J=6. 0 
Hz, 1H) 8. 72 (s, 1H) 12. 00 (br, 1H) 



m&M2tli:mm<D-%m'VmmVs Nl-5-[ (2,4-^^-1. 3-^7\/^>-5-f 
M h^->^>> ? JP-2, 4-S^oo-l-^>-t?>;3JM^-S H$r#fc. 

•H-NMR ( (DMSO-d B ) <5 : 2.96 (dd. J=9. 2, 14. 4Hz, 1H) 3.26 (dd, J=4. 0. 14. 4Hz. 
1H) 3.79 (s. 3H) 4.15 (d. J=5. 6Hz, 2H) 4.39 (dd, J =4. 0, 9. 2Hz. 1H) 5.82 
(t, J=5. 6Hz. 1H) 6.67 (d. J=8. 4Hz, 1H) 6.70 (s. 1H) 7.02 (d. J=8. 4Hz, 1 
H) 7.28 (d. J=8. 4Hz. 1H) 7.88 (d. J=8. 4Hz, 1H) 8.16 (br, 1H) 



SMM35J 




334 



WO 01/25181 PCT/JPOO/06788 



1. -$5£ 




7jv*)vttm, mmmtz^^soM ^n^r^jv^ mmmt^L^^ 
-r hp4^>7;u3^~>s> mmm^LQ<oj\-( hd^vjm^^i, m^^c 

mmmu^v\2(DT)vn^^7j^)vm. mMmu^n<D7)v^^7)vu^r 

;i/^JUS, K3g&3fcV>b7<DS^nT;Mr;i^3r~>S> £*35igc3&^L7(7>>:>7D7 

*)V7v-)i**z/m. mmmt^v\%(D7)v^r)V7^—)v^m. Ekmrntz^ 
vn<D7 7)v*)v^ mmmt^h\s<D7^)^jv^^&^i^<ummm^ 

ii^LTv^Tfej;^, mmmt£^isb<v>7 )i*u>m, mmmt^^(07)v 
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£r ; W«2,4->>:t*V3 L 7yU^>-5-<;i^ 2. 4- V?7!/ U 5*>-5 

— r u^>s, *;i/#+->;u«, *fc«-coN(R»')R" 2 (^ctr", R" 2 tt^n^ni^ 

— ^fcfcmfcoTzfcsjtjiCT, USUI'S, ^fctt-tn^til^iOBft^WLTVi 
fl£5£-CQ- (^^TQttBS^RIS^S&ttBSISt^Sr^-r) . — CQNR*— (^TQteitu 

^v<}^mmfsi^hi9(D^mmT^jum^n^n^-r) , -nr*cq- (z\zlt*q. 
m^tn^nmm^.m\zmc^^-r) . -so 2 nr*- (££-z?RH»tBj£«fciii;s 

£^T) . -NR x S0 2 - (R'ttWIB^fCigCSSr^T) > *> b < «-NR x, CQNR x2 - (d 
^X-Q«HyfB^«^|5lC*^, R xl ^fcHR x2 «-?-n^m5|-^fc«S^oT7j<^J^^ 

Y— L— X-T — 
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R 1 

— M^— W 

2. -$!5£ (I) fc*5V>T, W^^aK^RTUSai^lE*©*^*^!* 

ifi'bu<tt-€-©x^^;i'*fctt-en&©7Kfti«i. 
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1 0. -J&5£ (I) fciSl^T, X**-jK5£-CQNR x - (££TQ, R?atmESII»3R 
1 1. -J&jS 



^itm^l/6©;W Hn^yJMM, E*iii8tlfcnb6<ZV\ 
^ Ko^yJJ^^yJ, «*»l«tV>b6©7W HD*->7WrJl^t*, j^SKft 




Ft 



(D 
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£ ; ie2,4-yt+y?77 l Jy>-5-' T;US, 2. 4- ^t^V^Tyj >>>-5 

--ru^>&. *;^^->;ws> ££te-coN(R")R w2 (zlz-vwk R^z^n^enm 

-YJl^, ^fc«2.4-> J ^^y5 L 7l/U> ? >-5--i'U^>Sl?fe^«-&£^<c ; 

(d^TQ«m^MT^fe«^JM^£^-r) > — CQNR X — (d^-eQ«HU 

^vKizmmm^^i^j&mmy^^^ti^tiTjk-r) . -nr x cq- czicim 
ra^n^nMiE^iiKiigua^-f) , -so 2 nr x - (zzxmzmttm\zmcm 
*7rct) , -nr x so 2 - mzmuM.m\zm^m^f) . t>b<tt;-NR x, cQNR x2 - (z: 
^TQtttuiB^«{3i5jua£. R xi £fcteR x2 te^n^nis]— ^tMrntz^Timm^ 
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Y— L— X-T — 
R 1 

i 2. ppARa4s«j:r/r©^T;i/T=f— x hftm\zm-3<mm-c'$>z>m-$.mi i 
i3. ppARa, p&&zSr(DhV7)\s73-7>hftmtz^<mm'v&z>mj£m 

1 1 IB«g(DEMo 

i 5. mmm&n ■ fe&M-e&zm&mi i&^li 3iB«fe©^o 
i 6 . xm^mo^m • femM-e&zm&m 11^113 i2«©e^ 0 

TkfD^SrPPARa^ilXrO^TJWTzf-^ hfl=J3 £fctePPARa, fl&cfctf r 

<t 0 
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